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(2) '^mW- 10-505600 




a) 



Yti^W (CH2) , (CH2) W> tfzitW (C:^TW{±0> S (O) »T-^ 

R"-,. R'> R'j3i:a^R'' {ilWI— -e^-2,;6N t Ttfim'ioTv^T'b J: < , 

TJU^^^^i/, Cj-»>'^'nT;v=i^v-ji'. C4-. t;L'^;u->^' nr-'Un^v', Ci- 
»7;i/3^->* ^[-Ox.aT )\yiJ )\^^^'^-^ )\^. N, N-->'- [Ci- 

. en i; V 1 --r ;^^ li'^VvV, ^;U'}^';y, e^v v>- i --f 4 
-Ci--. T;i'^;vt:^7v 1 — Ci-b T>'V^;u-f-:t ^ T';-;^^:t^ C 

.'>n<ry - Ci-4 fe: Kn^->-Ci-4 r C2-4T;i'*y-^ 

;U:t Ci-4 TJl'^JV. Ci-4 T;U3^->- Ci-4 T^V-^-'l', fj )V7i^^i/-Cx 

.tT)\y^)U, C i-*T }\^:^ ^ Z/ti JV^i^—jiy- Ci-aT jv^ pt7;l/>'^'•^-< Ci- 
4T;w^ju^ N- Ci-4 t;u^;u* ;^^^*^-f ju-Ci-4 t;^^-'U', N, N-->'- [ 
Ci-4t;i^^;u] JI/-C1-4 T^i^^ju. r < y - c 1-4 r C1-4 



(3) ^mW- 10-505600 

T JUT ^ y -Ci-*T V [Ci-aT T ^ y - Ci-'>T )V 

^ - Ci-4 T;^^;^^ 4 - Ci-4 t;i'^>'w tf^^^ v >- - i--<>'1'-Ci-4T;u^ 
t K^^->-C2-4T;^:3^->-Cl-4T;^^;^^ C 1-4 r ^ -> - C2-4 T 
;i/=r^>'- Ci-4 TJU + ^v. t Kn^^/-C2-4 t;^^;1'7'^ y - Ci-4 r;u^;v 
, Ci-4 t;!^^^'^- C2-4 t;U'^^i^t ^ y - Ci-4 T-iv-^Jv-^ C1-4 T;w^;w-?-:t 
-Ci.aT)V^)V^ t Ka^v'-C2-4T;U'^;i'-f-;t-Ci-4T;u^;i^, Ci-4T;v 
n^->-C:-4T;u^;i"9^:t-Ci-4T;b^Ji^. 7 j:. y ^ Ci-4 T jv.^^- ju. 7 

— U y - Ci-4 T -7 J^ — -Ci-4 TJb^;i'> ->Ty -Ci-4 TJU^ 

- C2-4 TJVn t: K v- C2-4 T ^ Q.i.^Ti^iJ 

y <Jl':t^>'-C2-4T;V=r^->, Ci-4TJbn^>'- C2-4 TJU'=i4=-iy. 
^v/- Ci-4 TJVn^v', Ci-4 T ^ * Ci-4 T^v-n :^7;v 

/N'^-f Ci-4 T-'Un^v, N-Ci-4T-'U^>'i':^-iw/N'-=e-f jp- C1-4 T-'i^n ^ 
->> N.' N-->'- [Ci-4 TJl'^ Jl'] l^Jl'^N^^-f ;i^-Ci-47JU:3^->s T^y- 

C2-4T;^3^iy, Ci-4 T ji'^;uT^ y - C2-4 T;u=r^v\ -J- [Ci-4t;u* 
;w] T ^ y -C2-4 T;L'n4=-iy, C2-4 TJU*y JV:^^^. t:Kn^v'-C2-4 
T)\'f! J A J\y:k . Ci-4 C 2-4 7';u* y ^u^^v. •7j^-;1'- 

Cx-4 T^i^ri^ -i^ j:.y ^->-C2-4t;w3^v', t-'; y -C2-4t;^=i^v' 

, •7j:.:::-;V-f-:^-C2-4T;Vn^->, t: U v y - C 2 - 4 T 3 ^ -t^P/i^Uy 

- C 2 - 4 T n t''^ 9 V > - 1 - JU - C 2 - 4 T ^V- =J ^ v-^ 

4 -Ci-4 T;1'^;H::'^7 V l-'f;^-C2-4T;^=^ + ->^ .'^n'Jr'y-C2-4 

T;^^>'^'T5y^ i; Kn ^v- - C2-4 t;i^^;wt ^ y > C2-4 T;i':^y -< ;^:t^>' 
- C2-4 r ;u^;ut ^ y . Ci-4t;w:j+v-C2-4t;V'^;1'T^ y . 7:7;P'-K^-> 
-Ci-4T;1' + ;vt^ y V Ci-4T;w=r + z/y!7;i'4^'-;p-Ci-4T;w^;vT^ y ^ 
fs)\/?^'^-i ;v-Ci.-4T>'v-^JUT<y. n-Ci-4T;u^;i/* ji/'/.^^-f - C1-4 
T;^^;uT^y. N, N-->'- [Ci-4T;v^;v] ;u>'>'-t-i' C1-4 t;u^ 
T5y> T^y-C2-4T>l^^;^7'5y. Ci-4T;u^;i/t^ y-C2-4T;u^;v 

T^y. ->*- [Ci-4 TJl/^ Jl/T 5 y - C2-4 TJb^Jl/T ? y ^ i C 1-4 



(4) m^W- 10-505600 

. ^ > -(f >- ;^ ;u /-^ > r ^ ^-y^^^jv^v-i Y\ . 2 - ;t ^ v t: n <; > - 1 
--fju, 2, 5 -v;t-^vt*n 'J 1 --f ji/, -C2-4T;u*y ^ 

y ^ )VT y . ti )VM^i^-C2.*T)Vf3 y y{ )VT^y . Ci-4t;v3^->* 
ji/;^::!;!^- C2-4T>'i^>57y-r;uT^y> )v - Cz - , r )\y y ^ )vt ^ y 

. N- Ci-4 T>'^*;l'>!r;^>'^^■=t-f ;v- C2-4 T JU5t7 y 'f ;uT 5 y . N. N-v- [ 
Ci-4 t;V'^;1'] :^J^/^^-^•>^;^-C2-4T;^*y'f ;i'T5 T^y-C2-4T;v 
*y-i';i'T^y. Ci-*T )\^^)\yT ^ y -C2-*T y -< )\yT ^ y i^iiZfv- [ 
Ci-4t;p^;u] y-C2-4T;w:*y-r;bT5 y;*^t)fi£a^J: i9SI^$*L, ^ 

off^^T-iJ y . y ^y ^""yt fz\,ty - )\y^\t-iL^^\,z]^^\LX 1 2 00 

R'feJ:C/R\ R'i3J:a=^R\ i (i R ' i5 J: tFR' ' fi-^tc o TSIfe ^ 

-Cv^ T J: ^ ^ > V ^ 4 i Tt: {± o:.^ > ->':t ^ ->^^$: L . 

-4 T;i'^;wr ^ y . v- [Ci-4T;p + ;u] r^y. Ox-aT )\^^^ . Ci-4 
T^v^.'i'y. -f — Oj.-aT )\^'^ )y^7.)\y^~)v^ Ci-4 t;!^^;^*;^!^"— ;^^ 
Ci-4 t;!^^;!^:* ;^^ -y- [Ci-4 tju^;!^] * idv/-^^^ 

r' tiTlc^^ /^^<r>'. h 'J 7;v^ny Cx-4 T Ji/^ fi Cx-4 T ;v 

R* {i^Z R't-$) >5 . ^C-eZfiR't (CH2) p ^ LT^-^ L. Cl^T 
p{iO. 1 i/::{i2-e*'5, -eUTZfi^V (CH2) , V (CF2) , (CH2 



C5) '^mW- 10-505600 

^m-th^ Kn J^t:;^S^ :«7;U/-K^;u. CH (OH) s 7.ju*>t^ K. 
h\ 0^ S (O) mf 7t}iNR''-C-* t9 ^ CI d-eR" {ijjc^T^-i) tfcUR" 

i/^T'biv^S, 6, 7, 8. 9 S 1 OMcT^^^mstJ 7tf±^^E^5tg|5^-e$) 

tC'Sro-Cttl^^aTv^T't. ii.^ 5 , 6. 7, 8. 9 S Tt: 1 0 M ^O^^i^^fP^ 

2. R\ R'iJ J:J/R*<^^>4';?)S7' ? y ^ yNn-i^>, li Fn^i/, ^ 
hn> Ci-» T^V^JW^ Ci-gT>'W=i^'>Ci-8T>'l'^;W'?=-:t, Ci-4 T;^ + ;l'T 5 
y tJ^^jI?^^ tL^T}^. itzltR^ iSXZ/R' tfcliR'- i fzl±R^Tb^—mi^^£-:>Xm 

iLTu^ T i V/^ ^ I- > ->'^ ^ V S Tl: fi j::^ V > ^ ^ iy^^m^ L . 

R*' ^«7fc^-e*>), R'-A^TkM^ k Kn^i/, /Nn^>, Ci-4TjL'^jw. Ci-<. 

STtfiNR'-e* c:ci-^R''76S7lc^> ^ 7t {i C i-* T;v^ . ^t"CR' 

;i,sgj^^ tt-Cv^T'G J:</^ 5 , 6, 7, 8, 9 ^ ;t 1 0 MO>^^ii5t * t'c (i^^* 

3. R\ R^ is XZJ^^R^ <7y^^^^}:i Vu ^-y^ C1-4 t;L'^;1'> Ci-4TJV'=f 

4. R'i)^YKmLXy<vmz^:b. m^mi . 2 t fzit 3 Ktim<7yit^^^ 

o 

5. (R') n^^YKmLX;^^^<Dltfzlt2i^l±<7:>m^^^m-t.mM 

6. y ^-Ji^. ^yiy')V^ ^y^jutfziiS , 6, 7, S, 9^7^(410^ 



(6) ^m.¥ 10-505600 

Ci-4 T^L-P^i/^ Ci-4 r ^ Ci-'^T )\^:^J :^)V7i?^'y 

1 ~ 5 <7)(/^ -fti;^^— jgic|eit(75-fb'^tlo 
8. Y7!?^'NR\ NR" (CH2) ^ tfzii (CH2) NR'T*^. K^Jll 

1 0. Z^^^CH., NR\ NR" (CH2) . (CH2) NR\ 0, O (CH 
a) . O (CF2) , (CHz) 0. (CFz) O. S (CH2) . tfzlt:a 

1 J . • Z :*^'N R " J 7^: J± 0 -e*) ^ > 1 0 lc|E«<^^k-^tlo 

12. 5. 6, 7. 8, 9 t fzit I Q m<^'^%'^^^^t^y ^ y . t ^ y 
k'u^ix^, ±^^yvy. ^yyy^y, ^'>k-;u, ^v-fy 

1-11 <?5V/^-f tt^s^-^gtcfef^cT^'fk'&i^o 

13. 5, 6, 7, 8, 9 ttziii 0 ^<DRmn^^^-b^y ^=-)\^. ^ yr 
y. -f-y^uy^ TVy')y. r:hVy. a-^y-^;^^ 'y^u^^zy)i^, is 

14. R^^^^:^y^y^h^z^X^:hmMMl2iZsim<7:>. tt-zitR^ij^y 
s.y ^-y. ^y ~J )V t ^ t fcltzy ^ h ^z^X^^m^^TM 1 3 ic|2 



(7) 10-505600 

17. 4 - (4-7Jiy^vT^';y) 
4- (4 -^>->';u*^ vT- y ) 

4- (4 -^V' v;u^^->T^ v y ) -6. 7 -vy h^v'^y V ; 

5- iJ'nn-2- [4 - (6, 7 - -J ^ h ^ zy - 4: - ^ y )VT ^ y ) - 2- 

y •5^ju7^-;i/] v-^ > K-;u- 1 . 3-iyty; 
4- (4 -'N->->';u^^v'7jiy ^:hV'';>; 

6 , 7 - V > h ^ V - 4 - ( 4 - 7 y ^ V T - >; y ) ^ V' u > ; 

4- (3 -^>v>'U:t^v'T- y ) ^i-v^vy; 

4- (4 v;i':t^->T- <; y ) ^t-v*v>'; 

4- (4 v;i':t^->T- u y ) -6, 7 - v'y h # 9 > ; 

4- (4 -^>'v;u^ + '>T- u y ) -6, 7 - vy V*'; > ; 

4 - ( 4 - > -> r - >; y ) - 5 - y h ^ -> ^ •:^ v* v > : 

4 _ ■( 4 > 4r -> T - >; y ) - 6 - y h + V ^ V 'J >' : 

4_ (4 -^>vju:t^->T-'; y ) - 7 -y > : 

4- (4 -^>->*;u^f^->r— y ) - 7-i^nn4t-v;>'; 

4 - (4 -^>'i/;l':^^->T— i; y ) - 6 -7'n^4f-v'i; > ; 

6- ^hn-4- (4 -^^y y) ^:h:/';>'; 

4- (4 -T^'j y T-u y) -6. 7 -->'y ^^->^:^v*'; > ; 
4 - (4 --^>v;b^^-> - 3 - y h^vT-'; y) - 6 , 7 - vy 

4 - C 4 - ( 2 - ^ - ;vy h ^ T - V y ] ^ :h y* >; > ; J: 

18. 4- (4 v;w;t^>'T-'; y) +:^v•'; ; ^ <£ cf 

4- ( 4 --^>'v;t/^^->T^ 'J y ) -6, 7 -vy ^^->^:^v*>; > : ^ J: 

19. mi}M<D^ (I) (Dit^m. ^ Ttrfi-eco^^ilt^? tL^^^ t > f 



I^m.^ 10-505600 



21. 70~700m g<7^*<D^ ( I ) (Ty^t^^t fzii^<Dm^±t^^^ ft 

22. ( r I ) : 



.2 3. 5^ (I) (Dit^m^^ (I) O-flicT^^b^i^tc^m-r^X^I^-^tf. M 
^312 2 tcfE«<??:^feo 

2 5. r^i^tcistt^^ (I) (Dit-^m. tfz^t^<7)m^±.?^^'^n.^i^<Dm 

2 6. St4M«<75r^3^ffl^^J(75§^ii^ci=^t'i>It ( I ) (T^-fb-^i^co-nefflo 2 




<Dit^i§S^s ^ (I I I) 



YH 




(9) t^mW- 10-505800 



CIO) '^mW- 10-505600 

c7)^>/N'^ ^0Ci3^tS#^c7D5^n->;i/^^<75U V^'fk^li^^-r^ (A.F.Wilks, P 
regress in Crc»rth Factor Research^ 1990C2X 97-111) „ n v > ^ 

:h--fe*{iBE«H^l/-try^- («?iJx.(f> EGF-R> PDFG-R. FGF-R 
iSiCh'c-e r bB-2) ^ 7t{±#V-by^- (Mx.^^^ c-src.bcr- 
abl) ^:^--tf<i: LT/2:< 5-^1-^ Ci)<>s-e# -2,0 6^Jx.ff^ "^^(^W^ttzSt 
S^^^^ i:: J: ^ ^ *L f> (73 ^ f- - -e ^ito^f^ig^ ^5: t ;t p ? tL^ v^tStMb , 

rJ' V^N-i^ i/^^-^^-lf. BnJxJf. c-erbB-2. c-src, p5 

61ck. EGF-R> PDGF-R.^J:CFzap7 0 (?)M'^'5:^3r14f± t: f O 
.^.t^ti^^ontibitTtio -Bni^f^. M'^'SjE GF-R?S'i4JiMi3«tJ>^l:<^^i;Klg 
U> -e LTM't'S: c - e r b B - 2 fSr'14fifL«. IP^^S. ^M^^J3&M^, 

(Dvir^et al J .Cell .Biol .; 1991^ 113^ 857-865) , ^MfM. 
cr- At^t&M^E'fkj^^ f?^^ (Buchdunger^et a1.^ Proc. Natl .Acad. Sci. USA; 199 

1 92^2258-2262) ^ T^;^^-^ -lfA.,t. ^^tfifg^RlS Wausne 

rjQ J: Samel son^ Cel 1 ; 1991^ 64^ 875-878) ^ ^ ^ (Berkoi 81 ood ; 1992, 79 C9) , 2446 
-2454), jjL^;!^ (Salan\et al FEES; 1990, 263(1) , 104-108) ^XUW^mm.B 
(Ohmi Chi , et al . , Bi ochemi st ry, 1992, 31, 4034-4039) ^ Zilh<DmBJ^m^^ 



Cll) nm^^ 10-505600 

KiDif^ EGF-R. ^'i'>l:t:^'-tcJ:oTC:(7?i;^ ^j:Wmitf^W.X- ^ ^ X^^ 
P56 1cki3j:O='zap70{i. T mm:^^i^W}MMX'^ ^'!^m<7)^'^. 

^mm-jwrnmo 520722 -^^ 5 e e 2 2 e^. mmo 50235 
i-t, ^mo 6 3 5 4 9 8^i5Xvmmo 6 3 5 5 0 7 ^mmmKii^ m(Df^m 

mmx^:h U-t^i^ -^uz/y^i — -ifi}\ -mz. h<7D^®, mx.n\ 

?L^lci3V^T/^^lc#^£-r^ ^ i^^ia®? tLTV^;2, (Sainsbury^et al.^Brit.J. 
Cancer 1988,58,458) ^ ^fl(^(D^\mXmiZit. "9- y ^ ±- ^m^jb^lE'^m 

m^^^tlhilXi^y) (Hunter, Cell, 1987, 50, 823) , ^-t7'^-^^->> + :^-•if 

o-f > 11 ^ - itmMmmm<Di^m<^ y^\£^-t LX(7)mm-/}^^^x^^ ^ 

C: ir *L r V ^ ^> ( Yai sh, et a1 . , Sci ence, 1988, 242, 933) „ LfcTb^-DX. 

^ ^ o 

EJ:^-N#itmM^O 5 2 7 2 2 A-^Bja»tC{i, fjtfi^^l&'tt^^ L> Tlfi^ (I 




H N 



C12) 10-505600 

it4'^ ^J;tfi% RN^tK^. h 'J np< f-;v^ 7t {±:=. h p-e^ ^9 , n (i 1 

^ LTR" , h 'J 7 ju^ n ^ -f-;!/, ^hn, z^ry. (1-4 

C) T;i^^;l'. (1-4C) T)V:j^-y, N- ( 1 - 4 C) T^W^^l'T^yx N 
, N-v- ( (1-4C) TJl^^}^) T<y. (1-4C) T;i'^;uf-^> (1 
-4C) T Ji':^ )i'y ^ tzii (1-4C) t;u^;u;^;ujJ^ — Ji^-c^)^,, 
vT tLibfT^-fk-i-tlJi. E G F^n-> :^- -tf V-fe 7*^ - i3 J; O^ftco^lciffjECO ^ 

0C'J-H#^ (EP) ^056622 6 A-^-mmmKii. TfE^ (2) (D^i-y"') 




;u/<^-r;w, 'i' l^-f K. (1-4C) T;P=J^->?!7;U5^*x.;b, N (1-4C) 7 

}l^i7 N, N-->* [ (1-4C) T)i^^)l^] k K 

n^->T5y^ (1-4C) 7';l'4^;l'T 5 y s (2-4C) T^U* y ^I'^^-^v- 

r^y. h 9 -7 ju^uy (1-4C) t;^^;!', (i-4C) r^i^ri^ 

->i3<t?/ ( 1 - 3 C) T-'Klr^v^fJpv/^r'^-^L. n 1 ^ Ttfi 2 «9 > ^ L 

ZyryB^lf (1-4C) T )\^^^^-r^o ^^h<r>i\L^mit. EGF^P 
g^^-H#fi= (EP) ^060285 TIBi?: (3) CO^^V*-; 



(13) 



^mW- 10-505600 




- 4 C) T ( 1 - 4 C) T^l^n^v-ia JlO' ( 1 - 3 C) T^I^^V-v*^ 

^^v. T^y. - hn. *;uyN*^-f;u, ( 1 - 4 C) T;i'*;u^ (1-4C) 
T;bn^5/, (1-4C) T;i^^;wT5y. v- [ (i-4C) t^u^;^] t5 
yisJ:z/ (2 - 4 C) T;w*y y ti ^ i tti{i2m(DmmM 

(EP) ^063549 TIB^ (4) > 



5^4^. RNit Kn^->> r^y^ tKn^->T?y, (1-4C) T;i^=f^-> 

^ (1-4C) T^i'^jwr ^ y is J:c;^v- [ (i-4C) t;^^;!^] r^y^'S. 
-^L. R' \±m,iLLXyKM> t Kn^->. /NU^^y , (i_4c) t;v^;i^. ( 
1-4C) T )\^ -zi ^ t fcit (2-4C) T;U;«7 y ;i/T ^ y T'* «9 , n fi 1 , 

EJ:^-H#it (EP) ^063550 7 -^-BJffl^tc fi. TIEit (5) ^ V 'J > 




C14) 



10-505600 




m^iLl.X7\Lm. t: Kn^->, yNU^y , (1-4C) T^U^JU, (1-4 
C) T;w=i^i/, V [ (1-4C) T^U'^;^] T^y> f7^^{i (2-4C) t;v 

L L A, . E G F 1^ -fe 7" - ti s Fry, et a1 . ^ Science, 265, 1093C1994)) 




N OMc 



^cn-?^^3^m<7)-?^3^ic, #{CHJiE<?5j^m<7?r^55gtc. iS^'5r'fb-^!fe^^ft-r* c: 
^l&BJc7>#(75 i6<Jli> >/^•^?K^^->y^:^--^r^ ■^JAJf. c-erbB- 



(15) m^W- 10-505600 

2. c-srcx p561ck^ EGF-R^ PDGF-Rx^ctC^'zapVO 

/N-^ a ^ n V > ^ - l^^i- S r^5t i3 T ^ffi ^-f t-^t! S 
>Mx.tf> c-erbB-2^ EGF-R, c-src> p561cks PDG 

*^pf±, h<7)S'r4^Ms ^JxLtf. m^. mm. ro^ct w 

-rs ^ t *'a-^i-;?jo m^ii. ^^^mn. egf x 

^m^^K c-erbB-2 ^ > /n'^' n -> > ^ — -if LT^J^KYgt:i-e 

^<9 . ^*Li9>x. c - e r b B - 2mm.mm<^mM^^^t-r ^it^^^^-^-t ^ 

o 

^ $ tL * j^B =Sr Jt%^ mm.m^^j:^m^z^^.^xm.^^j:i^y^^^n^ui^y^^-^ 



(15) 



10-505600 




0) 



Yii&W (CHj) > (CHj) W, ^;t:}iW (d^T'WfiO. S (O) »T'^) 
^Z-Cmi±0. 1 t7t{i2-r^)^) . f/>:fi:NR' ( R' (i*^ f {i Ci-a 

R\ R\ R'isJrO^R'' am-X-^^Ti^. t fz{tm^£-oX\^^X ^ X < . 
iir ^ / . 7K^> ^>>uyy^ fe: Kn#v, ^h-n, :^7;b>K4^->. ^ >; -7 :t n ;>{ 

T;1'3^->, Cj-8 v^nrJi'rj^i/^v, C ^-n T )U -y i7 ti r ^ -y . Ci- 
g TJb3^->*-iW:^?— ju. N-Ci-4TJU#-'i'5!7Jb^N'^-i' N, N-->'- [Ci- 
4T;w^;u] * kKa^vr^y, Ci-^TJUn^vT^y^ C2-4 

1-4 T;i'^;pj^;V7-r — ;v, t U --'w;^ ;w >' -f — Ci-4 t;w^;w;^;V"-^ — 
T >; - C1-4 t;v^jv^ t Kn^->-Ct-4 
C2-4 t;^;^ y ;p^^->-Ci-4 T;^^>'^^ C1-4 t;1':3^->-Ci-4 r^i^^;!/. 
* ^v:^^ 5/ — Ci-4 T;^^;^^ Ci-4 T^ua ^ ^ujK^ ;u- Ci-4 r^v^;!'. :^ 
)V-Ci-*T N - Ci-4 T ;b;?7 ;u- Ci-4 T./!^^;!^ 

> N, N-v- [Cx-47 Ji'^Ji^] ^^uy-^^-f ;v-Ci-4 T;^^;^. T^y-Ci- 
4t;L'^ji'^ Ci-4TJi/^^uT5 y -Ci-4 tju^ju> v [Ci-4t;u^;u] r^y 
-Ci-4T;^ + ;v. t'^'; -Ci-4 t;u + ;i/. y y -Ci-4t;u + ju, 

t; ^ 7 V > - 1 - -f - C I - 4 T JV^^ ;i/ , 4 - C 1 - 4 T ;u ^ ;u t: ^ y'jy- 1 - 



C17) 10-505600 

:3^->-C2-4T;U3^->-Ci-4T;1'^;V'> t: Kn ^ -> - c 2-4 r 

jt'T ^ y - Ci-4 t;i^^;v, C1-4 tju^i^ 02-4 t;i/^;ut ^ y - Ci-4 t;v 
Ci-4 T;v + ;i/'f-;J- - Ci-4 r;i/-^;i/, }^ ru^z/-C2-*T ju^t - 
C1-4T )\^^ Ci-aT )1':j^z/-C2-aT Ji'^Ji'^t-Ci-AT yji/ 
^->- Ci-4 TJV^Jl^^ T— U y -Ci-aTJL'^^Vs -7 jir.;i/^:t-Ci-4 TJU'^ 
;i/> vry -Ci-4 T;b^ Ji^, /^^<^y -C2-4 T;^=r^-:/. tKn^v-C2-4 
T;^n^->, C2-4 TJU:* y ;U:t-^>'-C2-4 T^U'n^v', Ci-4T;V3^->- 
C2-4 t;u=i:^->, :^ ;ujK^->-Cx-4 t;^^-^, Ci-4T;u::i^'>;^7;p5K-;v 

- C1.-4 T^un^ V, jvy7-^--f jv- Ci-4 T;i'=f ^v'. N- Ci-4 t;v*;u:^ 
y-?-^->f Ci-4 T;^rr^ N, N-v- [C 1-4 T ;i/ ;byN'^>f - C 
1-4 T-'Urr^^v', y-C2-4T>'U'=i4^->, C 1-4 T JI^^JV- T ^ y - C 2- 4 T ;l' =1 

^->>:v- [Ci-4 t;u^;1'] t 5 y - C2-4 T;p=r^->> C2-4 r ju:* y ^ ju^i- 
^->. Kn^>'-C2-4T;i':*y-< jv^^v-, C1-4 7 - C2-4 
y-r;u:t^->. ■7i — ;u-Ci-4 Tjun^v', ■7iy^->-C2-47';i'3^->> r 

— y-C2-4TJUrr^->, y^=.JU^:^-Ci-AT)l'^^zy. t: U v y - C 2- 

♦ T^w^i^v. ^ju* y -C2-4 t;1'3^->, t: i ;u-C2-4 t 

y - C2-4 t;u^;ut ^ y > Ku^->-C2-4T>'u^;i^t^ y ^ C2-4T-'i':*y 
-f ^ v'-C2-4 Tju^-'wr ^y. Cl-4T;^=I#v-C2-4T;^ + ;vT^y^ 
;^;U'jK^>'-Ci-4t;1'^;1'T^ y> C1-4 t;1'=i^>'p!; — C1-4 t;^^ 
^'I'T^y. ;^7;^/^*•^'r -'i'- Ci-4 t;p^;1'7' ^ y > N-Ci-4T;w^;u:*;i'^-<-^-f 
Ci-4 t;u^;vt ^ y . N, N-v- [Ci-4t;u^;w] Cl- 
«T;^^>'^T ^ y ^ y -C2-4t;u^;ut5 y^ Ci-4t;u^;1'T^ y -C2-4 
T-ii/^ji^T^y. V- [Ci-4 t;v^;vt^ y - C2-4 TJU^;vT ^ y > 
-Ci-4T;u^;br^y. -7 a: y C2-4 t;u^ jut ^ y ^ r — 'Jy-C2-4 
T;u^juT5y. -7 ji^;U'^:t-C2-4 t;v^;wt5 y, C2-4TJU7!7y 
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-1';^T^y^ C 1-4 7 >!7 ;v;*?^;UT ^ / ^ Ci-^T }U^)i^7.)i'^.=-}\^T 5. 

-^yXr^ h\ >- -if > ;^ ;l' 4^ > r ? 3 -y :r.:=.)u^ U4 K\ 2-;t^ 
V t: n -y 1 2, 5 -v;^ ^ V b*n 'j v> - i /NP^y - 

C2-4 t;w5?7 y -r ^u-T ^ y . t Kn^v-C2-4 T;w*y -r ^ y ^ Ci-4t;v 
3^->- c 2-4 t;i^:* y JL/T 5 y . *;L'*"^->-C2-4T;i/*y 'f-'i^T^ y ^ c 
1- 4 T =1 ^ V- jwjK— ;v - C 2 - 4 T ;u y -Y T 5 y . :!;7 ;u/t-=e -f - c 2 - 4 r 

^ y ^xv'iy- [Ci-4t;L'^;u] t ^ y - C2.AT y ^ jiyT < y -d^h^h^ 

/-:{iR'-gJ^^±<7)es<7)T-u y. 7 j^y ^->f ;t{±7i^;u£jii£^^ici£;D 
T 1 i ;t:{± 2^<D^^ayy , C 1- ^ T ;v ^ )V t i±C x- * T Ji^ •=! ^ iyW^^^^T 

-4 T-fw^^i^r ^ y > [Ci-4T>iu^;w] r^y. Ci-4 t-iu^;^^^. Ci-4 

Ci-4 T-'l^^>'U;^ JU^>'*'f Jl^, [Ci-4 7';l^^>'l'] JV^ 

R'Jiic^^ /Nn^>, h 'J 7;v4-ny Ci-4 T;i-^;i-^ fv:{iCi-4 T;v 

RNi*Z R'-C^ J? . ^>ltr-Z {iR' <!: (CH2) p ^^r^ LTlS-a-L^ ^^"C 

p(iO, I ttiii2X-^V) . ^LXZitmv (CH2) , V (CF2) . (CH2 
) V. (CF2) w tfzitv ^mL> zzxvito. 1 ttzii 2m(r>^mw.^^ 

-^;ti"^ t Kn *ji/t:;u^, *;U;K^;P. CH (OH) ^ y>;v*>T<h\ T5 
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K> 0> S (0) TtfiNR'T-^ ^9 ^ :l (IX'R" liyKMX-^^ -6^ tfzitR' 

R'}±-ai^? tLTv>T<) J:v^Ci-6->i5' n T;u+;i'-e^-ij/5^. t fciiW^^fiX 
5. 6, 7. 8, 9 tfcitl 0 M<DmimM^tfziimmW^3^X'^ 

(::'5roram?tLTv>T<b J:v^ 5 , 6. 7, 8. 9 i fziil 0 m<Dmi^n^U^ 

$f S H/>iS,fi|tci3V^T, R\ R^* J:0'R'c7):§./^(±t5 y . 7K^^ ^NO^r^ 

. Ci-. T Jb^jv;^ -f — ju. Ci-. T;u^ju;^;u>-t^ — ji/. Ci-4 t;v4^;i^t ^ 
y ;&^«^)SS^?tL;5>5a^. i;t:{iR'*3 i ?>'R' i/cfiR' ^ TtrJiR^i-Mlc^SroTm 

R'' jli^lc^-e* 1? . R'{i7k^> I:; Ko^->, /Nn>^>, Ci-.TJi^^JU. Ci-^ 

S S ;t:JiNR''T-^i9 . CI Cl-CR ' {i^lc^. t /sitiCi-* T;u^;i^-e^ , >eL"C 
R'f±gi^$tLTv>-C^ J:v^5, 6, 7, 8, 9 ^ 7^: (i 1 0 7t fi 

C 1-4 T ;V 3 ^ v i Tt: l±—mK -fj: -oX ^ i-V y -J ^ ^ 'y tfz li^^Uy -y:^ ^ -> 

-ftEKSDS^^lc^v^T^ (R") n liYtcflCLT^ ^ffiO 1 t 7tfi2 JiiL±<7>MmS 

n<Dmmi^ii\'^X. YfiNR\ NR' (CH2) > tfzii (CH2) NR\ $f 
i L < (iYfiN R''-C^)So 



(20) ^mW- 10-505600 

m<Dmmi<^^^^X. ZfiCH:, NR\ NR' (CHO ^ (CH2) nr\ o 
. 0 (CH2) . 0 (CF2) ^ (CH2) (CF2) Ov S (CH2) ^ tfc 

i±:^ )U:i-^^>\yX-^^ . i^t L < iiZiiCUz. NR\ 0. 0 (CH2) tfzitO 
(C F2) T^So 

ii^'StZfiM^. 0 (CH2) tfzitCH2X-$)^o 

^ o 

o ^ 

ig ^ R ' JiTlc^ ^ ^ ;u -c^ ^ o 

oY/6>'m^, S (0) /c(iNR'T-ife^ t R'fi-<>->';u, :7^yjfvi 
;t:(i^>->';i/:t^~>:*^i^M*^?^t. R' li^idF ^ L < {± H -e^^ . ^ ^ t^mis J: 

R* <i±ietci3V>Tfe#L7til'9 -C^^o 

ig^^5. 6, 7. 8, 9 i TtJi 1 0Mo^*is^^55-«±s y^y. v^^v 
l;'J^v>. t:^'Jv>^ ^ V 'j > . ^^^f ->'>^ ^Tv* 



10-505600 



-^yTy. i-y^l^y^ ■rVvVy^ r':^')y. v^p-^^'^;!^, v^^n^ 



5tt'> Xfi^^f /vifiC H-C^V) ^ YiiM^. S (0) m ( r >r -emf± 0 . 1^ 
7^:Ji 2 -e^^S.) t;i:liNR (CI ^ -CR (i^fc^ ^ (i Ci- - T ;^ ^;^&-e$> ^ij) 

. Ci-4T;u=r^->t N 'J ■7;V:tnp{^;u-eS>»9, LT R' 1 ~ 3^0^> 
nJl^t:: J: iQftl^^ nT v^T J: ^7 i - ;u f ;t v ^ ^ o 

^ o 

ig^=SrR' fizK^x -7 y^f Ttii h 'J 7 Ji^ ^ n > ;w -c^ 19 , L < itR' 
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) >; yi^mm. ;6, 7-vyh^v-4- (3-7x.y^->T-';y) ^/ 
'J 4 - (4 --7 y ^vT-r^'j y) ^y >; >i^Mta ; 6. 7 -vy h ■ 

^v'-4 - (4--7x.y^vr-';y) ^y ✓'ts^Jtg ; 4- is - ^y-J )\^^ 
^i/T=-')y) ^y ^-Jt^Mig ; 4 - (4 -'^>'v;u:t ^->t- y ) ^y';^ 
iS:®^ ; 4 - ( 4 vT-'; y ) -6, 7 -vy h ^-:/^y v 
S?iS : 5-i^on-2 - [2-y-f-;u-4- (4--^y';>'T^y) yi-;i/] 

y-f >- F-JU- 1 , 3 -->'^ ; 5 -i^ n n- 2 - [4 - ( 6 , 7-->' 

yh^->-4-^y'j;i/T^y) - 2- y-f-;^:7ij::.;i/] ^v^^k-;!/-!, 
z - v:tyiMi&; 4- ( 4 -^>v;u;t-^->T-'; y ) - 2 - y ^ji^^ y > 
i^®t& ; 4 - (4-yj^y^->T-'jy) - 2- y^;i^^y';> i^ffi?*^ ; 4 - ( 

A -^y ~J ^z/y :x. y ^-y) ^-^^ ViJ >■ ; 4 - (4 -'^^ v;P:t ^^/y j:. y 

^v') - 6,7-->'yh^->^':^yu>:4 - [ (4---^>' v?;!^ y ;u 7* ^ ) y 



y ^->] ^:hv*'; > : 4 - [ (4 -^>-->'jby jwrdy h) 7 ^y ^v] - e , 7 
- vy h ^v^xhV; > ; 4- (4 -^>->';U::^^->7ai:^juy h) 
V'J > ; 4 - ( 4 JV':t^v-7 j^^;i/y ;P5& y h ) -6, 7-->'yh^-> 
^-fVV^; 4- (4 v;u:t^->^>~>';u^4^z/) ^i-V')y; 4- (4 

---:>'->';l':t^->-^>v;l'^*->) - 6. 7 - vy h + f V* > ; 6 , 7- 
VyV^'y-A- (4 -7 j^y ^v^>v;UT 5 y) ^:^y;>;4- (7j^y 
^v/r-';y) ^^v*'; ; 6 , 7 -->'y 4 - (4-7iy^>^ 

T-'jy) ^:^v*'; ; 4 - ( 3 --^>->';P;r^->T-'; y ) +:^y"''J >^ 

iS^*^;4- ( 4 -^>->';i/;4-^->T-'; y ) ^:hy*'; >iIS^Jtg ; 4 - (4-^ 

>' ^->T- V y) -6, 7 - vy h ^->^:hy'V ^ig^Jt^ ; 4 - (4-^ 
>'v;i/^^->T-V y ) -6. 7 -->'y ^^^u^t-y*'; ; 6 , 7-vyh 

^->-4 - (4-7iy^>'T-';y) ^-f-^f'}y-mMi^; 4- (4-^yvju 
:t ^ -> T ^ 'J y ) - 5 - y h ^ -> + :^ y*'j yi^m^ ; 4 - ( 4 - ^ > v ^ 

T::^'; y ) - 6 - y h^->^:hy''; yiSm*^ : 6-T-th^v-4 - (4-'^>' 
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v^ppT ^->T- y ) ^i-V) yi^mi^; 4- (4 ^->t- v y ) 

- 6 - t Kn^ vdr:hv*'; > ; 4 - (4 - ^ y-T /) - 7 h 

^>'^:^v''; ^Jt^Mi^ ; 4 - (4 ---?>v;i/^^>'r- y y ) -7-tKn^-> 
^-fv*';>'; 7 -T-tr h ^->- 4 - ( 4 - ^ >' ->';V':t^ ->T — 'J y ) ^:^v•;> 
tS®Jt^;4- ( 4 -'^^vJi/;*-^ vT-'J y ) -5. 6 -v^ h ^'>^:hy*'J > 

^Wi^ ; 5, 6 - v y h ^ V - 4 - ( 4 - 7 i y ^ -> T - 'J y ) ^ y* >- Jt^^ 
: 4 - ( 4 -'^^ vT- V y ) - 6 -y )\y:irxn^-t^f^) y^WUM.; 6 

-yjl/;i-n-4- (4-yj^y^->T^'Jy) v; v-t^^tS ; 4- (4-^^ 
>vJl/:r^->T-U y ) - 7-y;i'^n^:hv*'; >iS®Jt^: 7_y;u;i-n-4- 

(4 -yjr.y^z^T-v y) ^ -r y y-s^mi^ ; 4- ( 4 v>ib:r^->T^ 

ijy) - 7 -iJ' nn^:h:/U ; 4 - ( 4 v'';!/:^- ^ -> T - U y ) - 

5 _ ^ □ n VJ >l^®t^ ; 4 - ( 4 - ^ > v ^ ->T ^ U y ) - 6 - n 

n^^y u >i^®iS : 6-^nn-4- ( 4 - y ^ y ^ ->T — y ) ^f-vu > 

m.miM.:4- (4 -^>->'Jl/:t^->T-'J y) -6, 7 -i^'iJ' u ndr:hV*V >1£ 

: 5-i5'nn-4 - ( 4 - y y ^'i/ T ^ u y ) ^:^v•'; ^iS^*^ ; 4- ( 
4 -^>->';i/^^->T-'; y) - 6 -■:^n*^:J-V'; >tgS$i& : 6-:^n^-4 

- (4--7iy^->T — yy) ^-}~v^v y^MiM. : 4- (4 -^^-yji^jj-^i^r 
^•;y) - 6-3 - V^f-V') y^mm.; 6-3 - K- 4 - (4-yaiy^->r 
-';y) ; 4 - (4 --^>'->';b=}-^v'T-'; y ) -6-^•;7 

n p{ h ^ -> ^ :h V* 'J yi^M^ ; 4 - ( 4 - > v ^vT-Vy) - 7- 
( h V 7 ;i^;^-n y ^:hv*'; ; 4- (4 -'^^ v;w^^v'T-'; y 

) - 6 -- h n ^i- V'J ^Jtt^Jt^ ; 6-T5y-4- ( 4 - v;U;t-^->T - 

'J y ) + -yj ; 4 - ( 4 - ^ >- V ^ V T - y ) - 6 - y* 

V > ; 6 -T-fe h 7 ^ K- 4 - (4 - vJW^ ^ T - 'J y) ^:^y*'J > ; 6 

-^hn-4- (4 -yj^y^vT-';y) ^^hv; ^igg^tg : 6-T5y-4 

- (4-yjiy^v'T — ';y) ^i-wy : 4 - (4 -'^^ v'';u:t#->T- >; y 

) - 7 -- h n ^:hy-V ^JfeSe*^ : 7-T5y-4- ( 4 - v ^ -> T - 

V y) ^-rv^v y ; 4 - (4 -^y-yji/^^vr-v y ) -7- (3. 3-vy 
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K^i- > ; 7 - T-t h T ^ K- 4 - ( 4 - > ->';i/^ ^ -> r - >; y ) ^:J-V* 

^) y ■ 7 - h u - 4 - (4 - y x.y ^z/T^') y) ^ i-V) y ; 1 - T ^ ^ - 
4- (4 -7^/ ^v7 — y) ^:^v*'J>;4 - ( 4 v'T- 
y) - 6 -y ^;u^*^:hv''; ; 4- (4 -^^v ju^^^/t-'; y ) 

- 6 f^;^;^ J^'/i^-;^^•:^v*V >' ; 4 - (4 -^>' v;^;i-^'>T-'; y) -6 
-;>< ji/^ ^ v; > ; 6 -y •f-;^^::^- - 4- {4-y^y^~yT=- 

uy) *■:^v■''; ; 6, 7 - vr-fr h ^->- 4 - {4 -^yV)v^^z/T 

-uy) ^^:/';>':4 - (4 -^>v;i^t^ y r-u y) >*£S?Jtg ; 

4- (4 ji/T^ y T-'; y) -6, 7 - vy n ; 
4- (4 -'^^vJUT-U y) ^ig^it ; 4 - ( 4 - ^ > v ;v 7 - u y 

) - 6, 7 -->'y h^z^^^yj y^mi^: 4 - (4 -r-uy r^u y) 
V'J^^M^;4- (4 -T-'j y T:^'; y) -6, 7 - v'y h ^v^^v; >' 
i^®i^;4- ( 4 -^>yM ;^T- V y ) ^^v*'; viS^Jtg ; 4 - (4---J>y* 
^';i.T-'jy) -6. 7 - ->'y h >Jts®i^ : 4 - (4-^yv^^}v 
T=.') y T ^ y T-') J) ^i-w ym.WLiM.; 4 - ( 4 --^> w ;ut- >; y t 
5 y r-'j y) - 6 , 7 - vy h y^mi^ ; 4 - (4 -r-v y 

;u.-K^jbT-V y) >^^Jt^ ; 4 - ( 4 - »; y *;i'5K^;PT- U y 

) -6, 7 -vy h ^v^-:?-:/'; ; 4 - (4 -T-';y y^;vT-'; y' 

) ymm^; 4- (4 - yj^-;i'a^^-;i'7'-'; y ) ^i-v'') yMmm. 

; 6, 7 - ->'y 4 - ( 4 -y j^-;^j:.^-;uT-'; y ) ^:hy*V 

ia; - 4- ( 4 - y r- y v; >'tS^Jt^ ; 

(hyy^.) -6, 7 -->'y h ^->- 4 - (4 - y i-;wj^f-^;uT- 'j y ) ^ 
•tv'V ym.miik; 4- (4 -y i^;wj^^;i'T- v y) ^:^v*'; ^iS^t^ ; 6, 
7 -v'y h ^-y- 4 - ( 4 - 7 -;i/j::f-;wT- »; y ) ^^yj >Jtg.®?t^ : 4 - 

(4 - 7i T- >; y ) ^:^v••; ^iSMig ; 4 - (4 -y i:^;uy>;u*^ 
r >; y ) ^ t- v* 'J > ; 4 - ( 4 - 7 x — ;u y> -iv -7 'f — ;u r — y ) 
y : 6, 7 - vy > 4 - (4 - y i-;u5^^r- 9 y ) 



(25) l^a^l 0 - 5 0 5 6 0 0 

; 6 , 7 -->"^ h^v- 4 - (4 - 7 j^ — — ;wT— >; y ) ^:^v*'J y ; 

6 , 7 - r ^v- 4 - (4 - "7 j::. ;i/ y?, ;U 7 -f :r.;l/T- 'J J ) ^ f V* 'J ; 
4- [4- T-';y] ^:hV*'; ; 4- [4- (-^>">' 

)\/^^) T-vy] -6, 7 -->'^ h ^->^:hV'j ^'i^ietg ; 4 - (4-^>->' 
- ;i/T-'; y ) -6, 7 - v;>< h # ; 4 - (4-7i^;i/ 

y ^;i^T-'; y ) ^:hy*'; : 6. 7-vyh^->-4- (4-:7iZ^;L/ 

■f-:ty ^;i/T-'; y ) ^:i-v*'; >'^g®^^ ; e, 7 -->'y 4 - [4- (7 

s.=.)\^7.ru^- — )\^ :f-'f-)\^) T^'jy] * -:^ V ij > ; 4 - (4 -•7iy ^->y-?-;b 
T::^'; y ) ^irv^) y ; 6. 7 - vy v- 4 - (4 -7:cy ^ vy -f-juT- 
'j y) *:^v'lJ y : 4: - [4 - (2 -f-^c- ;uy h^i/) T-v y ] > 

ia^tg.; 6. 7 -->'y h + v-4 - [4 - (2 -•^ai^;i/y h^->) T^'J y] 
^t-v*'; ; 4 - [4 - (3-^-3i^;uy h^->) t^'J y] y 

i&Mi^ : 6, 7-->'yh^->-4 - [4- (3 -^Jiz^;vy h t-U y ] 

^f-^J'^yil&m.m.; A - [4- >- 2 -y h^->) T-';y] ^>V'J>' 
i^m.& ; 6, 7--:/yh^->-4 - [4 - (7^>-2-yh^->) r-'jy] 
+ ^igm*^ ; 4 - [4- (77 >- 3 -y h + ->) T-vy] ^:hv'';> 
J^^ta:; 6, 7--yyN#->-4 - [4 - (77>-3-yh^>') r-yy] 

; (S) -4- 14- [ (2-:t^V-4 -^^^y;^;!/) 
y-5^;k] T-Vy| ^f-V^V ; (S) -6. 7-vyh^->-4- |4 

- [ (2 -^^7- 4 v*';^;w) y^;w] T-';y| ^:h7*'; ^^JtgSS^ 
; (R/S) -4- 14- [ (3 -y^-'W- 2 -^ + 7-4 -;t^-9-7*';->'U) 

yf-;w] T-')/\ ym.Wf^; (R/S) -6, 7-v''yh^v-4- 

|4- [ (3 -yf^^u- 2 -^^7- 4 -;i-^-9-7*'; -^p) y^;u] T-';y| 
^i-^^v y-^mi^i 4- [4- [ ( 2 -^TV; t 5 y y;;i/*-;u] r^y 
^:h7''; 7^^*^ ; 6 . 7-->'yh^v-4- [4- [ (2 -^T7*'; 

yx;i/.-^-;u] r ^ y ^:h7''; >'^®Jg ; 4 - [4- (1. 2, S-^TyTV 
;U-4--f;l/) T-';y] ^t-7*'; 7i£^tS ; 6, 7-->'y h^v'-4- [4- 
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(1, 2, 3 -^TiyTy'Jl^- 4 --i )U) T=-')^] ^ -T ^ ^m.1& ; A - ( 

) r^-; y - 6 , 7 - h^v^^hV; >'il.®iS ; 4 - [4 - (vi^ u-x^ 

->;i/^h^v) T— ^i-V*'; ^i^MtS ; 4 - [4- (>':?' n^:^-^;^;^ h 
T-'J y ] - 6 . 7 --yy ^^^/^:^v•'; ^J^^JS ; 4 - (4 

ji^tirhT -V y) ^^V) yi^mi^;. 4 - (4 -p^ h 

V'J > ; 6 , 7 -v^ V- 4 - (3 Jb:* 7* h T- U V ) V'U 

y^m^: e, 7 h^v-4- (3 -7 j^y ^vr-u y ) ^f-v; 
sets ; 6 , 7 -->'^ h 4^->- 4 - (3-^iy^-» T-'j y ^:^y•'; 
; 6 , 7 - V -x. N ^ V - 4 - ( 4 - 7 i y ^ v) T - 'J y ^ :^ V* u : 4 

- {4 7 -->'j^ h ^>'^:hv*'; >J^^m : 6 

, 7 -y ^u-^vrj-^v- 4 - (3--7iy^>'T— 'J y) vj ; 
6, 7 -y ^ v>->'*^->- 4 - (4 -:7 j^y ^->T- y ) ym.WiiM. 
;4- ( 4 --^>->';u^^->T- >; y ) -6, 7-:^^uy^j^^i/^i-v^vy 
MMi^: 6, 7 -->'y h^v- 2 -y^;u- 4 - (3-7aiy^->T-uy) ^ 
•:^v''j >^^^ ; 6 , 7 - v>"y h ^v- 2 -y 4 - ( 4 - 7 ^y ^-yr- 
vy) ^^vv >Jt^^i& ; 4- (4 ;ix:t^->T-u y) -6, 7-->'y 

2 -y ^;v^^v*U VJtt^i^ ; 4 - ( 4 --^ > ->*;ur- 9 y ) -6, 7 
--yai h dr->^:h:/»; ; 4 - (4 --^>>?;i^T-'; y) -6. 7-y5^ 

vyiy:i- ^-y^^-yT') yi^MM; 4 - (4 -^yi^jvr ~V y) 
•r^/') yi^mi^; 4 - (4 -^>-/;1'T-'; y) -6, 7-v''y h^v- 2 -y 

v; ; 4- (4 -^>'v;u:t^>'- 2 -y ^;vt-'; y) 

V) y : 4 - ( 4 -^>->*;i^:t ^ V- 2 - y ^;W'T— 'J y) -6, 7-vyh^ 
z^^i-y"') yiM.Wti^; 4 - (4 -'^^v^W^^v- 3 -^odt-'; y) ^:hv* 
v>*§:B8iM:; 4- (4 3 nnr-V y) -6, 7-vy 

^^v^:^V■'V >i^®tg ; 4- ( 4 - ^ > ^ v- 3 - n n r - 'J y ) - 

6 -r^^^■:^v•'J yi^Mi^ ; 4 - (4 v;u:t ^v-- 3 -y h ^'>T- V 

y) -6, 7 - v'y h ; 4 - ( 4 -^'>'v;^;i- 2 - 
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vy) ^i-y^') y-^mi^: 4- (4 2 h nr-'J /) - 
7*n-tT-';y) ^:^V'; >Jtg^*^ ; 4- (4 --^>'->'>'u^^>'- 3 , 5-->'r 

n^T-'jy) - 6. 7-->'p<h+>' + -^VV>:6-:^n^-4- (4-^^ 
v;i/^^z/-3, 5 -->'rn^T-'J y ) ^:hV'; > ; 4 - ( 4 > ^ 
2 - h >; ^;i/T- >; ^ ) y ; 4 - (4 -^>->';i';t^-> 

- 2 - h 'J :7Ji/^j-n^ ^;VT-'; 7) - 6 . 7 - v^ h y ; 4 - ( 
4 v;i/^^->- 3 f-;^T- y ) -6, 7 - v^:^v*'J >Jt^ 
^Jt^ ; 6-'7'n^-4- ( 4 --^^vjb^- 3 -y •f-^i'T- >; y ) ^-t-V'; 
>tgmiS; 4- (4 3 -7;b:i-nT->; y) ^■f'^J'')ymm. 
m.:4- (4 -^>->';u:t-^->- 3 - ■7;i';^PT-'; y ) -6, 7-->'yh^-> 
^i-y^)yiM.WiM.- 4- (4 --^>->';u:^^->- 3 -■7JU^nT^ij y) -6- 
•7*n-^^-^ v*'j ym.^i^ ; 4 - (4 -^>'->';p*^v'- 3- hv y )v^u 
T-'jy) ^:?-^^'J : 4 - ( 4 -^>->';u^^->- 3 - N u ■7;v:^-ny 
^;uT-'jy) -6, 7 -->'y h ^->^:?- W ; 4 - ( 4 

^->- 3 - h >; 7JU^ny ^;bT-V y) - 6 -^n^^:hy'V yi^W.^ 4 - 
(4 -^>->'jU:4-#->- 3 -v'Ty T-U y ) ^ V* 'J >ig®Jta ; 4- (4-^' 
> v^-;!^:^ ^ 3 - -> T y T- V y ) - 6 , 7 - i^'y h ^ -> v^i; vzii^mit 
;4 - [4 - (4-^nn7jiy+v) T-'jy] yi^mi^ I 4 - [4 

- ( 4 un y ^v') r-';y] -6, 7 -i^ ;^ Y^iy^i-y'')yMMM. 
; 4 - [4- (2, 4 - viJ' n n 7 y ^ v) T-';y] ^ :^ V V ^' ; 4 

- [4- (2, 4-vi:'nn7iy^>') T-';y] -6, 7 -->'^ h ^v'^:^ 
V*'; ^iS^t^ ; 6-7'o^-4- [4- (2, 4 - n n 7^ y ^v-) r^'; 
y] >'t^m*£ ; 4 - [3- ( 2 - y 4 - ^ v-^i') r^'jy 
] ^-^-v; ^iSmiS ; 4 - [4 - ( 1 . 3 - ->';r V > - 2 y 

->] ^-^ V'J ; 4 - [ 4 - ( 1 , 3 - ->*^ ^ V 7 > - 2 - y h ^ 
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->]-6. 7 - h-^rv^thV'; : 6 4 - [4 - ( 1 , 3 

- V 7> - 2 - -f ^ h^z/] ^-rv) y^m^ ; 4 - [4 - ( 1 - ^ 

;l^.i^iJ-;U) T-';y] ^^V'j yJ^gg*^ ; 4- [4- ( 1 - t: V v-^W) T 

:=.'jy] ^:^v''; ^'tlM^ ; 4- [4- (i. 3 -v^^-'f >- 2 --f >^ 
-» T- V y] ^-^v) ; 6 , 7 -->'p< h^->- 4 - [4 - ( 1 , 3 - 

- [4- (1. 3 >- 2 --f h^v) T-'j /] ^ism 

Jtg ; 4- [4- ( 2 -rn^^>->'jU;J-^->) - 3 - n n T - U y ] ^:hv''; 

4- [4- ( 2 -rn^^'^vJl/:^^-^) - 3 - n n t - U y ] - 
6, 1 :^ V ^z/^-rV^) yi^mi&; A - [4- ( 2 -■7'n>t^>->*;i':t^ V 
) -3-i?nn] T-'Jy-6, 7 - h^v'^-^-V; ; 
-4- [4- ( 2 -yn^^^'yji/^^v) - s-iJ'nnT-'Jy] ^:^y*'J> 

4- [4- (2--7>»u*n^>v;i/:t^->) - 2 - y ^ ;bT - y ] ^ 
■r^/'iyi^W^', 6, 7 -->'y ^ 4 - [4- ( 2 -:7;i/::i- n-N:>->';i':4-^ 

->) -2-y^;u] T-'; y ; 6-rn^-4- [4- (2- 

■7;w:t n^>->'ju::t^->) -2-y^;i-] T — >; y V'j ^i^^iS ; 4- [4 

- ( 2 -•7'n^^>->';i.^^->) - 3 f.#->T^ij y ] v* >J ; 
4- [4- (2 -■7'n-:e^>->';i/^^-» - 3 -p< h ^v'T-V y ] -6, 7- 
->'y h#'>^:hy*'; 4- [4- ( 2 - ->';v^ ^ ->) - 3- 
y T-';y-6, 7 -->'J^ h ; 6 -rn^- 4 - 

[4- ( 2 -y*n^^> v) - 3 - y h ^ ->T - 'J y ] ^i-^/')yi^WL 

M.; 4- [3-i5'na-4- (2. 4 -'>'iJ'nn-7iy r - V y ] ^^^V 

V;^*!.®*!.; 4- [3-^'tiu-4- (2. 4 -v^' nc^iy T-'jy 
]-6, 7 -vy >Jtg®ig : 6 -yn^-4 - [ 3 -i^ nn- 4 

(2, 4 - nn ^^y T-Uy] ^ t-V ^taS^iS : 4- [S-^J'n 
n-4- ( 2 - n^i^ r-vy] ^:^y•''; >Jtg^^ : 4 - [ 

3->7nn-4 - (2 - 7 n ^> ->';!/;}- ^ ->) r - 6. 7-vyh 
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^i^^i-v'V yi^m.i^ ; i - [3-^Dn-4 - ( 2 - y a -^y i/ }U:t ^ -y 
) ] T-^^ijy-e, 7 -z/j-h^-y^i-y'v y-t^mn; 6-ra^-4 - [3- 
^ o cj_ 4 _ ( 2 - n^>'->';u^^->) T^'; y ] ^-j-y) yi^m.i^ ; 4 
- [4- (2, 6 - ->'i^ n o^'>'->'>:^-^->) - 3 -p< v-T^'; y ] ^:fv' 
Vyi^miK;4- [4- (2, 6 -v^ n n^>->';i/:t ^v) -3-p<h^>'T 
-■Jy] -5, 7 - h^v'^:hV'; ^i^Mit^ ; 4 - [4- (2, S-viJ'n 
n^Vi^-;!/:^^ v) - 3 -y h ^->T-U y ] -6, 7 - v x. ^ ^ -> V 'J > 
i^^ta ; 6-7'n-^-4- [4- (2. 6 - ->'^' n n ^ > v ;U;i- ^ v) -3-y 

T-'J y ^ t-v*'; 'yiSMiS ; 4- [4- (2, 6 - -y7 
:t^v) - 3 -y h ^vT^'; y ] ^^fv; ; 4 - [4 - (2, e - v 

•7;U:t n^^v - 3 -y h *->T — y ] -6, 7 - ->*y h ^>'^:^ 

V 'J > Jt^^iS; ; 6 , 7 - V -X h ^ '> - 4 - [ 4 - ( 2 , 5 - v ^7 n y ju- 

^ ^ ->) - 3 - y h ^ -> T - u y ] ^ V ; 6-rn^-4 - [4- 
(2,^ 6 -i^y )\^^u^y-J)\y±ici/) - 3 -y h^v'T-'; y] >ig 
i^iS ; 4 - [3 -y h^v- 4 - (2 -y ] r-U y ^ 

■r V* u > Jtg^i^ :6, 7-i/yh4^->-4- [3-yh^v-4 - (2-y>4^ 

->-?>->';u^^-» ] T-U y ^:hv*'; ; 6, 7 - ->'^ N ^ -> - 4 - [ 

3-yh^>'-4- (2 -y h^->^>-x;b^^e/) ] z- v y ^:J-y*'j 

; 6 - •7'a ^ - 4- [3-yh4^->-4 - (2-yh4r->^>'>?;u^^>') ] 
r-') J ^i-^J-^) ym.W.i^ ;4 - [3-:J^ud-4 - (2-y h 

] T-V y >ig^Jtg ; 4- [3-^nn-4 - {2 - ^ V^'y-< 

] r-vy-e, 7-vy h -> ^ :^ V* 9 > i^^Jt^ ; 4- [3- 

^nn-4- (2-y h ] T-';y-6, 7-'yj:-h^-> 

^ :h V >; >- i^^Jtg ; 4 - [3-^nn-4 - (2-y Y ^ i/ }V t ^ -y) ] 
T - 'J y - 6 . 7 - y > V ^ ^ V ^ :h V' V ^^S^iS ;;fei(:f6-7'n.=e-4 
- [3-^'nn-4 - ( 2 -y h ^->^> vJi/^^-y) ] T - 'j y ^ f VJ >ig 

^^B>§<7)$f * n^^'ft'^!ii{iT5e<?5^<7)^'a'^T^ : 4- (4-7J^y^->T- 
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V y) ^ y ; 4 - ( 4 - ^ :^ ->*;u^ ^ r - 'J / ) ^ y y > ; 4 - ( 4 - ^' 
vT-'J y ) - 6 , 7 -->'^ h V > ; 5 n n- 2 - [4 

- (6, 7 - vp< h ^ V- 4 / U ;i-T ^ y ) - 2 -y ^'v-f 
^K-jb-l, S-v^^M- (4 --^>'->'';v^^v:7jiy^v') ^:hy*V>' 
;6, 7-->'yb^->-4 - (4-7iy^v'T-';y) ^:hv*';>';4 - (3 
-^>v;u^^->T- V y ) ^:^v*V>; 4- (4 -^>v;U';t + vT-'; y ) 
^t-v*vy;4 - (4 -'^>'->';i/^^->T- 'J y ) -6, 7-vyh^>'^^v* 

> ; 4 - (4 -■^>->';u^^->T-'; y ) -6, 7 - ->'y ^;b^:hv''j >- ; 4 

- (4 V ju;i-^->T-'; y ) - 5 - y ^^->^:^y'; > ; 4 - (4 -^y 

'J)V^^Z/T^') J) - 6 -y h > ; 4 - (4 -^>'->';b^^v'T 

-Uy) - 7 h U > ; 4 - (4 -^>v;i/;i-^vT-'; y ) -7 

nn^-^V; > ; 4 - (4 -—^^ v;u;t-^v'T — V y ) -6-r^•^^:^y• 
v>;6--hn-4 - (4--7j^y^vr — uy) ^f- :/';>: 4 - (4-t 
^ijyT'^'jy) -6, 7 - v'y h^v'^f-v; > ; 4 - ( 4 -^>->';u^^-> 
-3-yh^->T^';y) - 6. 7-->'yh^-> + ^V';>;4 - [4 - (2- 

^a^-;by r^'jy] ^ :h:/U > : is J: Z^-eti tjO^^il^^? Jg 

o 

T-'jy) V*'; >i3 <fcy^4 - (4 -^>->';b^^->T-'; y ) -6, 7-->' 

y > ; ^ J: c;''-?-tL fbo^^±^^$; ti-^igo 
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y\aYy^ h V n ;< -f-ji/, h 'J "7 ;u u ;< ^hn, r^^s 

. mmiSX 1/^^(7) ^&}X. J?St<{i. ^tL{iB^lCiS^J#6<3iC|^:^$tL-& t 

^:^■^^M#tL^ >i<D:^^{i, (I I) : 




01) 



(oit^m^k. it ( I I I) : 
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)l'7i^:^}U:t ^z/&. ;^ y 7. )V :t ^ zy X h - p - :^ )U 

X »f , p ~ 1 5 0 r > l^{ilO~10 0"C> i?SL<{±50~100'Ctii3 

^•dK ifzii±mKi5\^^x^mLfzmy)x^^i^Mt<7ym.'^{eim-r^ctKji^ 
xmmi^^tLxm^^t-^^x^i>o 

-fk^Mic^j^-rs^ t icjToT. it (I) <7? 1 o-fb-^tj^it (I) (^^(Dit^m 

^ J^i" ^ d t tS^T i S (#B?>s 0!lx.t^> 3. March" Advanced Organic Chemistry 
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YH 
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'\ Edtitnon III^ Wiley Interscnnce^ 1985) ^ 

;t^vK (m^if. ^yy'-< ^1/ h^) t fzirA^^j:m^mt<^ mA.if. 

^'^mT^ ^ J: oTT->Mk-r^ ^ t^^'-C^ :i)o ^L< T-ty^ - h tfziir 

mt^mi tm^-Th) ^Um-Tho it^mit. ijfti^'ar'i c - e r b B- 2fS 
ttt^<t ^fe'T ? Mx.ff^ 7L^^ ^Pm> W#N>lfflJ3&Cnon-sman eel 

:^^m<^^<^mii. ^m&<D^ (i) o^it^m. ttz\i^<Dm^±^^^^i> 
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JU- hiBJ: am.^<Dd^^. J: Z/mmZ'^:^ LT. MA. f^. 0 . 5 m g ~ 1 

g, $fiL<J±5mg~l 0 OmgCOi^'d) (T^^t^H^^^^-t ^ :i tib^X ^ h 

o 

a-^i-^) > mm mm. "BTtfzitm&^^-^-r^) > 0j^i7tf±^^ 

^^P (^T> ^^rt> T'cti^rt^^^T^) hKi::hm-^<Dfz>t) 

M ; m^js TtjiTO ; 7Kt±t fziU¥7K'\±m.i^^(Dmmt fzummm. ; ±mM^M 
tfzum ; t fz it7K^m$u^mt fzitm^yii%mmt lt^^-t^^ t;6^-e§ ^ 



(35) 1$^^ 10-505600 

f^ttBlo^fix Pharmaceutical Research 3(6)^ 318(1986) ^ —fete lefj ? tL 

BS'vcT? ^ ^^-^ \,z L/zmm m:^ (i mm ^ u > ^ :i xm^±^ ^irM 
m ^j: # K 7Ki^mM(^ 4^ mm t fz it mm 

a#*^'@#t>ct!-e*^*<7)}S;^lcil'^t7tgi^i{!t:^tJ(i^ M^i£. 2 0-5 0 

m^ii^'X. -ff^^-ib. M-\^'&^\^X%nLi-zmM<O^^Tf>^hM-<^i^^'kmLX 
^.m^^X-r^zt^z^-^X^^-^K^o M-<D::^^V~ttz\±M-<n^MMt LT 

^X^^ X ^^^K^M^\^fzmM^-^^\t. *i^c7)^7« Ytfz\t^7. h^^-g-L 
^^'^^> ^Wnttz\i7sy-V-^:}5mtLX^^-fh:Lti3^X^^^ 
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^i^m^Lfz^^iim^r . mtivmiimm(7)m:)^^(DmKmLxz<D^m'\,z}3 
M^^pzt^^x^i>zt^mm-t-<^x$>:h^ 

^^ma. tfz. M-A±mmfhmmmM<^ns.^<Dfzt^<^^ (i) <D<t^mtfzit 
^^m<Di\:-^^ttz^ti&(D't^m^i,z:^n^it. ^m<7?H^s mi.\i. m^<^^ 



C37) !t$ll¥ 10-505600 

m<7y1t-^^<Dm^i}Mit. -m^O. 1 ~ 1 0 0 m g/k g^-'^^ (ifflJLKlt)) ^ 
S/BOfEHs ii-^ 1 ~ 1 0 m g/k g{*m/ B cofSHT* ^> ^ o L;t;6^'oT^ 
7 0k g<75fig#c7:»liB7LiJjtll-oi/^-Cv ^I^O 1 Bfl:(iii'^7 0 - 7 0 0 m gT^ 

t LX m^-r ^ ^ t i}^X' ^ ^ o 

o 

I R;^.^^ h ;b{i>'N'-4^> • (Perkin Elmer) ^^^^6 

zltm.Birt/zlizr}U-ij- (Bruker) F S 6 6 ^yt^mfXUmL/z. 

'H NMR^-^i^ f JKi, 3 6 OMH z t'*3V^T7'JV-:*'-WM 3 6 0 -N 
MR:9-7fc3feJ^Btt::<t t fzit 2 0 OMU z iz^i^^xyj^-ij ~ AC 2 0 0^ 

h jufi. /N''; T> (Varian) CH5D (EI) ^ ^ ^ }• :^ ■ 
(K r a t o s Concept) (EI) t /zi±i> ^ y s 5 0 
(FAB) i 

n-7 Kr^^^-f - ( t 1 c) ^mmLX. ^ >r t ^>'-C ^ 

b, KJ^-^com^^^mLfzo ^lat'^v^lSV) , Ctifi:-> (Merck 
Silica Gel 60F254) ^i$.m LX^m Lfzo 

tc*3V^-r^ (Merck) *r;W6 0 (Art. 1. 09385. 23 

o~4oop<^yv^) . ^xmiWLT^mMJh'timTiiZ'mmLfzo 
^ h \j-)Vi± 4 0 - 6 0 "C. t fzi± 6 0 ~ 8 ox:izio\^^xmm-ti>^^x^^ 

5 -/a - x ;v ^ B t" ^ o 



C38) 
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DM S 0 fiv^ )U^^z/ K-e^)-&o 

^mLfct m^^flh tX (^Jx. »f . t 1 c ^1 i 19 4 - ^ n n ai|§!^a>6^'3^^ L 

J: O'T 5 > $r 2 - -7" n /nV - ;w + t^M?^ ^ -i^ > 1]\!i^Mm. ^-t/zo Rm^^^^ L /c 

-Ji/^^-Cti-a-Lx 31-mTlciD*?iL7to M^T&^'^^L/ci ifc-a-tl^J^ti^ Lt^ o 
-xJi^ (1:1) xm'0L. M^ki^^-T }^xmi^Lfzo z^'^uu^ ^yf^(D^ 
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4 -t v^^i/^i-^f) y. ^^z/mit') y^xuY <)ji^)UT^ ykMmz 

Mm^^^Ltz A--hny^y-)V{is. 0 mm o 1 ) ^SH^v^T 
M^^ia^T^c. ^'^v^-f-;b*;VAT< K (40ml) ^ (Di^miti- V ^ 2^ 
(0. 4 0 g ; 1 6. 5mmo 1) coti^l^ L7tiSrS?SH/l'^ L-fo-^iD L/Co ;dc^ 

6. Ommo 1) =^ -J^l^iv^iD L , iJ' n -7 h 9 7 -f - J: i9 RlE:*^'^^^ L 
fztm'^^^^t'e, ^S-^tl^ 4 0 ~ 9 0 'Cl'i3>/^'Cii#Lfco SO'CtcJ^SPL 
7^:^^, Wi^^^mW\.-^z^yi^ (1 0 Og) itii?L7i:ia#:t^tl^itii 

) o 

iS^^^M^^t/c^>->*;^^^7 1' K<7)i:^^tC3 -^-fb:^ V -^A (1. Og) ^ii-^ 
¥-)ll5G - PI— (^SJ6<7);ti6<^^3<^:^vt 

ig^t^g|^L/c4 (1. Ommo 1) ^ il^ IcSJ^ L/::^' 
> T ;i/ =r - ;u (1. 2mmo I) ioXUV^yi7U^^i/)Vi]~-^'J4 3. K ( 
0. 227g;i. Immol)^:, tlctcj: 19 R)B>?)^'^lt L/:: i*iJ^? tiS 
S-C% -M(c 1 0 0 - 1 1 0 *CtcJnSfcL7t:o 2 0 *C^;?^^PL7^:m^ ^I'&tf^vi^ 
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yy (30ml) ^ i^mm '^h n^mm^ 1 MA'\±7j^mit-r h >; a 

(3 X 1 0 m 1 ) X~mth (N S 0<.) . H 7 f I 0 i5 ^ Vz/ V :)J Y 

o 

p^rJ^y-;!/ (25ml) ^(O'Oii^Ltz ( 3 x l 5 m 1 cO;^ y - ;u) 7 ^> - - 
(F 1 u k a) (0. 5 g ) i5 i C^'^g^ ic-gj^ L h n^>-{f > ( 5 m 
mo 1) cT^it^L/cS-g-i^li, M^^H^TlcSJ^^ 4 oriiJlTHi^^L^^^'i^ 
, t V'^z/y^mm (0. 75g;i5mmol) ^-/^TL^to ^i]0:6^^lg t> 

rtc/^^PL. Hyf 1 o<75^>--;' K^JiLTzSiiL> MJITt^^^^ -^-5> ^: , ^:=fJS 

4-^nn-6, 7 - h ^ y U > {i. 6, 7 -v^ h ^ 4 - e K 
uJr->#y >;> (5. 7 g> 2 7. 7 Smm.o 1 ) =^ :t * -> Jtgfk 'J > (7. 6 m 
K 8 1. 5 4 mm o [) ;i'^> (4 5ml) ^<^M.W.\^ii\^^X 2 B#MSjS 

mmhii. :iit^mmyi^i^^m:^v '^j^mrn (2oomi) *3j:cj^7K-e^^t 

. 6 OX^KiS\.^XM^^')^-t^ t. it^m^m^^mW^^t LX^hfifz (6. 
2 9 g. &mm) : SE ['He] -DMSO 8. 84 (IH. d. J5. 5, 
2-H) > 7. 79 (IH^ J5. 5> 3-H)> 7. 67 (1H> s> 8 



H)^ 7. 5 6 (1H^ S. 5-H)^ 4. 14 (6H^ 2XCH3)o 

4-^nn-2-y^JV^y')> ( S . 4 - ^ n n ^ :h ;w v t LT^ h n, 
h^m^ ^fz:}omK^\^^^itLfz (J.Org.Chem.27 958C1962)) , 



C41) mmW- 10-505600 

4 - ^ P D - 6 , 7 -i^':>(^)U^-tV''J 3, 4-VP<^;U'-6--hn 

4, 5 -v^ 2 h nr-v > immm^x^^t'^) (25. og^ 

15 0. 4 mm o 1 ) ^-^tH C 1 (35ml) \zmt^\^. t\i^M.m^^tZo 
mM'^OVKi%mL. MIIMf- h Ac7)7tcYt7S (1 0 . 4 2g, 3 7ml'4^<7) 
1 5 Immo I ) irmTLfCo •i^.tW^^^^ LfzW:. ^9 'J - 0 "CtCiDi/^T 4 5 
55-ram^E|iL> :^v>-e7lc ( 1 9 0 m I ) ft'tC'/g^L/ivT >-fb* 'J A (4 1. 6 
6g, 640mmol) isXl/mMm (37. 94g. 152mmol) (DM-^ 

1 : 1) X'^m-r^t. :t\yyz/^mmkmi3m'ofzo ^^-^ h ir^y ^ - izt^ 

if. Sl®^^;i//v^' n^^^^f^ i^mmm.. 0%~4 0%) -e-/§gti-^i:. 4 

fz (9 . 176g, 35%) :<yH['H6]-DMS0 8. 1 9 ^XZf7 . 9 
5 (2X1H. 2Xss 3-Hs 6-H). 2. 41;feJ:0^2. 39 (2X3H 
. 2 X s , 2 X CHj) o 

4 , 5 - V ^ f^Ji^ - 2 - - h n ^> V*- hV )\y (7. 225g^ 40. 54m 
mo 1) ^DMSO (35ml) '^KmmL. OViZi^iVLfzo ^Wi^ U -^A ( 
0. 8 5g> 6. 1 5 mm o 1 ) 'Sr-^iOL^ :^v^-eiiM<b7R^v#?iS ( 5 . Im 

1) m\i-t^t. ^n'^m^^mi}'r^^\^tzo ig-^tj^^s 

L;t:o tfci^^Tlc-ca^L. 6 0 "Ct^iiSV^TK^^jS^I-^ 4. 5-'y^^)V- 
2 -:^Yu^y^ym%h^tz {7 . Qg. 8 9%) ; ^ H [' He ] - D M S 0 
7. 93i3j:C/7. 50 (2X1H, 2Xbr s. 2XNH) > 7. 80i3 
XXf7. 41 (2X1H. 2Xs. 3-H^ 6-H). 2. 39 (6H> s> 2 
XCHO o 

4, 5 -v^^Jl/- 2--hn^>'-if> (7. Og. 36. Ommo 1 ) ^« 
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(II) 7H2O (i50mi ^(7^ 1 0 0 g) izmML. :i<oMmm^j}Q^. 

m.m-^^fco mm7K-\±Ty^=-Tmm (5 omi) ^^^< ^m-huL. is^t/f^ 

aiL> mmr^t. m<^^mm(^^tzo @tmj^^;^/-<>n-;u' (1 : d -c 
^^-Tht. mt iyyz^'^^^^a<Dmi ^-^yi^ij^mhfifzo ni^7!)--h<7)W^m^^)v 

5 - -f-JU^VXT 5 K:^)5^#^^L7^: (4 . 58g. 79%) ; S E 
C'H.] -DMSO 7. 30 (IHx s> 3-H) isJ:JJ6. 49 (IH. s 
, 6-H). 6. 19 (2H> br s> NH2)> 2. 1 0isXZf2. 08 ( 
2X3 H. 2Xs^ 2XC Hi) » 

2--7-'^y-4, 5 -v'*>^;L'^>Xt^ K(4. Og, 2. 44 mm o I) 
isXZJ'^m (1 5ml) ^^I'&L, 1 3 0 VK 4 ^mM^^T h t . ^^Vy-J'^ 

X^^m<^m2^-<y^i)mh^tzo—^K\.fz^^yf-7>}-^h. 6, 7 - p< f- -'b - 
4 -fc KD^v^i-:/i; >:;65^§^tL/c (3 . 5 8g. 8 4 %) lik,"^. 2 5 4 - 2 5 
5 "C ; (*iftijfit :C> 68. 63;H> 5. 77 N. 15. 7I0C10H10N 
2 O lCC3V>T<7)St#'(it : C> 6 8. 9 5 ; H> 5. 7 9 : Ns 16. 0 8%) ; 
<yH['H6]-DMS0 11. 96(lH>br s.0-H).7. 99( 
1H^ 2-H)^ 7. 89 (IHx s^ 8-H)> 7. 49 (IH^ s> 5 
-H), 2. 41;feJ:J/2. 40 (2X3H. 2Xs. 2XCH3) : m/ z ( 
%) 174 (100>M*)> 159 (58) :Vmax (KBry^^T.^^)/ 
c m'" 1684, 1662, I6I80 
6. 7 - v^^^JU- 4 - t K^^v^:^v•l; >' (0. 6 2g. 3. 5 6mmo 
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1 ) , ^ i^i^it V > (2 . 6 m 1 > 2 7. 9 mm o 1 ) ct h j^^jut ^ 

imU7. 8 9 mmo [) ^—mKL. ^^^m^T^^ smmtn^M 

-6, 7 -'J^ yt^'^hXltz ( 0. 4 4 0 g^ 6 4%) ;5H [' 

He] -DMSO 8. 74 (IH. s. 2-H)> 7. 94 (1H> s. 8- 
H)> 7. 61 (1H> s, 5-H)> 2. 39*3J:U^2. 38 (2X3H. 2 
X s , 2 X C H3) o 

4-^np-6. 7 -y > ^-#v^^^^V^'; > fj:. 5 6 6 2 6 

6 Al-f- (Zeneca Limted) tcfS^? tL"C v^^l, ^JlilctJ&^/^SJit L/Co ^(T^-^fig 
hJi. 4-11 Kn^v- 6, 7 - h^v^^V; X T^ggjit ^'S.-^l-a o 

4-^np-6-^ h^v^:hV'U > {j:. Efc^-W#i<Faim^ 5 6 6 2 2 6 A 

1^ (Zeneca Limted) icfaic? *iTv> ^ JlRl::^j|i/^igit L/io 
4 -»Pn- 7 > {j:^ Ejc^H#fFaiJM^ 5 6 6 2 2 6 A 

1-^ (Zeneca Limted) lc|B«$ tLT</^ :i>^/(Il^^3&>/^iait LTto 
4, 7 -yj^ ^^^:^v^U > tjt, Efc^"H#fj=mM^ 5 6 6 2 2 6 A 1 (Ze 

neca Limted) tLTv^^f^fflKctJ&v^i^it t/to 

6- T-feh^->-4 - gp^-j-v; w^m^mihmms 6 6 226 

Al^ (Zeneca Limted) tcffii^? tLT L;to 

7- T-trh^->-4-^aP^:^V';> fj:x Ta5<7? J: ^ LT 4 , 7 - v K 
P^v^:)-v*V >;6^^3iJit L/C : 

teTlcffm (9 m U 8 8 mm o 1 ) ^> DMF (30ml) ^(D4 . 7 - v t 
Kn^->^i-V*'; >- (Chim.-nier.^2C4)^231-9 1967t-f£fj3; tiTV^^ J: d LT 
§^it L/c) ( 0 . 9 0 0 g> 5. 6mmo 1 ) ^X^fV ^)jl^)UT^ > ( 9 m 1 

, 6 8mmo 1 ) (TymwLtzm^m^^ . 1 0 id-i^ifxmT Lfzo Kmm^^'km 
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t LX'^hn^fc (1. 10g^ 99%) ;5H['H6]-DMS0 8. 15 ( 
1 Sx 2-H) s 8. 10 (1H^ d^ 5-H) . 7. 40 (1H^ 8 
-H), 7. 29 (IH. d. 6-H). 2. 31 (3H> s.CHj)^ 

7-r-bh^->-4-t Kn^->^-^v-'j > ( 1 . 1 g, 5. 4 mm o 1 ) . 
h 'J j:.^)V T <y ( 3 . 0 m 1 > 2 3 mm o 1 ) i3 J: Zf^ ^ 'yi^it 'J > ( 4 . 0 
mU 4 3mmol) ^jl0fLJi*3 i/^T 2 -i± ;t:o <%SP t t^c t 1: . ^# ^> tL 

L;t:WltBm^7K1*7fc®'fl:T>^:=.'>A-^?STgfe?^L. ^'^L (M g S OO , M 

T^^/^>tL/c (0. 5 0g> 42%) ['Hb] -DMSO 8. 20 (IH 

s. 2^H), 8. 16 (IH. d. 5-H)> 7. 44 (1H> 8-H) 
> 7. 31(1H, d. 6-H) , 2. 31 (3H> CHOo 

4--^pp_5_y y ^Tt'S.<DJ: 9 LT 1 , 3-->*— hn--? 

1, 3 - V- hn-?>-if> (K^fi^jl^A^RTtg) (25. 0g^ 148. 7m 
mo I) ^-)V (375ml) ^^K^ML. 4 0 rtCip^LTto ->T>'ft: 

yi7'; -^AcOTfc^^?^ (1 1. 5g> 20ml 176. 6mmo 1 ) ^rr^itJ"^^ 
<b> B^-fe-^7g76^#^tt. Cl^^r 4 CCl^isv^T 2B#ffitf#Lx -^v^-e^z^lcis 

^tK ( 3 0 0 0 ml) T-^5fe?tL^ -^iJtSLx ilSii-TS m^t^mT!}^^ hi^^ 

^-f-iC/iMt. h ;V'J^>-ei*ait-'53 i . 6 h^->- 2 h h i; 

LT#e>tL;^c (3. 6g. 14%) ;^H C He] -DMS 
0 7. 89-7. 94 (2H. m. 3-H. 5-H) . 7. 72-7. 78 ( 
IH. m> 4-H) . 4. 03 (3H> s. OCHO o 
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6-;^ h3rv-2--hP^>' y*- h'J;l^(3. 6g^ 20. 2mmol)^ 
DMS 0 (2 5ml) ^^zmML. 0 rtci^Sp LTtio mM:^ A (0. 4 2 5 
g > 3 . 0 8 mm 0 1 ) ^rf^JO :^v^T*ii®'fb7X^-?§?S ( 2 . 6ml) ?rv^JP 
L/::o SJ&ifB-a-tl^mStc^v^T 1 ^HtE^t^L^ ^^l^iimbTlc^ (3X2. 6 

ml) imm-nt^nxmu-r^ t . tuyi/^&mm-^^^hfitza ^(T^^i-^ti^TK 
(2 0 0m I) ^Kmct. &'^mi^^mi)mhfifco ^fi^mMKxy)mi^^ 

T5K(2. 3g, 58%) ;<yH['H6]-DMS0 7. 44-7. 88 ( 
5H, 3-H, 4-H. 5-H. CONH2) , 3. 83 (3H> s. 0 

C Hb) o 

6-^ h^z/-2--h n^yXT ^K(2. 2g. 11. 2 mm o 1 ) ^iS 
(ID 7 0O7X^#?S (50ml 't'^?) 31. 5g) iz^m 
iait^g-3ft;?-^7to ia^T>*-T7lCvt7S (16ml) ^: t0 o < I9 T^iQ-T ^ i: , ift 

-T^y-6-p< h ^v-^^Xt 5 K/&s^#^:Jt;t (1. 27g> 68%) ;^H 
['He] -DMSO 7. 4 9^XZ/7. 13 (2X1 H. 2xbr s, CO 
KHz), 7. 00 (1H> t . J9^ 4-H)> 6. 28-6. 38 (3H^ 
m^ 5-H^ NH2) ^ 6. 19 (IHx d> J9^ 3-H) ^ 3. 78 (3H 
. s . OC H3) o 

2-T^y-6-;* h^->^>XT5 K(l. 2g>7. 22mmol)*J: 
Zf^^m. (1 Oml) ^rl-^L. 5 BtMJn«tjl-^?:*;to 

m^3=r^i:> 5-p<h^->-4 (IH) y; y >7!)^'d-fe|gB^ t LT^§ib*T^;t 
(0. 7 2 0 g, 53%) laH C'Hs] -DMSO 8. 15 (IH. s. N 
-H). 7. 93 (IH. s. 8-H). 7. 69 (IH. t. J8. 7-H) 
. 7. 18 (IH. ds J9. 8-H) . 6. 99 (1H^ d. J9> 6-H) 
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^ 3 . 8 8 (3 s > O C HO o 

5 - ^ h 4 ( 1 H) ^f-y'V yy (O. 68g> 3. 86mmol) . 

^ ^ i^iM-it Vy (2. 5mK 2 7. 9mmol) *3J:U='h';j^5=-;WT^> (1 
. ImU 7. 8 9mmol) 'J:— Mt:: L. M^^H^Ttc mrajD^M^fE? -fr 
;^Co r^-^t)=JrK^)5lliL. (X4) T-fttBLf.-o 

t^-r^ t. 4 - ^ m u - 5 - ^ h ^zy^-t^y^V y (0. 2 10g. 28%) 

Ot:fw^i/>TDMSO (20ml) 4^<^ 5. 5-v^^^v-2--^^^> 
:/->i;;b (2. 2g. 10. 6m U 3 .Med. Chem. 30, 1421-1426, 1987) jr, ^ 

V (0. 3 g, 2 . 2mmo 1 ) ^ J: 2>*iiM7K^ (5 m U 3 0%) 
o HCS^g-a-i^^cOfiJ^tliau^T 1 553-Mm*^L, DMS O^MffiTt'li^*L;^:o 

/jc--r;i^-ei|!9-^^-r;2> 5, 6 -->'p< h 2 h n-^>XT 5 K)^^^ 

>v^-fe@#t)ct/t L-r#^H/^ ( 1 . 2 2g. 5 1%) ; <y H Hs] -DMS 
0 7. 98 (1H> d) > 7. 78 (1H> b> CONH). 7. 50 (IH 
. b. CONH). 7. 25 (IH. d) ^ 3, 94 (3H> s) . 3. 77 ( 
3 H^ s ) o 

5, 6 - h^v'- 2 - - h n-^^Xr^ F ( 1 . 2 5. 3mmo 1 ) 

^tR (2 5m I) ^<D^wtm-^<DmmmmKmnL. mm^jjmm-^^^fzo 

^V^-eO. 8 8 0 T~^^^T ( 1 5 m 1 ) ^f^jD tx xFc-a-tl^ 5 ^S-HS"^? s 

'^hfi. ■^tinmm-r^t ^^B'ftLfz^ n. og. 9 6%) o 
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(10ml) i:'Mmz:^^^x smm^m^^fzo Mm<^^'m.^m^m^L. 

- t KD^->^-f V; >>J?^'C?e-fe@#:t^i^<!: LT^§l^a;t (600mg. 48%) 
Ida V He] -DMSO 11. 79 (IH. br. OH) . 7. 85 (Ih 
. s> 2-H) . 7. 58 (IH. d) . 7. 40 (IH. d) > 3. 86 (3 
H. s),3.76C3H, s)o 

5, 6 -->V V- 4 - H Kn^ v4^■:^V*•; > ( 5 5 0 m g > 2. 7 mm o 
1 ) . t^zyi^it') y ( 2 m U 2 1. 5 mm o 1 ) isXZfh') x.^)UT ^ > ( 
1 m U 7 . 2 mm o 1 ) ^^JUD 3 0 ^m^J^-^-^^ 4 - ^ a - 

5, 6 -i^^ h ^-y^^^^v ytm^^^mMmm-fi^t Lx'i^hn^ (4oomg 

> 6 7%) ^ Zfl^^K^:X±mmL^J:\^^-^^mLfz (TtZ^m^.<D Z t) o 

4 - j7 n n - 6 - Jt^^ n ^ ^ y ^TU(D X -? LT 4 -y Ji':^ n r > h 

5 - 7;U:ta h v-;ug^ (Aldrich) (i. og> 6. 4mmol)i3j: 
C>'*JUAT = vVT-bx- h (2 g. 1 9mmo 1 ) ^^mm. (10ml) ^t? 

^t. itmrn^Ltco :m^mm^^^m^. e ox:Kis\,^xm^r^^^m■t 
(0. 770g> 73%) ;^H ['He] -DMSO 12. 20 (1H> br 
s OH) X 8. 09 (IE. Sx 2-H) > 7. 83-7. 62 (3Hxm. 5 
-H. 7-H. 8-H) o 

6 -y - 4 h^u^z/^-rV) y (0 . 580gx 3. 5mmol) 
. ^ ^ i^i^^it V y ( 2 . 6 m U 2 8 mm o 1 ) ^^Z/h') -x^ )]yT <y ( 1 . 

4m u lommol) "t^MD zmmBLm^^^fzo mwvt^'tmm 6 0 

~ 8 h n-;u4'tcSfflmL. ^B*MiiL. tM-tU^M^T Km.m-t ^ t . 4- 
^ nn- 6 n^:f-V«; >75^-a>fe|g#t»ttIt LT|#ibn/c ( 0. 3 6 5 g 
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X 5 7 %) o 

7 - 7 n - 4 - k K n ^ -> ^-f v*ij >- {m\mWf-m9 4 3 0 5 1 9 5. 3 
^) (0. 500g. 3. Ommol),*^ vig-fll 'Jy (2. 3mU 25m 
mo I ) ioXVh') Jc^;VT^ > ( 1 . 2 m U 8 . 6 Ommo 1 ) ^^MDK 

^"^m^^mt LT#^tL;t: (0. 550g> 100%) o 
4 . 5 - V n n ^ y U > 

5_^nn-4-fc: Kn^^ v# :^v''; > (3.0rg.Chem.l41-148^ 1951n^j&v^iJ 
itL/c) (0. 640 g. 3. 5mmol) , :t^zymt') > (2. 6m 1 > 2 
8 mm o 1 ) isXZJ^'hV ^^)\^T 5 > (1 . 4ml, 10 mm o 1 ) ^^^HiD \z. 

LX^C^fL (0. SOOg, 71%), ^n{i-e*LWJi<73#tti^^L^)a^o;to 
4, 6 -->'j^ an^-:hy'J > 

6_j^nn-4-t: Kn^->^ > (3. Org. Chen. 141-148^ IQSln^j^v^il 

itt/c) (0. 6 4 0 g, 3 . 5 mm o 1) , ^^i^mt') > (2. 6m U 2 
8 mm o 1 ) ^XXfhV J^^)vr 5> (1. ImU 7. 9 mm o I ) "Sr'MMi^ 

^^L. (2 5 0 ml) xmtHLfco hn-;w (25 

0ml) *ttaifSl^r35ijnL. •^m^^^!lt7^::^i#,f'ftt^#!;i^^>r'* ^r-v 9 > L 
Tto y"* :^-r->' a > L;^:v#?S*K^Tt^»^M-r^ t , 4. 6 - v-'iJ' cr o y 
V >7&5Sfe@#^!^t L-C#f3tt;t ( 0. 5 4 0 g, 7 7 %) ; (J H [' Hs] - 
DMSO 8. 43 (1H> 2-H), 8. 07 (IH, 5-H), 7 
. 39 (IH. d> 7-H)s 7. 7 8. (IH, d. 8-H)o 

4 , 6 , 7 - h 'J ^ n n ^ :h y i; > 

6, 7 nn - 4 -Ti Kn^^/^-t > (3 .Org.Chem. 149-156^ 1951 
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•tifev^^itbTt:) (0. 14 0g>0. 6 5 mm o 1 ) ^ vt^'fk'; :^ (0 . 5 
ml> 5. 4mmo I) B Xrf h ') )\^T ^ > (0. 2m U 1. 4 mm o 1 
) ^^MD tc^^VM . 5 B^W;K)S?-^S <!: X 4, 6, 7 - h V ^ n n ^■:^y^'j >' 
/i^M-feS^^t^tl t LT^^ttTt: (0. 070mg. 46%) o 
6-7'^^-4-j^^^^:^v•'';> 

6 - r n ^- 4-11 K n ^ -> ^ :^ V* y > (Maybridge Chemicals) ( 2 . 2 5 
g ; 1 0 mm 0 1 ) h U J^^^l^T ^ > (3ml) ^ XZfm.it^:^^ )V (7 

ml) (7)^i'^!iii^^So-i3v>r-^Mt;to 3 B$H:!)P^fe?l»fE? -^/tffe. ^^ifeii-^ 

t»*5 oricf^jpL, m.j±T\zm%^mLtz^ n^'&n^^tmm.^^ }\^ (2 0 

0 m 1 ) ^izm-ML. vStS^ttK ( 3 x l O 0 m 1 ) ^ J: J>'5 %cOm:®^7K^* U 
A7X-^7^ (2 X 1 0 Om 1 ) -e^itLTto (N S 00 L/cf^, BM^^ 

)i'mm'S::^R (1 g) -ciiOiaL. isiitL. m^^mL/zo mn^'^mmx^ (2 

B^H <h L-rt# i^tt/c (1 . 6 8 g . 6 9%) m.!^ 166-167'C; (^iSlJ-fift : C 
> 39. 64:H> 1. 62;N> 11. 47oCsH4BrClN2 ICOV^T<50 
tt^-fit : C. 39. 42;Hx 1. 64;N. 11. 50;tic (g^m^^;i' 
) R f 0 . 5 9 o 

4- »nn-6-g- K^t-VJ > ^Tia<?? J: tcLT5 - 3- Kr^ > 7- 

5 - 3- KT> ^ 7 (Aldrich) (5. og> 1 9 mm o 1 ) ^ J: C^^i^ 
;UAT 5 V >T-t7"- h ( 1 0 gx 9 6mmo 1 ) ^. ;>Kf^m (4 0ml) +-C 

'kfm^'^fco ^fUMMKX ^^sb. 6 0 ri^iSV^TH^Ttc^^-r-i) tx 4 
- t: K n ^ 6 - 3 - :^ V* > <k LT# ^ ttTt ( 4 . 5 g 

. 87%) ;<yH ['He] -DMSO 12. 32 (IH. b. OH) . 8. 4 

0 (1H> s. 2-H), 8. 10 (2H>m> 5-H. 7-H) . 7. 46 ( 

1 H> 8 - H) o 
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4-HKI:J^->-6-^-K^:^V*•;> (1. 9g^ 7. Ommol)>;^-^ 
i^f&'it >;>- (5. 2mU 56mmol) i3j:a="h';j^^;i^r^>' (2. 8ml 
^ 2 0 mm 0 1 ) ^r^JUlD K'^^^ 2 . 5Bf W;S/S?-^^ t. 4-^^^-&-3 
- h^^i-y^') yiim^^mi^^^t LXmhfiyz (810mg> 40%) . :ifl't 

4 - t K n ^ -> - 6 - h >; 7 n ^ h ^ + :^ v* 'j > (Maybndge) ( o . 
500g. 2. 2mmol)^ :t ^ vi^-ftU > ( 1 . 6 m I ^ 17 mm o I ) i3 
J: C» U j:.^)VT< y (0 . 7 m U 5. 0 mm o 1 ) "t^MD i . 5 ^ 

!^i:tT#ib^/c ( 0. 3 8 0 g> 7 0%) , ^ tt^^-5-JLU±|t$^ L'fcu^-e^ffl 

4_^pn-7- ( h U •7-'b:t ^;i/) ^:hVU> ^TIEg3 J: -5 H LT 2 - 
zLhn^A- ( h 'J ^JU^^-np?^;!^) ^/^ ^ 'J i^iJit L : 

2-^bn-4 - ( h ■7;U'ii- hU^l' (Aldrich) (i. 
0 g> 4 . 6 3 mm ol) 'SrDMSO (2. 5ml) ^iZ^ML. 0 "Cl^i^iPL 
> ^gm-fhTK^Y^T^ (3 0%> 3ml) X-mmL. ^^^^X-mMiJ') (O. 12 
5g> 0. 9mmo 1) X'imMLfCo KJtU-^^'k<Dr^mzi5\,^X l^mBW-T 
^fc, ltl^>6^'#^tL;to CLtt'^riiigl^ J: »9 6 0 ricis v^TK^Tti^g^t" 

^t, 2--hn-4- ( h >; •7;v*np{f^ju) ^>Xt^ K^i^'Ufe 

LT#^n./: ( 9 1 0 m g ^ 8 4 %) ; H [' He] - DM S 0 8 
. 38 (IHx s^ 3-H)x 8. 26^8. 07 (2H>m> 5-H. CON 
H) . 7. 85 (IH^ d> 6-H) ^ 7. 31 (IH. b. CONH)o 

2--hn-4- (h')y)l'^XJjt^)i^)^yXT<r{ 0. 900g> 3. 
8mmo I ) ^ttK (10 0ml) 'P<Dmm.m—Wi7 Hz O (7 g) <7)-WfiiYivSt- 

mML. ci(7:>mm't 3 o^^miim'M-M^'tfzo ^-^^^xo . 88ot>^-t(i 

5ml) *^iaL. 2 0^MiO^L/jo ?&£1J L;t EJSii-^tl ^zitii n'Bm^ 
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L^ 6 0 t; tC^V^TK^^^I-^ t . 4- ih') T > h V }\^ 

h^-^m^^mW^^t LX'^hitfz (3 0 Omg^ 3 8%) ] d H C He] - 
DMSO 7. 81 (1H^ bs CONH) . 7. 69 (1H^ d) ^ 7. 27 
(1H> b.CONH), 7. 00 (1H> s, 3-.H)^ 6. 81 (2H> s 
> NH2) > 6 . 7 3 ( 1 H. d) o 

4 - (h'J-7;U':tn^^;i/) T>h^-;^T?K(0. 150g> 0. 73m 
m o 1 ) ^^ ^S? (0. 5 m U 13 mm 0 1 ) tmmi^B^^^X 2 . 5 ^MSiS 

:hV'U >/65i!j?efe@#tJc!^i: LT#ii>tL7t: (0. 120 7 6%) : 5 H ['He 
] -DMSO 12. 43 (1H> b> OH) > 8. 31 (IH, d> 5-H) 
. 8. 20 (IH, s. 2-H), 7. 95 (IH. s, 8-H). 7. 80 ( 
1 H, d > 6 - H) o 

4 Kn^ V - 7 - ( h 1; :7;ix:t np{^;b) ^f-V; > (0 . 1 2 0 0 
. 5 6 mm o 1 ) . ^ ^ ->i^-fl: V > ( 0 . 5 m 1 > 5 . i mm o \ ) iB X Zf h 
:i~^)VT^y {0. 2 5ml> 1. 8 mm o 1 ) ^^'^Sl-iS (/^TH^^HKTt- 
2. S^MRlS^^Tto ii*J<75i*l^^ 7 0 "Clc^fev^-C^^g^^L/tio 

5%(7Dh «Ja::^;L'T5 > ^-^^i" 2>WII^ ^ ^ > (2 5 0ml) fffttBL/io ^ 

Mg S O4) ^ m^y\^Wif^-t^ t. 4-^an-7 - (hU 7 n > ■^jk) 
^/i-'MfeS^i^t;^: LT^fj^Tt: (0. lOOg. 77%) ;<JH [' 
He] -DMSO 8. 30 (2H. m^ 2-Hx 5-H) , 7. 98 (IH. 
s. 8-H)> 7. 80 (IH. d> 6-H)o 

TiKg^m (100ml) pf'(7)5--hnT>h7 - Jl/M (Aldrich) ( 1 5 g . 
8 2 mm 0 1 ) ^ J: T^v>T-fe-r-h (30g> 288mmol) 



C52) !|t«¥ 10-505600 

^Ltzitm:'S:my§.Ls 6 0 13 v^T|£^-r ^ <!: ^ 4 - t: K n ^ -> - 6 - ^ > n 
^i-V^) ytm-^m^^mtLX^^hfifc (11. 7 7 4%) ; ^ H H6 
] -DMSO 12. 64 (IH^ OH) s 8. 80 (1H> s^ 5-H) 
. 8. 53 (1H> d, 7-H) > 8. 29 (IH. s. 2-H) > 7. 85 ( 
1 H> d ^ 8 - H) o 

4- tKn^->-6-^hn^-:hV-';> (o. 680g^ 3. 6mmol)> 
:^ ^ ->Jt^<t ^) y (2. 6mU 2 8 mm o I ) i3 XV^ h )V T S. y { I . l 
m U 7. 9mmo 1 ) ^^MD 2 mmKJit^^ ^ t . 4-i^nn-6- 
^ h n^:hV*V >';i^^-feSB^HKSI#:t)ttli LT^t^^iiTt: (0. 290g^ 39% 
) ; S H C'Hs] -DMSO 8. 80 (IH, s. 5-H) .8. 55 (IH 
, d, 7-H) . 8. 35 (IH. s. 2-H). 7. 87 (IH, d. 8-H 
) o 

4 - a - 7 - =■ h ^ y 

7 h n- 4 - t: Kn -> V i; y (3. Org. Chem. 141-148, 1951ii|j&i,ii& 
iSL/vi) (3. 1 g, 1 6mmo 1 ) , :^^=ym.iV) > (1 2 m U 13 0 mm 

0 I ) isiCFh \)j.i-)vr^ y (6m U 4 3mmo 1 ) ^- ^MD t^^i&l/^ 2 B# W 

ts A-'^uu-T -^.Yu^-ry-'Vy-h^^V'yV^mW^^tl.xnhflfz ( 
0. 940g. 28%) . ^^^^i!i\>k±.m^\.^£^^X^m\^tzo 
4 - »aa - 6 - ^ ^ :^y''; > ^T§a<?)J: i LT 5 - ^ T 

5 - P<^>'^^;^-T>' h ^^^'W-a^ (^•Med-Chem.26, 420-425, 1983) (i. Og> 
5. 5 mm o 1 ) ^i:Xf^^)VAr ^ K (6 m U 15 0 mm o I ) 

T*^T </^^^-ti> 4-t;Kn^->-6-^^ ^ i- V >; > T^^'ifyefe @ # 
tfc!^ t LT^f^fw-t: ( 1 . 0 g. 9 5 %) ; <y H [' Hs] - DM S O 12.1 

1 (IH. b. OH) . 8. 01 (IH. Sx 2-H) ^ 7. 88 (1H\ s, 
5-H) . 7. 70 (IH, d. 7-H) . 7. 60 (1H> d, 8-H) . 2 
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. 5 5 ( 3 H. s . C H3) o 

4 - t Ko^->- 6 -p< ■f-;u^;i-^t-V*'; y ( 1 . 0 g^ 5. 2 mmo 1 ) > 

^^->t^<t:'J> (1. Og. 5. 2mmo 1) i3 h V }VT ^ y (4. 0 
ml, 4 3 mm o 1 ) =^:^lliD 3 0 :9'MS:c5 ? S t , 4-^'nn-6- 

^ ^JU^:t ^-fV'J LT^ffjttTt (5. 8 0g> 5 3 %) o 

4-^np-6, 7 -yJ- h^->#t-V'; > 

T 5 y - 4 . 5 - V h ^ > - h JbS^it L : 

p<^;L'2-T5y-4, S-v^h^v-^^ y* J^- h (Salor via Aldrich) 
(2 . 2 7 g ; 9. 5.mm p 1 ) . * JbA r ^ v > T -b 7"- h ( 6 . 8 g : 6 5 

mmo I) iBxmmm (3 8ml) (Di^^m^mm'^m^Ti^ b ^mumMm 
^-^fzo ^(D^m^-^^^^M (1 1 0 g) mnn^mwi^ o°cKi^\^^r 

^■r^t. 6. 7 -'JJ^h^zy- h'^^i^^±y}y^^T-{:y^- h (1 
. 8 2 g . 8 2%) iili,!^. 2 5 3 - 2 5 5 "C : :C. 59. 00:H, 5 

. 97;N> 10. 68oCwHx4N2 03-0. 5 C Hj C H JCov^TcT^tm 

m: c. 59. 09;h> 6. 06; 10. 60) ;tic (mM^^)^^) 

R f 0 . 1 3o 

6, 7 -v^ h^>'-4 -t^ Kn^>'^:hV«; T-b-r- h (2. 64g 

: 1 0 mm o 1 ) . iS'fb^:t - (25ml) is J: p< ^ ^W'twPix T ^ K (3 

') ^^it^^W- (3 X 2 Om 1 ) ^ctC/TK (2 x 2 Om 1 ) "e^itL. 

(Na2S04) . aitiiL^ m^nm-f:bts nm^^mi^^w^hf^^ti (2. e 

1 g) o ^m^^)\y^(DZ 0 %->^'n-s^^f >':i0^ibS|±B^-fk?-frS i:. 4 - n 
n-6. 7 -V^}^ ^'y^-rV^) y (1. 7 7g. 7 0%) mfeM^i-feif^^C 
*§a^B ^: LT^i <b , it,"^, 1 4 0 - 1 4 1 ; (^ilijfit : C > 5 6. 9 6 ; H . 
5 . 1 3 ; N. 10. 8 5 o Ci2 Hi3 C 1 O2 l^oi/^-C(7)lt#-fit : C. 57. 



C54) ^mW-l 0-5 0 5 60 0 

03;N^ 5. 15; N^ 11. 09) ;tlc R f 0 . 4 9 o 

4 - ^ a u - 6 , 7 —^"f-Uy ->':^-^ -> ^ j- V V y 

4_^crn-6, 1 - :^^V'y v:t V* 'J > TISct) <£ ^ LT ^ ^ 

;l/ 2 t: ;i/7i^p3i^3t t Tt: : 

7)c (10 0ml) (6. 64g;40mmol) Ov^yt^r 1 0 M7K 

Y^)^J^ (6ml : 6 Ommo 1 ) -ei!!kS-r-6 Cl t i o aS^t^Sc?)® 
rl?g'^i^S^L/co m-fbittDJ: <it^tJL/c!ij?§7&l::. x.^ y - )\. (100ml) ^ 
(7) 2 - - b n e^n ^---'L' (Aldrich) (4 . 0 g : 2 0 mm o 1 ) cofS?; ( 7 0 
■C) ^^iJDL/Co r^iD^^'^^LTtrt I:, ii-^tl^ 4 0 tcis v^T 3 :^i/^r- 

9 0^i;i*v»-C 1 0 ^Wi^iL <tt#L;to ^McT^^^tSiit^ i i9Bfe*L. H^^ife 
Zgt7a^2/3(73#:ff lOrtiJ^SPL. 5 0 %fiiE®-em'r4<b ( p H 1 

) L;to 0 t:t::i5V^T3^B#raJftmi-^ t . ^fe^ U X A ^ij^^ff tB L /^o 2--\u 

^n%.m*^^W^ i^ilfc (3. 64g. 86%) 1 7 0 - 1 7 1 r ; (^iflU 

{i£:C^44. 77;H> 2. 35: N. 6. 27oC.H5N06-0, 25 H2 
OlCov^Tc^^ft^-fil :C, 44. 56; H. 2. 55; N> 6. 49) ;tlc 

{^m.^^}\y) R f 0 . 1 0 o 

2-^bn-4, 5-p^^^>->':t* (3. 64g;17. 25m 
mo 1 ) > *S-fl:^:t-;u (7ml) ^ <t 0'"^*^i5' n n .i^ (4 Om I) (TiJig-^- 
4 5 55-WtD^31■^f^^^^> K^Tl^^l&^SI-r^ t . 2--hn-4. 5-p< 
^ P > V ^ ^ -> ^ >- W ;v n 9 -f K:6^'^li-fe-/i^:^t! i LT^ 1^ tL;^c o 2 - - h 
n - 4 , 5 -p< ^ ^-^^^v* n K^|g^^ ^ / - -'l' (40 m 

1 ) -efeSL. Wt^^^ 1 8'Ctc^v^-C2 4fl#Hti#L> :^v^-e 0 "C (ci3 v^T l 
S^WfeffitTto "9**1). (-1 0*0 ^y-;WT- 

j5fejtL> ^^i--5)<h, ^f-jV2 h n-4. 5 ^ l^^ ->'^^->^> VJ^- 
h dM# ib^Lf^ (3. 48g> 88%) Sil,'^, 1 0 1 - 1 0 2 *C ; (%mm : C . 4 
8. 0 3 ; H. 3. 2 1 ; N. 6. 1 3o C* H7 N Os lcov>T<7)ftM : C. 
48. 00;H. 3. 11;N. 6. 22) :tlc (gtSgx.^;L/) R f 0 . 6 
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Oo 

;>< ^ y - )U (SOml) i=t="CO^ f-JW 2 h n - 4 . 5 - ^ •f" >- ->'^ ^ 
>V-jc-h (1. I25g;5. Ommo 1 ) 0%M^^I^^/^"■7->''> A 

(0, . 2 5 g) (Dm^f^t. 3 3 6 ml OTk^TimUZ? ttT L ^ ^ tX'. 

y-4. 5 ^ V>v:t^ v-n'^v-j:.- h ^zitiiJCct ^ (-5t:) 

:5^y-;bT'i5trtL> $£^1"^ t > tefecT^g^^^tJ^i^^ibtLTt (O. 9 3 0 g> 9 
5 %) Sl!,>Sc 1 0 3 - 1 0 4 ; mmm :C. 55. 13; H. 4. 42;N^ 
7. 0 9o C, H9N04lCoi/^-C(7)fm<it :C> 55. 38; H. 4. 6i;N 
. 7, 18) ; t 1 c (S^Mj^^JI^) R f 0 . 6 2o 

^^;U'2-T5>'-4, 5 -;^^V>v:t^V'^>V*j:-- h^'^^L' ( 1 . 2 4 
g ; ,6.' 3 3mmo I ) > *;bAT^ ->'>T-fe-r- h (4. 5 g ; 4 3. 3mm 

0 1 ) isxmKmm ( 2 5 m I ) (om^m^ e . 5 mmM^Mm.^^fzo ^<^m 

M'^'^i:mK (7 0g) ±Km\^^X^^'^^itim^'*t. itt^iti^ti i I9*i6> 
7jc-ei5fe?^L> 2 MTlct^Tjcmiif- ^ (5m 1) ^izmmi^f^io ^S:<^^ 

- ■i#i4«fefS'^Miit^j: '9i5^*t^ mm^-mi^'^mmxmiit (pH3) lt^o ^^tij 

U;f::>[?^-fe^'';XA'JriSiitc J: y^Xi^j^L. ^^1"^^. 4-iiKn^-> 

#<btt7t: ( 1 . 0 6 g^ 8 8 %) il4,<ir 3 1 1 - 3 1 4 r (^M) ; (^MfiS : C 
^ 54. 3l;H> 3. 71:N. 12. eGoCsHaN^Oj-O. 5CH3C 
Oj Ht^ov^Tcolt^-fii : 5 4. 5 4 ; H> 3. 63;N^ 12. 7 2) ; 

tic (10%^^ y -;v-@IMj:.^;u) r f 0 . 4 2 o 
4-t:Kn^v-6. 7 - p< f- 1^ > v;t ^ ±y* V ^ T -tr x - I- (1. 

1 0 g ; 5 . 0 mm 0 1 ) . i^1t^^:^)\y (12. 5ml) i3 i: I/' v ^ -5^ * 
AT^K (2f^) <^S-^!^*^*l?ffl^T{C4. 5B^Wjjn«}!iM^-'^^ 4 0 t: !C 

}^£Pt> *^mf§?^7to n^nmm^m^m^^ )v (20mi) tt^K'^h^^ 

2 1iim^^-*. :^\j^xn (-5*0 :^^)\yT < y ^\,'mm-^^rz<, )^L<m*^L 
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fcmmm'^<% (or) 5%m:M7Ki^^ ')'y ^Tkmm (2 0mi) -ciskmL. si# 

^t!^^m^L^j:^^t m-^'^d-M-Lfzo ^^Jl 5 %^m7X^ :^ 'J ^ A (2x 
2 0ml) X-mmLs mWti- h V ^J^T^mL. MML. mM^m Ltco WM^ 

- 6 , 7 v'v y-bmrn^^^Y'^Km^^n^i^^^Bt lt 

# hidtz ( 1 . 0 1 g . 9 0%) m^. 1 6 7 - 1 6 8 r ; {%mm : c . 51. 

7 6 ; H. 2. 2 9 ; N> 13. 5 9 o C » H5 C 1 N: O2 ov^ T (T^tt^-fit : C 
, 51.80:N. 2. 40;N^13. 43) ;tlc (MW.J^^i\^) R f 0 
. 5 4 o 

4_j7no-6> 7 -v^ 2 - > 

4 - ^ n n - 6, 7 -'>*^ h ^ V- 2 ^;w^f-y*'; > fi. TISOJ: -9 L 

2-T5y-4, 5-->*^>^ ->^-i.#® (3. 94g;20mmol)*3c}: 
Xf^:^T-^ hT5K(2. 25g;30mmol) OtS-^tl^ 1 4 0 ~ 1 4 5 "C 
tii3i/^-r2. 5B$MjDl!feL> 5 5-16 Ot:tii3i/^T3 OMSDSL/i 

o i^^^IL7t^^> BtfecT^M^Tic (somi) ^sl. u^^o^ mmmwi^tzo 

-->'p( tT#f,a;i: (3. 3 

2g, 7 6 %) isli.'^S 0 8 - 3 1 Ot: (3 0 0'Cfrii3V^-C#l|-r:g>) ; (^M 

:C> 59. 88 ;H. 5. 48;N> 12. 49oCiiHi2N20jt^^v^T«^ 
imfit :C> 60. 00;H> 5. 45;Nx 12. 73) ;tic (MW.^^ 
;u4^co 1 0 %^ -;i') RfO. 3 6o 

4 - KCJ^->- 6 , 7 -v;^ 2 ^;^^:^V*V > ( 1 . lOg; 

5. Ommo I ) , iS-fb^^-;!^ (1 2. 5 m 1 ) i3 J: O'v^ T ? K 

(2;^) (T^iPb-g-tl^^^^a^Ttc 7 . 5 ^WSn^31SI£?-^;t:o ii-g-i^^^^lg 

at, mn^nmm^'<% (-2-0 itm^f^ji^ (5 om i ) fi^tcMri?*, <^ ( 

0*0 5 %SM:m* A7|cv§?g (3 0ml) T^!kgL/Co S^t^tlTi^'^-^ L 
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mML. m^-^^^t. ^M'&mmitw^hn/z a. i o g) o 3 o% 

z^^ u^^-^y -^m^i^ji^t^hm^^B^t^^^ t. ±^9^ (0. 9 2 0 g ; 7 

7%) Ti^'M'Sr^'j -A-feim^eii Lxmhfifc. m,-^. 1 7 5 - 1 7 7r ; ( 

^fflijfii: : c, 5 5. 2 5 ; H. 4 . 7 6 : N. 11. 5 9 o Cix Hh c 1 N2 O2 
lCov^Tc7)ft^fiI :C. 55. 34: N, 4. 6i:N, 11. 72) ;tlc 
R f 0 . 4 Oo 

i3j;D^4 -^iy ^vT-U >fiT;^ K'J t (Aldrich) tS^ t> A^nftg-C* ^ 
B^-C^^ ; ^<Di^^MM:i^m-f' h ^) ^ M.Tkmr^'^f&ML. i^^m^W^M^^ )i^X 

mm-r^ immimm^^^L (Mgsoo > mmr^t. TU^-^^n^m't^i^ 
4- (3-^^y^y7-';y) 

4_>^nn^yU>'{0. 280g^ 1. 1 2 mm o \) ^ XXf 3 -y :^ J ^ 
->T-'; > (0. 317g> 1. 72mmol) ¥I1A 2 -^n/NV 

(8ml) 4'-e3 ^WSUS^-^Tto J: 9 L-C#^tt;t:^-feSB^BS@# 

tzs 2 1 8 t; ; (^rlijfit: :C> 7i. 67;h^ 4. 73; 8. 24; 
C 1 > 12. 0 60 Cix H16 N2 0 • 1 . 1 5 H C 1 K^^^X <Dt\m^ : C^ 7 

1. i9:Hs 4. 88;Ns 7. 9i;ci> 11. 51) :<yH['H6]- 

DMSO 10. 85(lH^br SsNH).8. 71(1H. d.JSs 

2-H) . S. 55 (IH. d. J5. 5^ 8-K) . 8. 00-8. 06 (2 
H^m> 5-H> 7-H)> 7. 75-7. 85 (IH.m^ 6-H). 7. 5 
8 (IH. t. J8. 5* -H)^ 7. 45 (2H> t. J7. 5^ 3"-H, 
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5" -H) X 7. 01-7. 30 (6Hx m> 2' -E. 4' -Hx 6' -E. 
2" -H. 4" -H^ 6" -H) s 6. 94 (IE. ds J8. 5x 3-H) ; 
m/ z (%) 3 13 ( 1 0 0 > M+ 1*) o 

6, 7 b 4 - (3 ^->T-'J y) 

4-^na-6, 7 -v>< h^v'+y 'J> (0. 300g, 1. 3 4mmo 1 
)i3j:?>^3-7jcy^->T-U> (0. 3 2 2g. 1. 74mmol) ^HIM 
Bicti£(/^DMF (6ml)4'-r4. I 4 OVK^\^^X KJZ^^'^tCo 

ii^<7)Xd izL-C^ ^) -J^^mi^^mtLX^M^hfitz (0. 3 6 0 gx 6 6%) 
H.tr 2 4 8 "C ; (^SOfit :C, 67. 69;H.5. 22;N. 6. 8I0C23 
H20N2 O3 • H C 1 Ho»/^T<Dimfit :C. 67. 70;H, 5. 18:N> 5 
. 86%) :<yH['H6]-DMS0 10. 75 (1H> br s>NH) ; 
8. 34 (1H> d> J7> 2-H). 8. 19 (^H^ s> S-H)^ 7. 5 
0-:7'. 58 (2H. m> 5-H. 5' -H), 7. 39-7. 49 (2H> t 
, J8, 3"-H, 5"-H). 6. 95-7. 30 (6H.m. 2" -H, 4 
' -H> 6' -H, 2" -H, 4" -H. 6" -H) . 6. 83 (IH. d, J 
8. 5, 3-H)> 4. 02i3j:O^3. 99 (2X3H, 2Xs> 2XOCH3 
) ;m/z (%) 3 7 3 ( 1 0 0 ,M+l*)o 

^mm 3 

4-i^na^yV>(0. llOg, 0. 672mmol)i3J:?/4-7^/ 
^->T-';> (0. 125g. 0. 67 5 mmo 1 ) ^x ¥MB 2 - ^n 

/nV-;u (4ml) 4'-C2. 5 B#MM^?^^7^:o X. ^ K {.T'^hitfc^^!^ 
^ 6 Or:KiS\^^X^m-r^ t. ±^W^h^fc (O. 20 Og^ 8 4%) §11,1^, 
2 1 6 - 2 1 8 "C ; i^mm :C. 71. 21;H, 4. 48;N. 7. 660 
CzxHisNiO-HC! -0. 3 H2 0 l^o v^TiOSm-fiS :C, 71. 20;H> 
5. 0i:N. 7. 91%) ;<5H['H6] -DMSO 14. 69 (IHx v 
br s,HCl).11.01(lHxbr s>NH).8. 87(1H 
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> J9^ 2-H)^ 8. 52 (1H> d. ] 8. 8-H). 7. 98-8. 
19 (2H.m. 5-H. 7-H). 7. 82 (IH. t. J8^ 6-H)^ 7 

. 40-7. 58 (4H^m^ 2' -H^ 6' -H. 3"-H. 5'*-H). 7 

. 0 8 - 7. 2 7 ( 5 H> m^ 3' -H, 5' -H. 2" -H. 4" -H> 5" 

-H), 6. 78 (IH. J8. 3-H) ; m/ z (%) 3 12 ( 1 0 0 ^ 

M*) :i/max (KB T r"^ y c m''- 1614, 1591. 1539 
. 1499> 1450> 1244> 1223o 

6, 7-vp<h^->-4 - (4--7.xy^vT-'jy) mmi^ 

6, 7-->'p{h^v-4-j^nn^yiJ> (o. 150g. 0. 6 7 1mm o 
l)i3ic;*'4-7iy*vT-iJ>(0. 250g. l. SSmmol)^.^ 
MB 2 -:7'n/\V (4 ml) 4"-^ 1 . 5 S#MSH6 ?-i*-;t:o ^<?5 J: 

( 0 . ■ 2 1 0 g , 7 4%) Mf^ 226-229t: (35-^P) ; (HiUHil : C > 6 
5. 35;H, 5. 02;N> 6. SSoCjjHjoNjO^-HCI - 0. 75H 
2 0 tcou^TcoStff'fit :C, 65. 40:H. 5. 37: N> 6. 63%) : d 
H['H6]-DMS0 10. 49(1H. br s,NH).8. 31(1H 
, d. J7. 2-H) > 8. 11 (1H> s> 8-H)> 7. 39-7. 50 ( 
5H, m. 5-H> 2' -H> 6' -H. 3" -H> 5" - H) . 7. 13-7 



25 (3H, m. 2" -H, 4" -H, 6" -H) . 7. 09 (2H> d> J9 
. 3' -Hx 5' -H) . 6. 70 (1H> d> J7. 3-H) . 3. 9 9 ^ J: 
rf3. 97 (2X3H. 2XSs 2X0CH0 ; m/ z (%) 3 7 2 ( 1 0 0 
.M*) ;i/max(KBr7=''f;=^i^)/'cm"' 1603. 1504^ 148 
7>1471,1230o 
jIMfflJ 5 

4- (3 -^'^ v-'W^^vT-V 7) ^J^}yi^m.i^ 
i-^aa^y^)y{0. 280g> 1. 72mmol)i3j:f/3-^>'v>'^ 
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t^^yr^'jy (0. 338g. 1. 72mmol) ^> ^ MB tctJ^v^ 2 - 7*n 
/NV-;u (8ml) 't'-CSBfW^jr^^-i^Tiio 2 - y'^ / - JU-d^ hW^-^^B^t^ 

^mm^M-^^amMm^^^t LX^h^fc (0. 128g^ 18%) ill 
,>S2 3 7 r ; (HiliJIE : C> 6 3. 6 3 ; H. 4 . 3 8 ; N> 6 . 6 3 ; C 1 > 
12. 76oC22Hi8N2 0-l. 5HC1'2H20 oi/> T<7? It#fit : 6 
3. 19:H, 5. 86;N, 6. 70:CU 12. 74%) :<JH['H6] 
-DMSO 10-94(lH>br s.NH).8. 80(1H. d.J9 
. 8-H). 8. 51 (IH. d> J6. 2-H) ^ 7. 97-8. 15 (2H 
^m, 5-H> 7-H), 7. 83 (IH. t. J7. 5. 6-H). 7. 30 
-7. 60 (6H>m. 5' -H^ 5XPhH)s 7. 13-7. 23 (3H. 

2" -H. 4* -H> 6* -H) > 6. 34 (IH, d> J6, 3-H) . 
5. 19 (2H, CH2) ; m/z (%) 3 2 6 ( 9 9 . ) , 9 1 (10 
0)0, 
^jSfflJ 6 

4- (4 vJW:j-4r->T^U y) ^ J yi^Wt^ 

(0. 100g^ 0. Sllmmol) XZTi -^y -J 
;U:t#->T-U y (0. 120g^ 0. 60 3 mmo 1 ) ^mAiZ'^\,>2 - 
-fx2;Aj-)v (4ml) 4'-e3B^M;S:)£?-ii:7^:o ^ O cfc 9 LT^ ^> tL^t ^-feH 

^t'ctJli^Bfetl-C^oTt: (0. 180g. 8 2 %) o -tl5:9-^llfe2 -T'n/N-y - 

)^^i)-h^i^Wnit^^^h. "^-^^^^^mwrnnimh^tz. m,^.2 50-252 

; (*SiKit :C. 72. 47;H. 5. 35; N> 7. 57oC22Hi.NjO 
• HC 1 lCO(/^-C<75Btl^'fit : C. 7 2. 8 2 ; H^ 5 . 2 8 ; N, 7 . 72%) 
;(JH['H«]-DMSO 10. 89(lH^br s>NH)>8. 79( 
1H> d. J9, 8-H) . 8. 49 (IH^ d^ J7^ 2-H) . 7. 99- 
8. 13 (2H^m^ 5-H. 7-H). 7. 80 (1H> t. J7. 5> 6- 
H) , 7. 4 2 - 7. 5 3 (7 H. m> 2' -H, 5' -H. 5XPtiH) . 7 
. 22 (2H. d> J9, 3' -H) 5' -H). 6. 18 (IH. d. J7. 
3-H) . 5. 19 ( 2 H, SsCH2) ; m/ z (%) 326 (26, M*). 



(61) mmW- 10-505600 

235 (100) . 88 (39 ) ; u m a. x {KB v 7.^) Xcm'' 16 
18, 1601s 1543> 1508s 1227o 

4- (4 v;i/;f^->T-'j y) -6, 7 -z^^ h ^-y^^ yj^mm. 

6, 7-->'^h^->-4-i5'nD^y«J>'(0. 500g> 2. 24mmol 
) ioJ:Z/4-^yz/}Ut^'y^y')y (O . 4 5 O g > 2 . 2 6 mm o 1 ) 
¥Jl|MAi::ti£v^ 2 -y^/^v-;^ (10ml) ^X- 4 mmKm^^fctK T L C 

m^-thta^mM'irtfzT^Lfz^ ?f)ic4 -^>v;u:t^->T-'; > (0. 45 
0 g, 2. 2 6 mm o I) '^mmL. M^^^ I mmm^M'm^-^fzo ^<DX 0 

idtz ( 0 . 2 9 0 g . 3 1%) 245-248t: {5^m) ; {%mm : c , 

68. 03 ;H. 5. 45 :N. 6. 57oCj4H22N2 0»'HCn^oi/5-C(?D 
tf»ffi : C, 68. 16;H> 5. 48:N> 6. 62%) ;<yH['H6]-D 
MS 0 10. 64 (1H> br s. NH), 8. 30 (IH, d, J6, 2 
-H), 8. 18 (IH, s, 8-H). 7. 30-7. 55 (8H,m, 5- 
H> 

2' -H. 6' -H, 5xPhH) , 7. 18 (2H, d . J9. 5, 3' -H 

> 5' -H). 6. 59 (IH. d> J6. 3-H) . 5. 19 (2H> s, C 
Hz) > 4. OlisJiXfS. 99 (2X3H. 2xs. 2XOCH3) ;m/z ( 
%) 387 (100>M+1*) ; umax {YLB r r -{ :^ ^) / c m'^ 15 

8 0 , 1 2 3 2 o 

5 uu - 2 - [2-^-f-;u-4 - (4-^y'j;i/T^y) ;u] -fv-< 

> K- ;P - 1 , 3 - v:t > ^^^JS 

4_^nn-^-y>j>(0. 380g, 2. 33mmol)*3J:t>'N- (4-r 
5 y - 2 - ^ Jl'-7 Ji-;v) - 4 - ^ nu -7 <K(0.668g,2. 3 

3 mm o 1 ) =2r> ¥WIB IctJ&t^ 2 - y'a/-^y - ;u (1 6ml) 't'-C 6 BtMSEC? 



(62) 10-505600 

i^b, ^ n n.-^;UA/^p< y (9 : 1) X-mW-T^t. ^^mtm-^^mmt 

Lx^-h^fz. m.'^.z 7 8V; i^mm :c. 64. 20; H^ 4. 00; N^ 

9. 1 lo C2.H16N3O2C 1 • HC 1 tci/^T^ft^fg : C> 6 4. 0 1 ; H^ 
3. 80;N. 9. 33%) :5H['H6]-DMS0 9. 10 (1H> br 

s> NH) . 8. 55 (IH, d. J5. 5, 2" -H) . 8. 40 (IH, 
ds ] 7 . 5> 8"-H), 7. 88-8. 10 (4H.m> 3-H> 6-H> 
7-H. 5"-H). 7. 75 (1H^ t. J7. 5. 7"-H)s 7. 59 ( 
1H> t. 7. 5> 6"-H) . 7. 30-7. 45 (3H,ra. 3' -H> 5 
• -H. 6' -H) . 7. 14 (IH^ J5. 5. 3" -H) . 2. 15 ( 
3 H> s . C Hj) ; m/ z (%) 414 (100^M+l*)o 

mt&M 9 

5-^nn-2 - [4 - (6. 7 -V ^ h ^Z^- 4 - ^ / )VT ^ ^) - 2-pt 
-jU'] > K-;i/- 1 , 3-v:t>t£^:^ 

4_>^nn-6, 7-->*^h^ y'J^ (0. 300g> 1. 34mmol 
) i3j:a'N- (4-T^ y - 2 -^^JU'7i — ;v) - 4 - na^^J^^l^-r ^ K ( 

0. 4 9 9 g. 1. 7 4mmo I) ^MB D M F (6ml) ^+^-^4. 

5P#M 1 4 0*C{3^(.>-CS:)i£?-fr^Co '^<75J: l:: L-C^^tJfiS'fe@#t)c!^<J: L 
T# ^tL?^: (0. 185g> 27%) iil!,'^. 2 9 5 ; {^MM : C > 6 0. 6 7 

;H, 4. 06;N^ 8. 12oC2«H2oNj04C1 -1. IHCl tcv^-Cc7>tt 

#fit :c. 60. 70;Hx a. 92; N^ 8. 17%) ;(yH ['Hb] -dm 

so 10. 54 (IH, br s, NH) . 8. 29 (1H> dx J5. 5. 
2" -H) > 7. 88-8. 15 (4H> 3-E. 7-H. 8" - 

H) . 7. 4 0 - 7. 5 2 (4 H. 3' -H^ 5' -H. 6' -Hs 5" - 
H). 6. 93 (IHx d. J5. 5. 3" -K) . 4. 0 7^5X^4. 04 ( 
2X3H> 2Xs^ 2X0CH0> 2. 24 (3Hs s. CHj) ; m/ z (% 
) 4 7 3 ( 1 0 0. M*) o 

^mm 1 0 

4- (4 - v;i^^^vT-=-'J /) - 2 -y ') >tSMiS*3 i cj^'^^i^ 



C63) 



^m.^ 10-505600 



4 - ^ XJXJ^i-jU^jy (4 nn- 2 >; >) (Aldrich) (q 
. 360g> 2. 0 3mmo \) iS3j:Xf4 -'^y-J)l':t^z/T~V y (0 . 49 
7 g. 2 . 4 9 mm o 1 ) ^^ ^MB IctJ&v^ 2 -7'^/^•y (20ml) 

(0. 738g> 94%) > ^tL{± 2 7 0 'CtJ.±i-i3i/^T:9^L7t ; (^M 
:C, 71. 10;Hs 5. 49;Ns 7. I60C23 H20N2 0 • HC 1 -0 
. 6 H: 0 Hoi/>TC0im'fit :C, 71. 25:H. 5. 77;N. 7. 23% 
);^H['H6]-DMS0 10. 57(lH>br s>NH),8. 70 
(IH^ d. J9. 8-H)s 8. 03 (IH. ds J9^ 5-H)^ 7. 98 
(1 

H> t> J8. 5, 7-H). 7. 74 (IH. t. J8. 5. 6-H)^ 7. 
49.;(2H> d^ J8> 2' -H. 6' -H). 7. 30-7. 46 (5H, m 
, 5XPhH) > 7. 20 (2H, d. J9, 3' -H^ 5' - H) . 6. 55 

(IH. s> 3-H) . 5. 18 (2H. s> CHz) , 2. 59 (3H, s. 
2-CHO ; m/z (%) 340 (25>M*). 249 (100) ; uma x 

(KB r •Tf ;^ iJ') / c m"' 1 6 0 8. 1 5 9 5 , 1 5 5 8. 1 5 0 6 , 1 4 
5 4o 

4 - (4 -^>i^')V:i-^'yT=-') ^) - 2 -pti^}U^y U (0. 6 0 

3g> 1. eOmmoI) ^Mm<D h }l^T ^ > X-^mL/co ^hfi^M'^ 

/zo -Mtc L7t«fflai7i^^^^L (Mgso*) , m^-^m-t^t. ^n^m<r> 
mmm.m-^^n'&mi^m^tLx'i^hiifz (0. 530 g, 8o%) ii3i,"^.2io- 

2 1 2t: ; (^ilUffi:: C, 8 1. 0 2 ; h, 5. 8 7 ; N, 8. 1 u C23H20 
Nj Otcov^-C<30fm-lli : C, 8 1. 1 5 ; H, 5 . 9 2 ; N> 8 . 2 3%) ; 
(JHL'Hej-DMSO 8. 60(1H, br s,NH),8. 30(1H 
, d, J9, 8-H)s 7. 75 (IH, d. J 9, 5-H), 7. 61 (IH 
, t> J8> 7-H), 7. 31-7. 50 (5H, m, 6-H, SXPliH) 



C64) mmW- 10-505600 

> 7. 28 (2H> d> J9^ 2* -H. 6' -H) . 7. 08 (2H^ d> J 
9^ 3' -Hs 5' -H), 6. 53 (1H> s> 3-H) ^ 5. 11 (2H. 
s^ CHz) X 2. 39 (3Hs s^ 2-CH3) ;m/z (%) 3 4 0 ( 1 8 > 
M*), 249 (100). 91 ( 22) ] v m 3l x (KB r 7. i> ) c m' 
^ 1 5 8 5 > 1 5 1 0 o 
gIMfflJ 1 1 

4- ( 4 - 7 J. y ^ vT- 'J y ) - 2 -p< ^Jtam^S ' 

4 _ ^ n ^^■:^J^->'> ( 4 — n n - 2 - p< ^^u^ y U > ) (Aldrich) (q 

19 Ig. 1. 08mmol)^J;O^4-:7iy^->T — U>(0. 222g. 
1 . 2 0 mm 0 1)$-. ^MB 2 - -fxij-^j-yv (1 0ml) 1 4 ^ 

WSJ^^.^-frTto -<7D J; ^ LT^figtl{iSI'fe@I#;t^i^i LTt#f>tL7^: (0. 34 
1 g V 8 7 %) 2 0 8 - 2 1 0 r ; {%mm. :C. 73. 07:H. 5. 3 
9 : N> 7 . 6 7o His N2 0 • H C 1 Ico v^T<7?tt^fit : C. 7 2. 82 
;H, 5. 28:N. 7. 72%) ['He] -DMSO 10. 68 (1 

H. br s. NH) . 8. 73 (IH. d. J9, 8-H) . 8. 05 (IH 
. d. J8. 5> 5-H), 7. 98 (IH. t. J8, 7-H), 7. 74 ( 
IH. ts J8. 5^ 6-H)s 7. 40-7. 50 ( 4 H>m> 2* -H> 6 
* -H. 3''-H> 5"-H). 7. 14-7. 23 (3H,m, 2"-H, 4 
" -H. 6" -H) . 7. 12 (2H, d> J9. 3' -H^ 5' -H) ^ 6. 
69 (IH. s. 3-H) . 2. 63 (3H. s. 2-CH3) ; m/ z (%) 
326 (100) xM') \ V m Ti {Y.B V T ^ :^ ^) / z m'^ 1599^ 
1 4 8 7 . 1 2 2 1 o 

%mn 1 2 

4- ( 4 -^:y y;i/:t^->T^ U y ) ^:j-y'j>' 

4 - n n^f-y; > (0. 165g. 1. 00 mm o I ) . 4 
^=y-7 -)V (0. 240g. 1. 20 mm o 1 ) ^UmMiJ 'J A (0 . 
1 6 6 g . 1 . 2 0 mm o 1) ^T^^y (5ml) <n^\'^m^\^-^£-b^hX^. 



C55) ^mW- 10-505600 

m^m.. 2 0%- 5 0%) r-m?&-r^t. ^^m'&^m^uMmi^^i^tLx'^^ 
hfifz ( 0 . 2 9 4 g . 9 0%) 1 0 4 - 1 0 6 1: : (^mm : c > 7 6. 

70;H. 4. 95;N, 8. 290C21H16N2 O2 tCov^T(75lt^M : C , 7 

6. 81:H, 4. 91;N> 8. 53%) ; $ U ['He] -DMSO 8. 7 

1 (1H> s. 2-H)> 8. 38 (1H> d, J9. 8-H) . 7. 96-8 
. 08 (2H. m, 5-H, 7 - E) . 7. 79 (IH, t, J7, 6-H). 

7. 50 (2H^ d, J7> 2" -E. 6" -H) > 7. 44 (2H> J7 
. 5. 3"-H> 5''-H). 7. 35 (IH. t, J7. 5. 4"-H)^ 7 
. 28 (2H. d. J10> 2' -H, 6' -H)> 7. 13 (2H, d^ J9 
. 5,:3' -H, 5' -H)^ 5. 15 (2 Us s^CH^) ; m/ z (%) 3 

2 8 .;( 66>M*). 129 (75)> 102 (74)> 91 (100) ] u m 
ax (K B r r'-f c m"^ 1 5 0 8 . 1 4 9 1 . 1 3 8 5 , 1 2 0 3o 

nmm i 3 

4- ( 4 ->';i/:»^->7- u y ) -6, 7 --y^ h ^s^^'j- v; > 

4_^nn-6, 7 - ^ h ^ V* U > (0. 2 2 5 g. 1. OOmmo 

1 ) . 4 - -^>->';i/^#->-7iy - (0. 240g> 1. 20 mm o 1 ) i5 ± 
tJ^RM^ V (0. 160g. 1. 16 mm o 1) ^T-bf^ (10ml) <D 

^>->';u^^->7^y-;w (0. lOOg. O. 5 0 mmo l) is JH/^m^ ') 
^ (0. 075g> 0. 5 4mmo 1 ) ^^SPL^ ig-^tl^? 8 BfWjoi!^ 

i^Tto -> V :?7C7):^7 ^ i=s :J' h 7 -f - tCjSMt. J--?^ JV/^ h n - ;u 

^mm. 2 5%-7 5%) T-Y§siL. ^A\y^x-mmj^i^)\^:d^hnm^B^t^^i> t. 
^^mt'&'^^raMmii^^mtLxmhfifz co. 35 sg, 9i%)i!i!*i7 

6 - 1 7 8 *C ; i^Wm :C> 71. 03;H, 5. 28:N. 7. IUCjs 
Hjo N2 O4 liov^Tc^ft^fiS : C , 71. 12; H, 5. 19; 7. 21% 



(66) ^m^l 0-5 05 60 0 

) ;<5H ['Ha] -DMSO 8. 76 (1H> s> 2-H) . 7. 78 ((l 
H. s^ 8-H)s 7. 69-7. 75 2" -E. 6"-H)^ 7 

. 54-7. 68 (4H^mx 5-H. 3"-H. 4" -E. 5"-H)\ 7. 
4 5 

(2H. d, J 9> 2' -H> 6' - H) . 7. 30 (2H. d. J9. 3' - 
H. 5' -H) . 5. 37 (2H^ s. CH2)> 4. 21*5^:0^4. 19 (2 
X3H, 2XSs 2X0CHj) ; m/ z (%) 388 (92.M*)o 189 ( 
100);vmax(KBr-r>f>?::i')/cm"' 1506. 1381> 123 
4 . 1 2 0 7o 
1 4 

4- [ (4 y h) 7 y ^fV'; > 

4 - Kcr^->-9^^ y - (2. 66g, 21. 08 mm o 1 ) . ^m:^ 
(3. 205g>23. 19mmol)*5J: UM:'f\:^ > v ( 2 . 5ml 
. 3. 60g. 21. 02 mm o 1 ) ^^^J^ffl^T T-b h >fpKmM\^. 3 

ML^to z^V ^ n-^ h ^'"7 y ^ ~i^-i!)^if. S^^^-?^;^/'^ h n - ;i/ ( 

-feJie-^Sl. 5%-10%) -C-mM-t^t. A-^yVy^:)i)\^f!-fVy^J-)Vt^ 

t-C#^tL7t (3. 3 2g. 7 3 %) o -g(5^^-^- ^ ;w 

0 0 - 1 0 2 "C ; (^Wit : C. 7 2. 3 3 ; H. 5 . 5 3o Ci3 Hi2 0 S (CO 
i/^Tcolt^fit :C^ 72. 19; 5. 39%) :^H['He]-DMSO 
9. 42 (IH. br s. 0-H) > 7. 10-7. 28 (7H^ms 3-H 
. 5-Hs 5XPhH)> 6. 69 (2H. d. J9. 2-H^ 6-H). 4. 
02 (2H. s> CH2) : m/z (%)216(43>M*).91 (100) 
;ymax(KBrrVJ^^')/cm"^ 1495> 1257. 8I80 

4 □ n^^v*'; >(0. 166 1. 01 mm 0 1 ) . 4 -^yV)V:^ 
JU^yh^^y-JVCO. 238g. 1. 10 mm o 1 ) ^5 JrO*^^* 'j '5' A ( 



C67) 10-505600 
0. 154g. 1. lOmmol) ^^M^M^T^^T -t h> ( 1 0 m 1 ) 4^ 

. 2 0%- 2 5%) x-mn.-t^t.^mmi)^i^')-^^mi^^mtLxmh^tz 

(0.285g. 82%) o -fR^^^-xJl'/'^ V^-)\^t^hm^BBit'^^h 

t. ^-^^^nWrnit^mtrnhfitz. m^, i 4 s - i 4 9t: ; i^mm : c. 7 

3 . 0 2 ; H, 4. 6 6 ; N, 7 . 9 80 C21 Hx6 N2 0 S K^^^X<Dtfnm \ 
C, 73. 23:H. 4. 68:N. 8. 13%) ;<JH['H6]-DMS08 
. 72 (IH. s> 2-H), 8. 38 (1H> d, J9. 8-H)^ 7. 95 
-8. 09 (2H, m> 5-H, 7-H). 7. 79 (IH. t> J8. 6-H 
), 7. 47 (2H> d, J7> 3' -H> 5" -H) , 7. 22-7. 42 ( 
7Hym> 2' -H, 6' -H) , 5XPhH) . 4. 28 (2H. s. C H2 
) : m/ z (%) 344 (56>M*),91 (100) :wmax (KB.rx 
'f;^^)/cm'' 1 4 8 5 ^ 1 3 7 5o 

1 5 

4- [ (4 ;u;j7y h) ^j^y^v-] -6, 7 -->v h^->^f-v^'; 
y_ 

4 _^ u n - 6, 7 -->'^ h >(0. 225g^ 1. 00 mm o 

1 ) , 4 -^y 'J)V:^ V y X.J ~)V (0. 240g, 1. 11 mm 0 1 ) 

id^rfmM-ti')^-i^{Q. 152gsl. 1 0 mm o 1 ) ^^^iTH^Tl^T-tr 
Vy (10ml) ^xmW\^. ^ftl e^WiD^M-^^^T^Co t 1 c {i?^^Ti> 
^f-V')y^XXfyx.y-)V(Dii!>%m'S.'kmLtz<DX. ^ h^^skWi* ') ■i>^ (0 
. 0 4g^ 0. 3 0 mm o 1 ) *^JD rl-^t/^? 7 ^WM3S3ft?-^7t: 



C68) l^mW- 10-505600 

h D-ji. (mmm. 7 5%- 90%) x-mm-r^t. ^^m-^' 
&^mm±^jt\^xmhtifz (o. 334g. 83%) o mmj^^)\y-A^hw^^^B 
-ft? « t . &'&^^BS.m^^mi)mhnfc. st,-^, 1 2 5 - 1 2 7 *c ; (nmm 

: C. 68. 09;Hs 4. 86;N> 6. 9O0C23H20N2O3S tcov^TcO 

im-fit :C> 68. 30;h, 4. 98;n. 6. 93%) ;(yH['H6]-D 

MSO 8. 55 (IH, s> 2-H). 7. 54 (IH, s. 8-H). 7. 
46 (2Hs d. J9^ 3" -H^ 5' -H) ^ 7. 20-7. 40 (8H^ m 
. 5-H. 2' -H. 6' -H> 5XPhH) , 4. 27 (2H. s> CH2) 
. 3. 98i3J:a'4. GO (2X3H. 2Xs, 2X0CH0 : m/ z (%) 
404 (20. M*). 91 (100) l v m 3l x {Y^^ v T ^ 7.^) / zm'^ 

1500> 1418> 1337. 1232. 1213o 

%W\ 1 6 

4 -t; Kn^->^^7 (0. 66 g. 5. 23mmol) *T-b>- 

h U ( 1 0 m 1 ) ^r^mM-\^tft^(6mm-\^. T-b h - h U (6ml) 4^c?)M 
m^^h LT^iD LTttS-fb^ (III) (0. 85g. 5. 2 4 mm o 1 ) 

h >; h^vK(1.5mU 1. 67g.5. 2 Immo 1 ) ^ftlt 

ggi-f-;u-Cg (2x) fiiffit/co L;t^^r§7g^^^L (MgSO, 

^y-f -tC)5^ft. h n-;w (>fc)gB-^?t. 2 0 %- 5 0 %) -CvtJIi 

-r-Si. If X ( 4 - t Kci^->7 i^JU) v^JV'^ r -r K;6^l>} 1 7 %0 h >; r■f■ 
;^^^' n ^-f t ^ tc, ^e>':J^fe®-liM:^t/.!: LX^htlfz (0 . 7 0 3 gcoig 

z/^)Uyr-( F<Dms 5%(Dm.m) :5H['H6]-DMSO 9. 73( 
2H. s. 2X0H). 7. 29 (4H. d> J9. 2X2-H. 2X6-H) 



(69) Ita^F 10-505600 

X 6. 76 (2H, d. J9x 2X3-H^ 2X5-H). 1. 55-1. 67 
(1. lH^m^ 3XSnCH2)^ 1. 28-1. 39 ( 1. lH^m^ 3X 
S n C C Hz ) s 1. 08-1. 18 (1. lH^m^ 3XSnCH2CH2C_ 
Ez) . 0. 89 (1. 7H> t> J8> 3XCH3) ; m/ z (%) 2 5 0 (7 

2, M*), 125 (100) ;ymax (KBr-r'f^^')/cm"' 332 

3. 1585. 1493> 122 3o 

(4 - t Kn^->¥7i-;i/) ->*-tj- ;i/ 7 r -f K («g<^;5Mt/^-^^-r -S) 
( 0 . 6 8 4 g , I«J 0 . 5 7 g C75 jb7 r 2 . 2 8 mm o 1 ) i3 i 0='^ 

M:^ V-^A (0. 691g, 5. 0 0 mm o I ) ^-^^^H^T l^i T -tr hy^iz 

mm-^^. ms-izio^^^x 1 s^mmnLfzo :^>/^-eM'ft^> v;^ (o. 6m k 

0. 8 6g. 5. 0 4mmol) ^mML . 5 mmtmM-^-^ -t . Z.<D 

* A n-7 S 9 7 -ic:d^tt. h Ji'J^yy^ h^- {^^i-l^m. 10%- 
7 0%) -ev§?t1-^t> tf>^ (4 --^>v;b:^^->7i :=.;u) V ^^- ;P 7 T K :6^' 
e-fell#*^:!^<l: LXUhflfz (0. 936g. 95%) o — fP:^-^ 
hu-)\.-i,-^C^W^^s'it^^^t. a-fe^B^B:6^*#^tt7t:. il4,«^ 9 8 - 1 0 0 t: ; ^ 
H ['Hs] -DMSO 7 . 2 8 - 7. 5 0 ( 1 4 H. m> 2X3-H> 2X5 
-H. lOXPhH) . 7. 02 (4H> d, J9, , 2x2-H^ 2X6-H 
)^ 5. 10 (4H^ s. 2XCH2) ; m/z (%) 4 3 0 (3 3 . M* ) . 9 

1 (100) ; uma. X (KB T 7.:^) y c m'"- 1599. 1493. 1 

2 4 2 . 8 2 7: (^mm : M* 4 3 0. 1 0 6 1 o Cze H22 0 Nj Sztcov^ 
T 

<D$fnM 1430. lOSDo 

•cf^ (4 -^>'->';U':r^v7i-JU) V-9-JI/-7 T-r K (0. 12 9g. 0. 3 
Ommo 1) tmL<mmLfcTUF (3ml) ^-iclf^ fi^i^ ^b^^^ffl^T 



(70) mmW- 1 0-505600 

0^;w^ 0. 6mU 0. 6mmol) ^'Slt^^^ UT-^lin U-^'^^MU 

K7-r K (THF*<75 1. 0^;i/. 0. 6m 1 > 0 . 6 mm o I ) ^-^ilDLv 
-^t/^^rMS-lcisv^-C 1 B^Wt^^^l^L. :^v^T'4 -i)^ nn^:hv''; > (0. 0 9 9 g 
. 0. 6 0 Immo 1) ^MMLfCo ^l-g-i^ ^-^St 1 . 5 B# WjjijS^iM^ft ? ^ 
c7)B#,6r f T-(c t 1 c itm^^-t^ 4 na^^^yij >'^^$;5:< 'ioi^Co ii-^^^ 
^g^Mi-f-;ui ^ tcoMH^SeU. 7K14+i^$ f>J;gtSgJif^JU (X2) 

J:t/DCM (X2) T-ttrntTto -^i^Lfc^mmBim^^-i^L (MgS04) 

-Ki^if^ Sl^i^ju/^ ^ n-;u (>fcj@e-a^> 10%- 2 0%) i?v§^-r-i> t 
> liIJl3l?^;tv^tJV7 KtB^i^® (0 . 04 Ig, 3 2 %) , is i C/^Mo 
^figi^^^ 4- (4 -^>'vJi';f^->'7^^Jb^ ;u;?7y h) ^:hv*'; ^T^^'fi-feH^: 
^:>c!^..<h LT^^b ( 0 . 1 9 9 g> 5 8%) 14,*; i 3 2 - 1 3 4 : (ffeiflU-ffi 
:C. 73. 02:H^ 4. 68:Nx 7. 930C21H16N2OS lCol/^T<7) 
im-fiE :C. 73. 23;H. 4. 68; N> 8. 13%) :<yH['H6]-D 
MSO 8. 82 (IH^ s^ 2-H). 8. 24 (IHs d, J8. 5. 8- 
H)> 7. 94-8. 06 (2H>m> 5-H> 7-H)^ 7. 79 (1H> t 
, J8. 5). 7. 58 (2H^ J9^ 2' -H. 6' -H)^ 7. 49 ( 
2H, d. J8^ 2"-H. 6"-H). 7. 42 (2H^ t. J8> 3"-H 
. 5"-H)> 7. 32-7. 39 (IH. 4"-H) ^ 7. 17 (2H, 
J 

9> 3" -H. 5' -H) s 5. 19 (2H. s. CH2) I z (%) 34 
4 (94.M')> 253 (72)^ 129 (67)^ 102 (63). 91 ( 
100) ; vma X {KB X r-i 7.-^) / cm'"- 1485> 1321.124 
4o 

^mn 1 7 

4- (4 -^>vJi/^^v7 h) -6. 7 - N ^ v^:h v; 



C71) If S¥ 10-505600 

y 

tf:^ (4 --N:>'->';u:t^ V7i— ;u) v^f;U7T-1'K (0. 2 15g. 0. 4 
9 9 m 0 1 ) ^itL L;i:T HF (5ml) h^m^W^T 

^^'^mVtz^ V -f"^^ h >; t -:7* h^->TJU^ y K'y-l' K (THFcf CO 1 . 
0^;v. 1. 2ml. 1. 2 mm o 1 ) ^ri^ltf|^:n-LrS5jnL> 
Kid^^^X znmmW\.fzo ^^KT-RF (SmI) i3j:0'4-^nn-6. 7- 
h^i/^-:^:/'; > (0. 2 2 4 g. 0. 9 9 7 mm o 1 ) ^r^lJD L. rl-^i© 
^-^ItS B#WtiD^*i310!t^-^, ^i/^-eMStC;fei/>T-^JftSL/co t 1 c fia^r 

A h t vTJb^ y ^^-r K^^ K (T H Fft'O 1 . 0 0. 5m 

1. 0. Smmol) =Sr'^JllL> ?i'^i^^r^S.{ci3(/^-C 1 . b^mm.W\^fzo 

tjl^S^SS^^Ji' (X2) -eJfimL;to — L;tWliiam7S$r^^L (M g S 0 

■7 1' -iw/6^lt> B^m^^^-'l'/^ h (>fc)gBv§S|, 20%-90%) X-mmL 

, BiT^^fifei^/6^'e-fe^SB^B®@#4^t»i LT#^tL;L- (0. 349g. 86%) U 
,'^, 1 7 5 - 1 7 7 ^; (*S!lfiS :C> 68. 62;H. 4. 89;N. 6. 63 
o C»3 H20N2 Oj S l^iov^TOtt^fit :C> 68. 30;H. 4. 98; 

N, 6. 93%) ; SE ['He] -DMSO 8. 65 (IH. Sx 2-H) , 
7. 3 0 - 7. 5 8 ( 9 H>m. 5-H. 8-H. 2' -H. 6' -H> 5XP 
hH)x 7. 24 (2H> d> J9s 3' -H, 5' -H) . 5. 19 (2H. 
Ss CH2) . 3. 98 (6Hs s. 2XCHjO) ; m/ z (%) 4 0 4 (7 2 
. M') . 313 (46). 91 (100) ] v m a x (.KB v r ^ 7. ^ ) c 
m'" 1508> 1244. 1163o 

nrnm 1 8 

A -^y -J ^'y^y 'J )VT — )V {Q . 214g. 1. OOmmol) 



(72) '^mW- 10-505600 

^ J; i/7j'^mti- h 'J A mm±<7^ e o % o. o 4 4^ mo. 026 

gcTDNaH^ 1. 1 mmo 1 ) '^r^^^H^TiCif L LTtTH F ( 1 0 m 

1) ^S.tci3v^Tl. 5B#MJi^i^L;to i-^uu^-j-y^) y ( 

0. 1 8 1 g> 1. 1 Ommo 1 ) ^«L> ii'^tJ'JrSBtMiD^M^iiTtro 
T L C (i'^v-yjUT Jl^rJ- Jl^/i^'S /i#^-r^ ^ i: Lt^ict^T. ? fbt-7lc^<ti- 
h'J-^i^ (0. 020g^*t0. 012gc7DNaH. 0. 5 mm o I ) *^JnL 

hVyy ^ -K-i^if. h n - ;b ('£)@evtf5S, l O %- 2 5 %) "C 

■mmL. ^m.mt^^^hiirz (o. i s o g. 5 3%) o -^^^mmj^^^i^^^h 

fiS:C. 77. 40;H, 5. 39:N. 7. 97oCi2Hi8N2 Oj i::oviT(75 

smfit; c. 77. i9:Hv 5. 3o:n. 8. 18%) ;5H['H6]-d 

MSQ '7. 81 (IH. s. 2-H). 8. 16 (1H> d. J8. 8-H) 
. 7. 82-8. 00 (2H^m> 5-H^ 7-H). 7. 68 (1H> t> J 
7. 5, 6-H) , 7. 2 5 - 7. 5 5 ( 7 H. m. 2' -R. 6' -H, 5X 
P h H) , 

7. 05 (2H. d> J9> 3* -H> 5' -H) . 5. 59 (2H. s. Qu 
inOCHa) ^ 5. 12 (2H, Ss PhCH2 0) ; m/ z (%) 3 4 2 (6 

8, M*). 197 (76) > 91 (100) ; vmax (KB r 7. -f^) X 
cm'" 1572. 1495. 1414. 1346. 1240. 1232o 

^H&M 1 9 

4- (4 -^yz/)ut^-y^y-y)v^^z/) -6, 7 --yp< > 

4 -^y ■yjUt^>'^y-J)i^T (0 . l 2 9 g. O. 6 0mmol) 

isXVjK^iti- h') 'yj'^' {m&±<D6 0%»Wim. O. 024g.*<]0. 014 
g(75NaH. 0. 6mmo 1) ^MS^H^Tt^ff L < ^® L/c T H F (5ml 
) ^Kmm^^. m.iMLKio\y^X 4 51d-mmWLfzo 4 -i^aa- & , 7-vXh 
^v^t-V; y (0. 112g. 0. 498 mmol) ^r^iPL. rS#tl^2 2 - 



(73) mmW- 10-505600 

$ fbtCTK^-fb-t h'j-^^ (0. 020g.*^0. 012g<^NaHs 0. 5 
mm 0 1 ) ^-milL. m.M.Ki5\,^X$ 4 8 mmWlW Lfzo SfGig-a-tJ^^^^ 

■mm. 2 0%- 8 0 96) x-mmL. ±m!^i}^}dy^^^^BMm^t^!^tLx^h 

^fz ( 0 . 1 7 6 g , 8 8%) m.^. 1 4 7 - 1 4 8 t: ; (mwm : C . 7 1. 6 
5;H> 5. 58;N^ 6. 95o C J4 Hs: Icov^T <7)|t^fiS : C. 7 1 

. 63:H, 5. 51;N. 6. 96%) ;<yH['Hs]-DMSO 8. 65 

(IH, s> 2-H) . 7. 2 9 - 7. 5 2 ( 9.H. m, 5-H> 8-H. 2' 
-H> 6' -H> 5XPhH) > 7. 05 ( 2 H, d. J9. 3* -H. 5' - 
H), 5. 58 (2H. s.QuinOCHi). 5. 13 (2H> s, PhC 
HjO).. 3. 95isXXf3. 89 (2X3H, 2XSs 2XCH3O) ; m/ z 

(%).:402 (68, M*), 91 (100) :>/max (KBrr'^J^^')/ 

c 

1508>1425,1242o 

^mm 2 0 

6, 7-->-^^^y-4- (4 - -7^ y ^->^>i;;uT ^ y ) ^f-vuv 

*^<b'; ATJi^^ -7 A (0. 080g> 2. lOmmol) 
7";w (2 5ml) l^ti#L^/6^'^^^#H^Tlc/i<^LTo^JpL7i:o ^<7?J5^fe!l 
r^?S^^J</7K^-C?^*P 4 -y ^-y^y^- h ^) )]y (Ap^n) (0. 20g 
, 1. 0 2mmol) ^^mL/Zo —^mWL. mi^^^mUK-^S-LfZo TL 
C (iilTC/isfec: fj'SDi^o^v:^ t ^^L;tco-r. S-^l^^ 2 B#Mi)D^jl-^?-tts :^ 
^^-eSc<^L?to ii'a-!^=g:^--r;U-e#|Rt, xtP^^-^Tto S|-fev#?g*T'* ^7"- 
m^^tzo ^ti'tB^ ^ y - -i^xi^m-rib t . 4-y^y^zy^yy^)\yT^yi}'^!R 

^mmkmt LX:Amy) (o. 1 7 5 g. s e %) . itL(±;F^5e-r^o7tco-c 

#'r*-^5E-t*§'^75^o7i: ; m/z (%) 1 9 9 ( 8 2\ M- 1 ') \ 18 3 (9 2 



C74) mmw- 10-505600 

) ^ 7 7 ( 1 0 0 ) o zco&ji^^K^XLx. '^<Dj:m<^^^^^xwm-rhfzi^<7y± 

4_^nn-6, 7 - h^->^:hv*'; > ( 0. 2 0 0 gx 0. 89mmo 
1 ) i5^V^4 -y jl/ ^i^^yz/)VT (O. 2 00g. l. Ol mm 0 1 ) 
(y-^yf-^-cm^WLfz) mm^m^T ^ ^ y ~ )U (3 0ml) ft^T-^HIIA 

jujatb-^^ig^L (Mgso*) > -i^mrht. wm-^m^^mrnhfitco -> 

V :^coiJ y XJ-^ h ^ —iz-^^iif^ :^ y — )Vy ^ u u lis )U A (5%) T 

y^mr^t. ^m.m<^m?&i:s.£-Amn'&m^Vi^tLmhn.fz (o. 07 og 

U - A-fea-fim^i: LTffibtLfc (0 . 0 7 0 g, 1 8 %) 14,ir, 2 

5 0 - 2 5 0 ; dliiy-fit :C. 64. 51:H. 5. 24:N, 9. 72oC 
23H2iNj03-HC1 -0. 2 H2 O ^wOV^Tc7)ft#'(l : C, 6 4 . 6 2 ; H. 

5. 28:N> 9. 72%) I 3 n C Ke] -DMSO 10. 59 (1H> b 
r t, J5. 5> NH). 8. 78 (IH. s. 2-H) , 8. 16 (IH, 
s, 8-H). 7. 45 (2H. d. J 9. 2' -H. 6' -H) , 7. 38 ( 
2H. t. J9^ 3"-H. 5"-H)^ 7. 32 (1H^ s> 5-H)> 7. 
12 (1H> J8. 4"-H). 6. 98 (4H. d> J9^ 3' -H, 5 
' -H, 2"-H> 6"-H) > 4. 91 (2H. d> ] 7 . QuinNHCFI 
l) . 3. 99 (6H. s. 2XCH30) ; mX z (%) 3 8 7 ( 1 0 0) ; u 
max (K B r -f-f J^;^') /c m'^ 1 6 3 4 > 1 5 9 1 . 1 5 7 8 . 1508 
. 1489. 1244o 

2 1 

6, 7 --yp< h ^v- 4 - ( 3 - 7^ y ^'>7- 'J 7) ^± V'J >JfcI.igj£ 
4_^na-6. 7->''^h^ fv* ';>(0. 090g;0. 40 mm o 

1) ^XXf3-y^y^lyT=-')y (O. 074g; O. 40mmol) ^. ^ 
MB 1::^a£v> 2 - yn/N-y (3ml) ^X' & ^ ^mWiJ^^ ^tzo Z-COX^Kl. 



(75) l^mW- 10-505600 

V - ^'^y') Xj^ tLX^hiitc (0. 15 1g^ 9 2%) it* 
253-255TC; (S^ilO-fit :C^ 63. 99;H. 4. 88;N^ 10. 08 
oCzjHisNjOs-HCI-O. 25H2O tcov^TOfmiit : Cs 6 3. 77 

;h, 4. 95;N^ 10. 14) :tic 0^i?^^;i/) R f 0 . 0 . 27; 

<yH['H6]-DMS0 11. 26(1H. br s,NH).8. 80(1 
Hs s, 2-H). 8. 30 (IH. s. 8-H). 7. 31-7. 61 (7H 
. m> 5-H> 2' -H. 5' -H> 6' -H> 3" -H. 4" -H^ 5" -H 
). 7. 17 (IH. t, J7> 4"-H). 7. 09 (2H. d. J9> 2" 
-H, 6''-H). 4. 04i3J:y^3. 98 (2X3H, 2xs, 2xOCHj 
) ; m/ z 

(%) 3 7 4 ( 1 0 0 . M+ 1 o 

nmm 2 2 

4 - j(-7 j^y^->T-'j y) ^±v^^;>^£^^^ 

4-i:/nn::^-:hV*'J>' (0. lOg, 0. 6 1mmol) i^^ty 
->r-';> (0. 14g. 0. 73mmol)'^s ^/liBtw^j&v^ 2 -'T'n/NV - 
;w (15ml) 1 5^M;g:^S?-^7^:o C:<?5 J: L-C^^jtt/c??^ 'J - A J| 

-fes#t'c!^(i4 - (^^y ^v'T-v y ) >±sm^-e^o7t (0. 18 

g , 8 4%) iil!.^. 275-277^; (SliUm :C. 68. 26;H, 4. 56 
; N> 11. 8 4o C20 Hi.Nj O • HC 1 • 0. 1 KzOK^\^^x<7:>nnM : C 
, 68. 32;H, 4. 64;N, 11. 95%) ;(yH['H6]-DMS0 
11. 75 (IH. br s,NH)> 9. 01 (1H> d^ J9> 8-H). 
8. 95 (IHx s> 2-H)x 8. 19 (1H> J9. 6-H)^ 8. 0 
8 (IH. d. J9. 5-H). 7. 93 (IH. t. J9. 7-H). 7. 8 

5 (2H. d> J9^ 2' -Hs 6' -H)> 7. 50 (2H^ t> J9^ 3" 
-H> 5"-H). 7. 26 (IH. t. J9, 4''-H) . 7. 21 (2H^ 
d. J9. 3' -H, 5' -H) . 7. 15 (2H, d, J9> 2"-H. 6" 
- H) ; m/z (%) 314 (100. M+1*)^ 248 (100) ; v m a. 
X (KB r ■T'f ;^i5^) /c m"^ 1 6 3 2 . 1 6 4 1 . 1 5 6 6 . 1 5 0 6 . 1 



C76) l^m^ 10-505600 

489>1435,1239xl219o 

mmm 2 3 

6 . 7 - y ^ h ^ -> - 4 - ( 4 - 7 -X y ^ -> T ^ v y ) ^i-w y^mm. 

4 _^nn - 6, h^v^f-VJ y (O. lSOg. 0. 66 8 mm 

ol)*3cl:C/4-7j^y^->T-';>' (0. 185g> 0. 675 mmol) ^ 
, ^JKBt^tJfe'/^ 2 (4ml) 3 b^M^KjS ?-*;to ^<dJ:^i,z 

Ktz. 229-23513 : (^ffliKit :C. 61. 84:H. 5. 0 

2 : 9. 7 So CjiHisNjO^ • HC I • O l^ov^ TOft^-fit : C. 6 
1. 75;H. 5. 18:N. 9. 82%) ;^HC'H6] -DMSO 11. 
37 (IH. br s, NH) , 8. 79 (IH, s> 2 - H) , 8. 32 (1 

H, s>'8-H). 7. 71 (2H, d. J9> 2' -H> 6' -H). 7. 4 
4 (2H. d, J8. 5, 3"-H, 5" -H), 7. 39 (IH. s. 5-H 
). 7. 03-7. 20 (5Hxm,, 3' -H> 5' -H, 2"-H>4"-H 
. 6" -H) . 4. 0\^aXXf3. 99 (2X3H. 2Xs. 2X0CHj) ; 
m/z (%) 373 (95>M*). 372 (100) ;./max (KBrr^^ 
:^^) / c m'"- 1633, 1570. 1 5 14> 1504. 1437. 122 
8o 

^KS^J 2 4 

4- ( 3 ^->T- y ) yMMi^ 

A-i>'^xi^i-V')y {0. lOOg.O. eOSmmoO^cki^'S-^^ 
->';U:t^->T-'; y (O. 120g. O. 602 mmol) ^. ^jilB 2 
-^•n/N-y (4ml) 4^T- 2 b^WS^S $ -^/co ^ c?) i ^ L-C4# <b ti/tiJI-fe 
6 0^lCi3(/^-C^^1--&i. ±EJt!^;i)-'#ibtt7t (0. 183g. 8 4 
%) Bii.i^. 205-207t:; mmm :C, 69. 24;H. S.OIIN. l 

I . 4 4o C21 Hi7 NjO • Hc 1 K-D\,>xm\m.m. : c. 59. 3 2 ; h. 4 

. 99;N. 11. 55%) :^H['H6]-DMS0 11. 63 (1H> b 



(77) 'mmW- 10-505600 

r s> NH) ^ 8. 89-8. 99 (2H>m> 2-H> 8-H) ^ 8. 14 
(1H^ tv J8. 7-H)v 8. 00 (1H> d. J8. 5. 5-H)^ 7. 
89 (1H> t^ J8> 6-H) . 7. 30-7. 54 (8H^ m. 2' -H^ 
5' -H> 6' -H> 5XPhH) . 7, 01 (IH. dt> J9. 2. 4* - 
H) , 5. 19 (2H. s, CHO ; m/ z (%) 3 2 8 ( 1 0 0 . M + 1*) 
: ; ymax (KBrX'f;^i5') /cm'' 1632. 1562, 1373o 

^Mg!) 2 5 

4- (4 -^>->'Ji/;^^->T- V y ) ^:M/U>-jS^jS 

4 - ^ u u^i-y'^) y (0. 500g. 3. OOmmol) XZf4 -^yj 
;U:i-^vT- V > ( 0 . 6 0 0 g , 3 . 0 mm o I ) #JIISA 2 -"T'n 

yN°y ( l O m 1 ) ^''C 1 B#MK^5 ^-^/Co ^<75 i ^ LTli ^tL7t:^'fe@'f$: 
t^ti^lfifefiKi^-e^-QT!:: (0. 8 5 0 g, 7 5 %) o -fB^-^Hfe 2 - ^n/sv - ;u 

^-fe^B^aSs^^^i^yi^^iJ^nTt, iii,^2 0 0 - 2 0 3 t: 

; {^mim :C. 66. 32:H> 4. 94, -N. 10. 77oC2iHwNjO 
• H C 1 -0. 9 H2 Oi:iov%T<75lt^'fit :C. 66. 36; H. 5. 25:N 
. 11. 06%) ; SH ['He] -DMSO 11. 59 (IH. br s, N 
H)> 8. 80-8. 90 (2H, m> 2-H. 8-H)> 8. 12 (IH. t 
> J8> 7-H). 7. 82-7. 99 (2H. m> 5-H. 6-H). 7. 6 
6 (2H. d. J9. 2' -H. 6' -H) . 7. 30-7. 55 (5H>m^ 
5xPhH). 7. 16 (2H. d. J9. 3' -H. 5' -H). 5. 19 ( 
2 H. s > C Hi) ; m/' z (%) 328 (lOO.M+1*) ; >/max (KB 
rr'^'7.^)/cm'' 1632, 1612. 1564. 1510. 1375o 
2 6 

4- (4 -^>y;t^;j-^->T.^V y) -6> 7 - yy h ^->^:^y•'J >-^^MJ^ 

4 _^ o n - 6, 7 - ^^>'^:^V*'; > (0. 710g. 3. 16mmo 
1 ) is X If 4 - iy ^'^T - V y (1 . 1 0 g. 5 . 5 2 mm o 1 ) ^. 
¥lllMBtc^fev^ 2 -■7•^/^v (25ml) 't'-C 1 5 5i-mKJB^ "^tzo ClOJ: 9 



(78) ^mW- 10-5056 0.0 

hflfz (1. 32g^ 97%) 253-255'C; (Sfezlijfjt : C ^ 6 4 
. 10:H> 5. 21 ;N. 9. 53oC23H2iN3 03-HCl - 0. 4H2O 
K^\^^X<ntmm : C. 64. 08; H> 5. 33;. N^ 9. 75%) I d H [ 

HsJ-DMSO 11.43(lH>br s,NH),8. 79(1H. s 
> 2-H)> 8. 41 (1H> s, 8-H)> 7. 68 (2H. d, J9> 2* 
-H, 6' -H)> 7. 38-7. 58 (6H. m. 5-H. 5XPhH) , 7 
. 19 (2H, d. J 9s 3' -H> 5' -H) . 5. 23 (2H. s. PhC 
H2) . 4. 09i3<J;z^4. 07 (2X3Hs 2XSs 2XOCH3) ;m/z ( 
%) 387 (85, M*). 296 (100), 91 (100) I^max (K 
B r ■T-r ^i^) /c m"' 1 6 3 2. 1 5 7 2 > 1512> 1 4 3 5 , 1234 

o 

glJSgll 2 7 

4- (4 ---<>'->';u:j-^->T- V y) -6, 7 -->'^ •^;u^i-v^'j 

6 . 7 - i/^ - 4 - ^ □ n V'l; > ( 0 . 2 0 0 g , 1 . 0 4 mm o 1 
) i^XXfA --?>->'JU^^->T-'; > (2. 0 0 g, 1 . 0 Ommo 1 ) ^, # 
MB tctJfei/^ 2 -T'n/N-y-;!. (5ml) ^''C 5 ^MR^t ?-<i/co C: J: ^ L T 

tz {0. 3 5 5 > 8 9%) ; (*j«ljfit :C, 68. 9i;H, 5. 5l;N> 1 
0. 2 3o C.J HiiNjO • HC 1 • 0. 5 H2 0 tcoi/^ TcT^lt^'fit : C, 5 8. 
91;H, 5. 78;N> 10. 48%) ;<5H['H6]-DMS0 11. 5 
6 (1H> br s, NH), 8. 80^c):?/8. 77 (2XlHx 2Xs, 2 
-HiSiD'-S-H) , 7. 74 (IH, s, 5-H) , 7. 68 (2H, d, J 
10, 2' -H, 6' -H), 7. 30-7. 51 (5H, m, 5XPhH) , 
7. 12 (2H, d, JIO, 3' -H, 5' -H), 5. 18 (2H, s, P 
hCHi) , 2. ^QisXXfZ. 49 (2X3H, 2Xs, 2XCH3) : m/ z 
(%) 356 (100, M+1*) \ vmzx {KB x r -i :^ ■>) / c m'^ 1 
616, 1568, 1510, 1439, 1373, 1244o 



(79) ■^mW- 10-50560 0 

^MM 2 8 

6, 7 -yp<-9^;i^- 4 - (4 -7 j^y ^->T^'; y) ^yj^i^m-i^ 

4-^nn-6, 7-->'y-f-;W^:hV';>(0. 150g^ 0. 78mmol 
) i3j:?/4--7iy^vT-';> (0. 150g. 0. 81 mm 0 1 ) ^IM 
B l^tJ£v> 2 -yn^NV (6ml) ^-CRm^^fzo ^^^Hn'&m^^!^ t 
L-C# ^^Tt: (0. 240g, 81%) Wl.^. 231-232t:; (^M : C > 
69. 18 ;H, 5. 20;N> 11. 04oCj2Hi9NjO-HC1 - 0. 2 
H: 0 t;oi/^T<7>ftff'(ift : C. 6 9. 2 7 : H. 5. 39 ;N, 11. 0 4%) 
: $E CEe] -DMSO 11. 52 (IH, b> NH) , 8. 85 (IH. 
s. 2-H). 8. 77 (1H> s. 5-H), 7. 74 (3H, m. 
2' -H, 6* -H) . 7. 40 (2H. t. 2 X P h - H ) . 7. 23-7. 
02 (5H, m, 3' -H. 5' -H, 3XPh-H) :m/z (%) 342 ( 
M+1*) :>/max (KBr7''f^^')/cm"' 1639^ I6I60 

%mm 2 9 

4- (4 ---^^ vJW:j-4^->T-'; y) - 5 -J>t h ^->^^Vi; 

4_^nn-5-^h^->^-:^y*V> (0. 200g. 1. 03 mm o 1 ) i3 
J:?/4 -^>vJU:4-^vT-i; > (2 . 2 0 g, 1. 1 Ommo 1 ) ^JliB 
t'^v^ 2 -•T'nyN-y (6ml) '^'-ei b 5^mm.]l-^'^tzo ^^OJ: 9 H tT4: 
gg:t;{ill'feigB^HK@#^^^i: ( 0. 3 5 0 g^ 8 3 %) S!li->ir. 1 6 1 

- 1 6 5 "C ; (*r|im :C> 64. 45;H. 5. 23;N> 10. 25oC:2 
Hi9 N3 Oj • H C 1 • 0 . 9 H2 Otcov^-CcT^tt^-fit : C> 6 4 . 4 3 ; H. 5 
. 36;N^ 10. 25%) ;«yH['H6]-DMS0 10. 89 (1H> s 
xNH) > 8. 74 (IH. s> 2-H) x 8. 01 (1H^ s> 8-H) ^ 7 
. 3 0 - 7. 6 0 (9 H^ m. 6-H, 7-H^ 2' -H> 6' -H. 5xPh 
H)s 7. 12 (2Hx d^ J9x 3' -H^ 5' -H)^ 5. 19 (2H^ 

s, CH2) > 4. 13 (3H> s> OCH3) ; m/ z(%) 357 (18,M 
') , 266 (100) ; i/max (KBrr^-f^'^i^) /cm"' 1626, 1 
5 0 60 



C80) i^mW- 10-505600 

^ jtEfnl 3 0 

4- (4 -^>->';i^;f^v7^'; y) - 6 h ^->^:^v''; 

4_^nn-6-yh^->^i-V*V>(0. 100g> 0. 5 14moi);fe 
J:?/4 -^>v;u*^->T^'; >- (0 . 1 0 0 g. 0 . 5 0 2mm 0 1 ) ^^ ^ 
MB 2 -yn/N-y-JU (5ml) ffC 1 5 ^mKB^'ttzo Z(DX oKL 

T^fig!^fi:»'feEI#:^^tlfc LT#<btL/c (0. 197g. 9 9 %, 2 3 8 - 
2 4 1 *C ; (^iaiKiS :C> 66. 93;H, 5. 05:N> 10. 6O0C22H 
isNiOz • HC 1 lCo\/iTc7)ft#'fjfi :C. 67. 09;H> 5. 12;N, 10 
. 67%) ; S E VRo] -DMSO 11. 56 (IH. br s\ NH) . 
8. 75 (IH. s. 2-H). 8. 39 (IH. s. 5-H)^ 7. 94 (1 
H. d^ J9. 8-H), 7. 71 (1H^ d> J9> 7-H), 7. 68 (2 
H> d, J9. 2* -H. 6' -H), 7. 30-7. 52 (5Hsm. 5XP 
hH)> 7. 14 (2H. d. J9. 3' -H. 5' -H) > 5. 19 (2H> 
s, OE2) > 4. 01 (3H, s, OCH3) : m/z (%) 3 5 7 (2 6 , M 
') . 266 (100) : u mux (KBrr^-f^i^) /cm'' 1 5 60o 
jl%^J3 1 

6-T-fch^->-4- (4 -^>y;U:t-^->T- 'J y ) ^ ^ U Jtg 

6-T-bh^->- 4 -i^ on^f-v; >(0. 600g^ 2. 7mol)i3J: 
0^4 --i> vJU;4-#->T-'; > (0. 45 Og^ 2. 3 mm o 1 ) ^MB 
tifev> 2 -:7'n^N-y-;b (2 5ml) ^^^2 0 -^-g> 

h L -Cft ^ Ktz (0. 800g, 84%) 206-209^;: (5lil!l 
fS:C^ 62. 99;H. 5. 06; N> 9. 25oC23Hi9Nj03-HC1 • 

0 . 9 H2 0 \Z'D\,>X (Dt\n^ :Cs 63. 04: H. 5. 01; N^ 9. 58 
%) ;^H ['He] -DMSO 11. 54 (1H> b.NH). 8. 88 (1 
H^ s. 2-H). 8. 76 (IH. s> 5-H)^ 8. 08 (1H^ d^ 8- 
H) > 8. 76 (IH. d, 7-H) > 7. 67 (2H^ d> 2' -H^ 6' - 
H), 7. 53-7. 30 (5H. m. 5XPh-H)> 7. 11 (2H> d> 
3' -H. 5' -H) . 5. 18 (2H. s. C HO . 2. 38 (3H. s. 



C81) l^m^ 10-50560 0 

CHO o 

6-T-th^v-4- (4 -^^vJU'^^-^vT-'; y ) ^i-y'') yi^mi^ (o 

. 3 0 0 g) "^W^WiJ^i^Jl^y h :r.^}UT < y t7Kt<DmK'&mLfZo ^^m^ 
^^L, fg^L (MgS04) , m^T i^-^m-r ^ t . 6-T-feh^->-4- ( 

4 -^>->';i/^^-:/T-'; y ) ^ i-Y yibmrn^^t LX'^hfi (o. 220 

g> 8 0%) . ^^^£"?-nJii±#t4t^^L^i/>Tf$ffl L^tio 
MMM 3 2 

y^y~;i/ (5ml) 4^(73 6 -T-t h^-:/- 4 - (4 -^^v;b;^-^->T-'; 
y) > (0. 025g. 0. 06 4 mm o 1 ) <?5■/#?g^^^ 7K'l47fcK'f^::^ 

hu-t^A'/^TS (iM, sm) ^mtwL. 3 o^mmwLfz 

^^t#?>ti/^ : SU. CKe] -DM S 0 7 . 7 9 ( 1 H> s > 2 -H) ^ 7 . 5 

9 (.2H. d. 2' -H> 6' - H) , 7. 5 0 - 7. 2 9 (5 H. m. 5XP 

h-H) > 7. 03 (IH, d. 8-H) ^ 6. 88 (2H. s^ 3' -H. 5 

• -H) . 6. 78 (IH, s. 5-H) > 6. 60 (IH. d, 7 - H) . 5 

. 0 7 ( 2 Hx s ^ C HO o 

^MM 3 3 

4- (4 -^y-jji^t^z^T~v y) - 7 -y h ^iggj^^t 

4_^nn-7-p<h^v'^i-y*V> (0. 040g> 0. 206mol) is 
J:C/4 JU:t^>^T-'; > (0. 0 5 0 gx 0. 2 5 1 mm o 1 ) ^^ ^ 

JliB^c^^&^,> 2 -y'n/N-y-;!' (3ml) ^X' 2 mmKJ^-'^'^fco c: <75 J; L T 
^^l^itn-^mmkmtLX^hiXfc (O. 070g. 86%) m!^.2 11-2 
1 3*0 ; (^ffllj-fl : C. 66. 94;Hx 5. 15;N> 10. 68o C22H19 
NjOj • HC 1 {lov^TCOimfiS :C^ 67. 09;H^ 5. 12;N. 10. 
67%);5H ['H'']-DMSO 11.45(1H. br s.NH)>8 
. 84 (IHx br s. 8-H)> 8. 78 (IH. Sx 2-H) , 7. 61 
(2H. d. J9, 2' -H> 6' -H) > 7. 30-7. 49 ((7H. m. 



C82) ^mW- 10-505600 

5-H^ 6-H^ 5XPhH) V 7. 11 (2H. d. J9, 3' -H^ 5' - 
H)> 5. 14 (2H. s.CHOv 3. 98 (3H> s. OCHj) ; m/ z 
(%) 358 (26vM+l*) ;i/max (KBr-r''f;^^)//cm'' 16 
3 3 , 1 5 1 0 o 

^(DKB^KW-L. m.mm.<Dm'^ (0. eog. i. 5 2 mm o i ) ^^^mtK 
g s 00 . M^mm-r^ t. m^i^&iimhfi (0 . 5 0 g. 92%) . cti 
mmm 3 4 

4- (4 -^:x->';i/:t^vT-'; - 7 - t: K^^^/^■:^v•^J > 

4- (4 v;u^^vT- >; y ) - 7 -pf h ^ v^:hy*'J > (O. 2 0m 
g> 0 . 5 6 mm 0 1 ) i5 <t 0^-:^ hV^y^^i^yf-tly-h (0. 440g> 5 
. 2mmol) DMF (10ml) 4"-ei40t:i^i3»/^-C4 B^WHiS ? 
o DMF=SrK^B^*L> ^^^^ -> 'J ^^Jt^jkt)^ n > :7 ^ - li^i^tt, 1 : 
1 

(7>|f h rJ'-^ -7 ~lC:^Mt^ 9 I 1 ^ n □ ;i/ A / ^ ^ y - jUT-yg^ L 7t o 

i^^t LX^h^fc (0. 070g> 36%) l!il,'^2 7 5 - 2 7 7 ; (^'M 
fit:C> 66. 32;H, 4. 83;N^ 10. 96oCjiHwN3 02-2H2 
0 tcov^T<75ft#ft : C s 66. 30;Hx 5. 03:N> 11. 05%) ] §■ 
H CUe] -DMSO 11. 61 (IH. b. NH) . 11. 24 (IHx b 
X OH) > 8. 7 1 (IH. Ss 2-H) . 8. 67 (1H^ d, 5-H) ^ 7 
. 58 (2H> d. 2' -K. 6' -H) ^ 7. 52-7. 25 ( 7 m. 5 
-H> 8-H. 5XPh-H) ^ 7. 10 (2H^ d> 3' -H. 5' -H) . 
5. 18 (2H. s, CH2) ;m/z (%) 3 4 4 (M*) ; 1/ m a x (KBr 
X'f^^)/cm'' 3 0 0 7 . 1 6 3 2 o 

^mm 3 5 



CS3) ^mW- 10-505600 

7 - T -t h ^ -y - 4 - ^ u u ^ i-V) y (0. lOOgx 0. 45mol)i3 
j;C»="4 ;u^^5/T-'; y (0. 0 8 0 g^ 0. 4 0mm o 1 ) ^JIM 

B 2 -yn/NV (2 5ml) '^'T'l 0 t . 

^m-t^^^^t LX'^hiltz (0 . 1 0 0 g . 5 9%) m<^.2 1 2 - 2 1 5 t: ; ( 
:C> 65. ll;H, 4. 68;N> 9. 89oC23Hi9N30j-HC 

1- 0.1 Hi 0 t^ov>-Cc7)lt#fiS :C> 65. 20; H> 4. 81: N> 9. 
92%) ; SB. C He] -DMSO 11. 38 (1H> NH) > 8. 87 

(IH. d> 5-H), 8. 80 (IH. 2-H), 7. 21 (IH. s> 
8-H) > 7. 59-7. 59 (SH.mv 6-H> 2' -H> 6' -H) > 7 
. 53-7. 30 (5H^m^ 5XPh-H). 7. 13 (2H> d> 3' -H 
. 5' -H) . 5. 1 6 (2H. s. CHO . 2. 38 (3H. s, CH^) ; 
m 

y z (%) 385 (M*) : vmsi X (KBr7''f>!>i^)/cm'' 1769, 
1634, 1620o 

3 6 

4- (4 -^>-yjU;j-^v7-'; /) -5, 6 -yV h ^->4^:^-■/'J 

4_^nn-5, 6 - ->'^ h ^ + :^ V* U > ( 0. 2 0 0 g, 0. 77mmo 
1 ) ^ cfc vJU^^->T-'; > (0. 220g, 1. Immol) 

2- 7°nyN'y-;u (6ml) ^X-mmzi5\,>X 1 0 ^mKT^t^^^fco 2-7'n/N° 

L (MgS04) , M^rKz^Bfe^tTto v 'J v A n t h iJ''^ 7 - (c 

M4HC 1 xm-mtLtzo ttiM^TZtiitc i i9*<6;2)t. ^fii^t)7i^'if'feS'f*^^i!|& t 
L"C#fbtL (0. 210g, 70%) > ^fiii 1 2 0 rJ':Jl±(c^v^T:9-^L7t ; 
(^SU-fit :C. 64. 13:H, 5. 09;N, 9. 66oC2jH2iN3 03-H 
CI • 0 . 4 Hi OtCoi/^TcOim-fl :C> 64, 08:H. 5. 33;N. 9 



CS4) 't^m.W- 10-505600 

. 75%) ; d H C Ks] -DMSO 10. 93 (1H> b. NH) ^ 8. 7 

0 (1H> s. 2-H)> 7. 96 (IH^ ds 8-H). 7. 75 (1H^ d 
^ 7-H) ^ 7. 64 (2H^ d^ 2' -Hv 6' -H)^ 7. 55-7. 30 

(5H^ ms 5XPh-H) . 7. 10 (2H. d, 3' -Hs 5' -H) > 5 
. 15 (2H. s. CH2). 4. 15 C3H, s. OCHO. 4. 00 (3H 
. s, OCHO ;m/z (%) 3 8 7 (M*) : ymax (KB r 7.^) / 
c m'' 1 6 3 2, 1 6 1 Oo 

%W\ 3 7 

5. 6-v^h^->-4- (4-7juy^->T-'jy) ^^V'J 
4 - ^ n n - 5 , 6 - N^->^:h:/'J > (0. 150g. 0. 51 mm o 

l)i5i:D«'4-7iy^->T-'J>(0. 200g, 1. OmmoD^r, 2- 
7°p/nV-^^ ( 1 0 m 1 ) 4'-eJl-^li^i/^T 1 0^WSJS^-i^;^Co 2-7*n/N'y 

(MgSO*) . vt^Sr*^!^* L/^o '>'J :^<7>:<7^Ai5'n'7 -11^. 

T^#^btt(0. llOg, 58%).c::tL{iioo tliilJiJcisv^-c^ t/^ ; ( 
^SOfiS :C> 63. 74;H^ 4. 83;N> 9. 95oC23Hi9N3 03-HC 

1 • 0 . 2 5 Hi Otcov^T<7)lt^'fit :C^ 63. 77;H, 4. 99; N. 1 
0. 14%) ;<yH ['He] -DMSO 10. 95 (1H> b, NH) . 8. 
75 (IHx s. 2-H)x 7. 97 (IH, d. 8-H) > 7. 73 (3H^ 
m^ 7-H> 2' -H. 6' -H) > 7. 40 (2H. t. 2XPh-H) , 7 
. 2 5 - 7. 0 0 (3 Hsm, 3XPb-H)^ 7. 10 (2H, d, 3" -H 
. 5* -H) , 4. 1 5 (3H> s, OCHO . 4. 05 (3H, s. O C H3 
) ; m/ z (%) 3 7 3 (M*) ; v m a x (K B r -r ) / c m"' 16 

2 4 , 1 6 0 7 o 

3 8 



(85) 

4- (4 -^^^ v;W;t^->T— 'J y) -6 

4-^'nn-6-7;u^nJrfv*U>(0. 180g> 1. 0mmol)i3<t 
{/ 4: -^y z/)Vt^zyT y (0. 18 0gv 0. 9mmol) ^^^]liB^^ 
ti&v> 2 -7'^/^v-;^ (9ml) 'PX-Km-^^tzo ^^S^dUM'^mi^^^ t L^Z 

# ^ ( 0 . 3 0 0 g > 8 7%) mj^. 1 9 2 - 1 9 5 r : (^tiijfii: : c > e 5 

. 42;H> 4. 34:N> 10. 90oC2iHi6FN30-HCl-0. 2 H2 
Oi;oi/^Tcolt^f6 : C. 65. 44:H. 4. 55; 10. 90%) ; 

SH V Kb] -DMSO 11. 41 (IH. b. NH) . 8. 86 (IH. s 
> 2-H)^ 8. 80 (IH^ s. 5-H). 8. 08-7. 96 (2H^m, 
7-H> 8-H), 7. 66 (2H> d. 2* -H. 6' -H) . 7. 53-7 
. 32 (5H>m, 5XPh-H). 7. 15 (2H> d> 3' -H, 5* -H 
) . 5 , 1 6 ( 2 s , C H2) : m/z (%) 3 4 5 (M*) ; v ma x (K 
B r x-r^i^iJ') m'' 1 6 3 9 . I6I60 

^mm 3 9 

6- -7;b^n-4- (4 --7^y y) ^^^/v y^m^ 

4_^nn-6-:7;b^a^^V'U> (0. 175g> 0. 96mmol)i3 
XrJA ^vT-y > (0. 175g, 0. 94mmol) ^, ^WMB 

2 -T'n/N-y-ji. (1 0ml) ^'t'RjS ^ -*;t:o ^SKtl {iJIfeH^t^tl <?: U 
-Cl§^tL;^c (0. 24 Og, 6 9 %) Sfe* 2 0 0 'CJiJl±tc^v^T5^^L;t : 
ilij-fit : C. 6 5. 2 0 ; H> 4. 0 7 ; N^ 11. 3 Oo C20H14FN3O • H 
C 1 tcov^-c<7)tt## :C. 65. 3i:h. 4. ii;N> 11. 43%) ; 
dH ['He] -DM so 11. 72 (IH. b> NH) > 8. 95 (1H> d 
, 5-H). 8. 87 (IHs s^ 2-H). 8. 14-7. 96 (2H. 

7- H. 8-H) > 7. 78 (2H. d. 2' -Ks 6' - H) v 7. 42 (2 
Hv t. 2XPh-H). 7. 22-7. 03 (5H>m> 3' -H^ 5" -H 
. 3 X P h - H) : m/ z (%) 331 (M*) ;vmax (KB r 

/ z m"' 1 6 1 4 o 



10-505600 

-■7 )\^^^ ^i-y yi^mi^ 



C86) 

4- (4 -^yUJ\^t^'yT-') /) -7 

4-^'^^-7-7;^;t^Jf:^y*V>(0. 500g> 2. 7mmol)*3J; 
0^4 ^v'T- V > (0. 520g^ 2. 6 mm o 1 ) ^^ ^liB 

ti&v^ 2 -7°n/NV-;^ (3 0ml) ^-T'l 0 55'MS)S ? -i^t^Co ^fiictKift-feSl^ 

^!^tL,xmhfi/z (0. 3 5 0 g, 3 3%) mj^.l 7 OVlii±\Zii\,^X^mL 
fc : i^mm : C. 6 6. 1 8 ; H. 4 . 5 O : N> l l . 2 5 » Cji Hi6 F N 
J 0 • H C 1 tCoi/^T<7>fft#1it :C. 66. 06;H> 4. 49 :N. 11. 0 
1%) ; S H CKb] -DMSO 11. 39 (IH. b. NH) . 8. 90 ( 
IH, m, 5-H) . 8. 80 (IH, s> 2-H) > 7. 75 ( 1 H. m. 6 
-H). 7. 70 (IHvm^ 8-H). 7. 60 (2H. d. 2' -U. 6' 
-H), 7. 53-7. 32 (5 H>m. 5XPh-H). 7. 12 (2H. d 
. 3' -H, 5' -H)> 5. 14 (2H. s. CH2) ; m/ z 3 4 5 (M') 
^ivrna'x (K B r -r ;^ rJ') / c m'^ 1 6 2 4 > 1 6 0 5o 
^i^M4 1 

7-y)U:^a-4- (4--7jiy^->T-';y) =^±^7oyMMi^ 

4 - ^ n n - 7 -y Ji'^^'a^i-y"') >(0. 230g> l. 26 mm o 1 ) is 
ct?>M -•7:cy ^vT-V > ( 0. 2 3 0 g. 1. 2 4mmo 1 ) ^, ^HiBlc 
^v>2 -rn^N-y-jb (2 0ml) 'i^-e2 O'^m^m^^fco ii^!^ fiH-fe® # 
t^i^i LT^f^tLTt ( 9 0 m g. 19%) Ist,^. 2 0 9 - 2 1 1 0 ; (^M : 
C> 65. 10 ;H, 4. 12; N. 11. 55oC2oHi.FNjO-HCM^ 
oi/^Tcoft^fit :C> 65. 31;H. 4. ii;n, 11. 43%) ;^H[ 
'Ha] -DMSO 11. 32 (IHx NH) , 8. 90 (lH>m> 5- 
H), 8. 83 (iHs s> 2-H). 7. 80-7. 65 (4Hsm. 6-H 
s 8-H. 2' -H. 6' -H) . 7. 42 t. 2 X P h - H) . 7. 

21-7. 02 (5H.m, 3' -H. 5' -H. 3 X P h - H ) ; m/ z 3 3 
1 (M") ;ymax (KBr-f''f^^')/c m"' 1 6 2 60 

nmm4 2 

4- ( 4 --^^ ->'Jl/:t ^->T- 'J 7 ) - 7 - :^ P o ^ :f V U yi^Mi^ 



10-505600 



4, 7 



(87) 



- □ cr ^:^y'ij > ( 0. 3 0 0 g> 



m^W- 10-505600 
1. 5 1mmol);feJ;?/4- 



^->T^ >; > ( 0. 3 0 0 g. 1. Slmmol) ^^^MBict^&v^ 
2 -7'^/^v-;^ (5ml) •t-'C 1 0 :8-M ScS ? -fr Ttio cco i ^ tc LT^^t/fi 
LX^C^iX/c (0. 566g. 93%) il4,tSr 230-233t:; 

(^mm : C> 6 2. 5 3 ; H. 4. 2 5 ; N. 10. 4 3 o C 21 Hw C 1 Nj 
0 • HC 1 -0. 3 0 Icov^rcott^fiS :C> 62. 48; H. 4. 39: 
N. 10. 41%) :<JH['H6]-DMS0 11. 71 (IH^ br s. 
NH), 8. 88 (IH. d, J9. 5-H). 8. 84 (IH^ 2-H) 
, 8. 04 (1H> s. 8-H)> 7. 89 (1H^ d, J9. 6-H). 7. 
64 (2H^ d. J9. 2' -H, 6' -H)^ 7. 30-7. 51 (5H. m 
. 5XPhH) > 7. 13 (2H> d> J9. 3' -H> 5' -H) , 5. 18 

(2 H> s . C H2) : m/ z (%) 361 (56^M')^ 270 (100) : 
1^ m a x: ( K B r -r^-f ;^ i?- ) / c m'^ 1 6 3 2 > 1 6 4 1 , 1 5 6 6 . 1 5 0 
8, 1373> 1248o 

nmm4 3 

4- (4 -^>->';i-:t^->T — V y ) - 5 - ^ n a:^-:^ >jtMiK^§. 

4, 5 -y^J' nn^t-y*'; >(0. 250g> 1. 2 6mmo 1 ) ^ J: - 
^>->'jL'^^v'T-'; > ( 0. 2 5 0 g. 1. 2 5 mm o 1 ) ^MBli^ilv^ 
2-ynyNV-;i/ (12ml) ^X'Km^^tzo ^ <D J: 0 K LX itM-^m 
i^^^t LX^^hitti (0. 250g, 50%) Sk* 1 7 0 - 1 7 3 t; ; (^i|ij 
ftiC, 62. 90 ;H. 4. 20;N. 10. 40oC2iHi6ClN30-H 
C 1 • 0. 1 Ha Otcov^TcOimfiS :C> 63. 04;H> 4. 33; N. 1 
0. 50%) ;^H ['He] -DMSO 10. 53 (IH. b. NH) > 8. 
78 (1H> 2-H)> 7. 98 (1H> t. 7-H). 7. 95-7. 8 
6 (2H. m. 6-H. 8-H) > 7. 60 (2H> d> 2' -H> 6' -H) 
. 7. 50-7. 30 (5H>m. 5XPli-H) , 7. 11 (2H. d> 3' 



CSS) H^mW- 10-505600 

H> 5' -H) , 5. 19 (2H, s. C HO ; z (%) 3 6 1 /3 6 3 
(M*) ; vmax (KB v /cm'" 1626s 1605o 

^MM 4 4 

4 , 5 - v-'iS' ^^^:^y■''J >(0. 200g. 1. OmmoI)^J:a'"4-7 
iy^->T-V>'(0. 200g. 1. Immol)^. ^IIB 2 - 

yNV-jb (6ml) ^X'l s'd-mKjB^^tzo ^^^HM'^mi^^ifk^tLr^h 

^tz (0. 14 4g, 3 7%) > Cttfi 1 4 0 'Ctcisu^T^^^'^L/c ; (^inm : 
C. 61. 40;H, 3. 80; N. 10. 66oC2oHi4NjO-HC1'0 
. 4 Ha Oi;oi/>TcOft»'fit : C> 61. 36: H, 4. 07: N. 10. 73 
o Sn -DMSO 10. 68 (IH. b. N H) . 8. 84 (IH, 

2-H). 8. 01 (2H>m), 7. 91 (IH, d). 7. 70 (2H 
> d. 2' -H. 6' -H). 7. 42 (2Hs t. 2XPh-H) , 7. 22 
-7... 05 (5H>in. 3* -H> 5'. -H> 3XPh-H) : m/ z (%) 3 
46/348 (M+l") : : i^max {KB x T -< 7. ^) / cm"' 1634 
. 1 6 1 0 o 
^■^MA 5 

4 , 6 - v-'i^ an^-^VV > (0. 2 0 0 g> 1 . 0 mm o 1 ) is J: a* 4 - 
>->';U;i-^ vT-V > (0 . 2l0g, 1. 0 mm 0 1 ) ^s ^MB (^IJfev^ 2 - 
(5ml) ^X-KlZ^^^tzo ^ c7) J; ^ t "C^llctJ (i||-fe@#t^#J 
tLX'i^h^tz ( 0 . 3 6 0 g . 9 0%) : (*il!|-fii : C . 6 2. 0 5 : H . 4 
. 24:Ns 10. OSoCziHieClNiO-HCl-O. SH^Of^iov^TcT) 
tmft :Cs 61. 93:Hx 4. 45:Ns 10. 32%) \ S K ['He]- 
DMSO 11. 60 (IHs bxNH)^ 9. 11 (IHs Ss 5-H). 8 



85 (1H> s. 2-H)> 8. 10 (IH. d. 7-H)\ 8. 01 (1H> 
ds 8-H)> 7. 68 (2H. d. 2' -H> 6* -H) , 7. 50-7. 3 



C89) 10-505600 

0 (5H, m. 5xPh-H) > 7. 14 (2H^ d ^ 3' -H^ 5' -H) ^ 
5. 14 (2 H^ s . CHi) ; m/z (%) 3 6 1 / 3 6 3 (M*) o 
^M^}4 6 

6-j^np-4 - (4-7x7^ vT - 'J y) ^:h/'; y^wt^ 

4, 6 -v^' nn#:hv*'J y (0. 150g. 0. 7 5mmo 1 ) i3 J:0'4 - 
Txy ^-yr-V > (O. ISOg^ O. 8 Immo 1 ) ^MB^c^^£v^2 - 
-/ay^y-}\y (5ml) 'PX- 2 ^mSLm^ ^fzo ^^tl fi^-feS^f^^^^t/ i: LTtf 
htltz (0. 205g. 71%) m.^. 2 14-2161:; (^ilfl^ : C . 61. 
40;H. 3. 81:N. 10. 78oC2oHx4C1NjO-HC1-0. 4H2 
OK-Dy^^xcDstm^. : C. 61. 35:H, 4. 07; N> 10. 73%) :s 
H ['H«] -DMSO 11. 45 (IH, d, NH) . 9. 05 (IH. 
5-H). 8. 89 (IH, s, 2-H), 8. 10 (IH^ d, 7-H). 7 
. 98 (1H> d, 8-H)> 7. 79 (2H. d^ 2' -H. 6' -H)> 7 
. 45 (2H. t, 2XPh-H)> 7. 22-7. 00 (5H, m> 3' -H 
> 5' -H, 3XPh-H) ; m/z 348/350 (M+1*) ; umax ( 
KB r r'-Y J^^') / c m'' 1 6 3 2 ^ 1612o 

^mm 4 7 

4- (4 -^>v;U;j-^->T- V y) - 6, 7 -~J^ nxn:3ri-VV y^M^ 
4, 6, 7-^'J^D^#■:^v*•;> (0. 070g. 0. 30mmol)i3j: 
-^>'Jjv^^i^T=-') y {0 . llOg, 0. 5 5mmo I ) #)liB 
tctJfev^ 2 -yn/NV (5ml) 5 ^B-MRtS ? -*7to 2 - 7"^/^V - 

# ^ tL;t (0. 080gx 62%) m.^. 237-238*C; (^Mffi ; C ^ 5 7 



70;H> 3. 55 ;N. 9. 54oC2iHisCl2N3 0- HCl - 0. 25H 
2 0 t^ov>TOtt#-fit :C> 57. 68;H> 3. 80;N, 9. 61%) ;<5 
H ['He] -DMSO 11. 08 (1H^ NH) . 9. 10 (IH. s) 
. 8. 77 (IH. s). 8. 10 (IH. s)v 7. 68 (2H. d. 2' - 



C90) 10-505600 

H. 6' -H)> 7. 50-7. 30 (5H>m. 5XPli-H)x 7. 12 ( 
2H. d. 3' -Es 5' -H) > 5.19 (2H. s. CH:) ; m/z 3 9 
5/397/399 (M*) ;i/max(KBrX'fy!>^')/'cm"' 1630 
, 1 6 0 5 o 
%mM4 8 

4- (4 -^^ v->U^^'>T- V y ) - 6 -rn^^:h W yj^^j^ 

4_^nn_g_-/o^^-^y>,;^(Q_ 250gx 1. 0ramol)*3j:0' 
4 ^^^vJU^^vr-'; > ( 0. 2 5 0 g, 1. 3 mm o 1 ) 2 -yn/NV 
(6ml) ^'icig^L. 1 0 ^Wj]a^S-ait?-&7t:o ^cT^vg-^^^St^Sl?^ L 

.^^WM'&m^^^tLXmhKfziO. 3 9 0 g> 88%) ; (^inm : 
C. 56. 38;Hx 3. 8 2 9. 24oC2iHieNjO-HCl-0. 

2 5 Hj 0 ICOv^TcDff-^^ :C> 56. 39:H. 3. 94:N. 9. 40% 
) :<SH Ck.] -DMSO 11. 60 (IH. b> NH) > 9. 21 (IH 
. s. 5-H) , 8. 86 (1H> s> 2-H) . 8. 20 (1H> d> 7-H 
) . 7. 9/0 (IH, 8-H).. 7. 65 (2H. d> 2' -H^ 6-H) 
. 7. 50-7. 25 (5H> m> Ph-H) . 7. 10 (2H. d . 3' -H 
. 5'-H)^5. 15(2H. s^CH2) ; m/ z 4 0 5/4 0 7 (M*) „ 
^mM4 9 

6--7>n^-4 - (4-7i^y^->T-')y) ^-r^y^V >iM.mi^ 
6 -yvj^- 4:-^uu^±y^)y {0 , I50g. 0. 62mmol)*3j; 

- y ^y^-^T-V y (O. l 5 O g^ 0. 8 Immo 1 ) ^r. ^MBKU 
2 -7*^/^v (6ml) 2 -^Tto ^^^liM^mi^^^^ t 

LXmhilfc (0. 1 3 0 g ^ 4 9 %) ; (*M IC^ 54. 85;Hx 3. 
45; N. 9. 580C20 Hi4 Nj O - HC 1 • 0 . 5 H2 O ICo v^T<30|t#fiS : 
Cx 54. 88;H> 3. 68;N. 9. 60%) ;^H['H6]-DMS0 
11. 59 (IH. d.NH). 9. 21 (IH. s> 5-H), 8. 88 (1 
H, s. 2-H). 8. 20 (1H> d. 7-H) , 7. 92 (IH, d. 8- 
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H)v 7. 72 (2Hx d. 2' -H^ 6* -H) ^ 7. 45 (2Hx t^ 2X 
Ph-H) s 7. 22-7. 00 (5H. m^ 3* -E. 5' -H^ 3XPh- 
H) ; m/ Z392/394 (M*) ;i/max (KBr-r'r;^^)/cm"' 
1 6 3 0 . 1 6 1 0 o 
^MfflJ 5 0 

4- (4 -^>- v>>U;j-^->T- V y) - 6 - g- K^:h VV >j^^3fc£ 
4_^nn-6-3-K^:^V*';:^ (0. 360g^ 1. 24mmol) *3J: 
-^>->';u^^vT-'; > (0. 32 Og. 1. 6 1 mmo 1 ) #|liB 
2 -yn/%v -;u (10ml) 'PX' Z^mKJZ^^^fzo ^EgtlfiM-feSfr 
t>c!fe t LXm hflfz (0. 440g, 72%) ®t,i^. 204-207t:; (IlillHii 
:C. 51. 11;H, 3. 52;N, 8. 32oC2iHi«IN30-HC1 • 
0. 2 Hz OiZ'D\^^X<DnMm :C. 51. 13;H. 3. 56; 8. 52 
%) ;.^H ['H6] -DMSO 11. 51 (IH, b,NH) > 9. 27 (1 
H. s, 5-H), 8. 86 (IH. s. 2-H), 8. 34 (1H> d. 7- 
H) , 7. 75 (IH, d> 8-H) . 7. 64 (2H> 2' -H. 6' - 
H)> 7. 51-7. 30 (5H, m, 5XPh-H), 7. 12 (2H, d^ 
3' -H> 5' -H) > 5. 18 (2H. s^ CH:) ; z (%) 4 5 3 ( 
M') ; V mdL K (KBrf*'f;^i^)/cm'^ 1632. 1603o 

^mm 5 1 

6-3- K- 4- (4 ^->T-V y) ^i-y^') yj^Wti^ 

4-^an-6-3-K^:hV*';:/(0. 350g. 1. 2mmol)feJ:i>' 
4-7^7^ ->T-';> (0. 300g> 1. Gmmol) ^MB K'^v^ 2 
-yn/NV-;!/ (15ml) 'PXKlt-^^fco LT^ 
flfz (0. 370g> 65%) St,ir 237-239^3: (^Wm : C. 5 0,, 2 
3 : H. 3 . 0 6 ; N. 8 . 7 8 o C20 Hi4 I Ns O • HC 1 }Cov^T<30lt#-(iS 
:C,.50. 49;H. 3. 18;N. 8. 83%) ;<yH['H6]-DMS0 
11. 41 (IH. b> NH) . 9. 27 (1H^ s. 5-H) . 8. 89 ( 
1H^ s. 2-H), 8. 34 (IH^ d> 7-H). 7. 75 (3H. m> 8 
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-H^ 2' -Hv 6' -K) . 7. 41 (2H^ t^ 2XPh-H) ^ 7. 22 
-7. 04 (5H> m. 3' -H. 5' -H^ 3xPh-H) ;m/z (%) 3 
49 (M*) ;ymax (KB r -r-i 7.^^) X c m''' 1624^ 1605o 
^MM 5 2 

4- (4 V;i/^^->T-'J 7) - 6 - h 9 yjb:^ n> h# VV 

mm, 

4 _^ n n- 6 - h n h > (0. 360g^ 1. 45 

mmo 1) i3=l:C/4-^>'v;b:t^vT-'J> (0. 390g. 1. 96mmo 
1) ^liB 2 -7°n/N-y-;b (4ml) ^T'SJS /io ^SEtlfiJt 

-feSfrt^^t^t L-C^hKtz (0. 5 0 0 g> 7 7%) > >rtUi 1 8 CCWiii^fe 
w^T^^L;t: ; (^fiOfiS :C. 58. 7i;H, 3. 76; N. 9. 2 3o C22 
Hi« Fa Nj Oj • HC ncoi/iT<7>ft«'(l : C, 59. 00; H. 3. 83;N 
> 9. .3 8%) ;<JH ['H6] -DMSO 11. 40 (IH. b, NH) , 8 
. 8 7 (1 H. s> 5' -H) . 8. 8 3 ( 1 H. s. 2 - H) , 8. 0 5 ( 2 
H, 7-H, 8-H) , 7. 63 (2H. d . 2' -H, 6' -H) , 

7. 51-7. 3 0 (5H, m. 5XPh-H)^ 7. 12 (2H, d^ 3* - 
H, 5' -H) > 5. 15 (2H> s> CH2) ; m/ z 4 11 (M*) ; v m a 
X (KB r T^'-f X^) /c m'* 1 6 3 9 . I6I60 
5 3 

4- (4 -^>y;l/:t^->T- V /) -7- ( h V 7 ;W :t P ^ ;b) ^i-v*')y 

4_^nn-7- ( h V 7 o ^;W) ^■:^V'';>' (0. lOOg. 0. 4 
3mmo I) i3<):a''4 -^^^ ->';u;r ^ v-T- > (0. 090g. 0. 45mm 
0 1 ) 2 -•7*n/NV-;w (4 m 1 ) 4'-eil0Stci3>/^T4 ^W^l^.?it;to 

^mi-h')^j^mm.t(Dmi^'d-mLfzo^^^i:^imL (Mgso4) . mt^^ 
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#^btL;t: (0. 0 3 5 g> 1 9 %) . ^fUt 2 7 0 i3^^X ^im^Lfz ; ( 

: C s 6 0. 2 8 ; 3 . 7 9 ; N> 9 . 7 0 o C22 Hie Nj Oz ■ 
HC 1 - El OtCol.^T<7?lt^fit :Cs 60. 18;H^ 4. 09;N^ 9. 5 
7%) : S n ['He] -DMSO 11. 02 (IH. b. NH) ^ 8. 93 ( 
IH, d. 5-H). 8. 81 (1H> s> 2-H). 8. 17 (IH. s> 8 
-H)> 8. 07 (1H> 6-H). 7. 65 (2H. d. 2' -H, 6' 
-H)^ 7. 53-7. 26 (5H>m^ SXPh-H)^ 7. 13 (2H. d 
> 3' -E. 5' -H) , 5. 18 (2H. CH2) ; m/ z 3 9 5 (M*) 
:wmax (K B r -r Xi?-) / c m'^ I6I60 

mmm 5 4 



4-^^^-6--^cr^■:^V';>(0. 600g. 2. 9mmol)i3j:U^' 

4 - ^>v;U^^->T-'; V ( 0. 6 0 0 g> 3. Ommol) ^^JfiB t^tJ&i/^ 
2-7'n/N'y-;u (30ml) ^--eSJS^ H^:^ t , t LT 
#^5*L/c(0. 900g, 77%)iill,ir222-223t:; : C . 6 1 
. 13;H> 4. 11;N. 13. 41oC2iHi6N4 0j-HC1 - 0. 2H2 
Oi^ov^Tiotmii: :C> 61. 13; H^ 4. 25; N> 13. 58%) ;^ 
H VHo] -DMSO 11. 58 (IH^ b. NH) > 9. 78 (IH, s> 

5- H) ^ 8. 87 (IH. 2-H) ^ 8. 70 (1H> d^ 7-H) , 8 
. 08 (IH^ d. 8-H)> 7. 66 (2H> d> 2' -H^ 6* -H) . 7 
. 52-7. 30 (5H^m^ 5xPh-H)^ 7. 13 (2H> 3' -H 
> 5' -H) s 5. 18 (2H. s> CH2) ; m/z 3 7 2 (M*) ; 1/ m a x 

(KB r T^f ;^ i^) / c m"' 1 6 3 5 ^ 1614o 

^(D^M<D—^$1d-( 0. 8 0 0 g> 1. 9 4 mm 0 1 ) ^tS^Mj:-^;!^/ h 'J 

7i(.x-mmL. (Mgso*) . M^TKmm-r=bt. mmi^3k:bm^m^ 

^mtLX^^htifc (0. 6 9 0 g. 97%) ^ i*i^r-etLJiJl±||S2 f^v^-CfJ 
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^ o 

^mm 5 5 

6-T^y-4 - (4 -^':>^->';i--;j-^>^7-'J 7) ^j-y'V > 

4- (4 --^ > v;i/^^->T- y ) - 6 h > (Igs 2. 9 

mmo 1 ) i3 J:c/^^-^';/^;i^ (F 1 u k dii^hX^Wm. ^ ^y-;u-eHfr'b 
oT^r^LTt:) ^^^y-Jl/ (5 0ml) 4" icil?^ ? ;i:o l^K^v^zfcffitl ( 

11ml) ^MTL. Kmr^-^^tmmwLj^i^iB\,^x smmm^Lfzo mm^tM 
\^^xM^^i^-r& ^mmi}^^-z/s,^^m^t^mt L-cmhiifz (o. 90 

0 g, 99%) ; i^mm : C. 71. 61;H. 5. 43;N, 15. 80o 
C2iHi8N4O-0. 5 Hi Ol^ov^T<OBt»ft : C, 7 1. 7 8 : H, 5. 4 5 
:N>15. 94%) o ['Hs] -DMSO 9. 12 (IH^ b. NH) 

. 8.; 26 (1 H. s. 2-H) . 7. 71 (2H. d> 2' -H> 5' -H) 
> 7. 5 3 - 7. 30 (7H>m, 5-H. 8-H, 5XPh-H) , 7. 21 
(IH, d. 7-H) . 7. 0 1 (2H. d. 3' -H, 5' -H) > 5. 43 
(2H, b. NHO ,5-12 (2H, s> C HO ; m/ z (%) 3 4 2 (M 
*) ; u ma X (KBrr'i';^i^)/cm'' 3309, 3200> 1632, 

1 6 0 1 o 
j^jfe^J 5 6 

4- {4 -^y~y)Vt^''yT=.') y) - 6 - f-y U > 

6-7-^7-4- (4 --^>->';l'4-^'>7'-'; y ) (0. 170g 

,0.50 mm o I ) 't^m.J^^ (40ml) ^i^mML. ( 2 0 

ml) 4^(7) h V (0 . 1 5 0 g, 0 . 5 1 mm 0 1) izmTLfZo 

T (2 5ml) ^mMLtzo mmtm^^i:L. m^'SmA'Cmi^ L . 6 0t:Hi= 
yy^XM^^-m-t^ t. ^mWM'&mi^^^tLxmhflfz (O. lOOg, 5 
2%) ['Hs] -DMSO 9. 50 (IH, b, NH) , 8. 67 (1 

H, b, NH) , 8. 39 (IH, s, 2-H) , 8. 29 (IH, s, 5-H 
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) > 7. 88 (1H^ d^ 7-H) . 7. 67 (3H. m> 6-Hx 2" -Hx 
6' -H)s 7. 50-7. 30 (5H. iriv 5XPh-H). 7. 03 (2H 
^ d. 3' -H^ 5' -H)s 5. 99 (2H^ b. NH2)^ 5. 12 (2H 
. s , C HO : m/ z386 (M+1*) ;i/max(KBrT''f^i:')/'cm 
3470. 3309. 1657. 1634. 1607o 

^mm 5 7 

6 -T-tr h K- 4 - (4 -^>->' ^->T- U V) ^t-V'J > 

6-T5y-4- (4 ---zy-J ^l/T-V y) ^-^VU^ (0. 20 Og 
.0.58 mm o I ) =5-. StTKil^ (0. 06ml. 0.5 8 mm o I ) t vp^ 
■^;bT-fehT^K (2ml) 4^-C8 0 ^MRJ]S$;Hi:;to ^<7??t-^?r7)c-e^|R L. 

VifeSI'frt^i^t tT#t,*Lfc (0. 15 Og. 6 7%) ; il!l!,>ir 2 2 5 - 2 2 8 
"C : X^mm :C. 68. 01 ;H. 5. 55:N. 13. 74oC23HioN4 
0: • 1 . 2 Hi Olcoi/^-C<7)|t#ri6 : C. 6 8 . 0 3 ; H. 5. 5 6 ; N. 13 
. 80%) :<yH [*H6] -DMSO 10. 14 (IH. b. NH). 9. 5 
8 (IH. b. NH). 8. 59 (IH. s. 5-H). 8. 41 (IH. s. 
2-H) . 7. 80 (IH. d. 7-H) . 7. 70 (IH. d. 8-H) . 7 
. 64 (2H. d. 2' -H. 6' -H). 7. 50-7. 29 (5H. m. 5 
xPh-H). 7. 03 (2H. d. 3' -H. 5-H). 5. 12 (2H. s 
. C Ha) . 2 . 1 0 (3 H. s . C Hs) o 
^MM 5 8 

6-j^hP-4- (4 -7 ^ vT-V y) ^i-v'v yj^mi^ 
4-^nn-6-- h^^i-VV > (0. 130g. 0. 6 2mmo 1 ) ^ ^ 
4 - y y ^i^T^'} y (O. 130g. O. 70 mm o 1 ) ^ 2 -7'^/^•y - 

(3ml) 'pX'^mBiz-f^\,^mm^^^ ^Wumi3^:^v>v%.m^^^t\^ 

T^fibtL (0. 20 Og. 8 2 %) . CltLii 2 0 0 rJ':i±tCi3V^-C^PL/c ; 
{.%mm : C. 6 0. 3 5 ; H. 3 . 7 9 ; N. 13. 9 4 o C 2 o Hi4 0 j • 
H C 1 • 0 . 2 H2 OCov^TOfmiiS :C. 60. 29; H. 3. 90; N. 
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14. 06 %) ; (J H V Ks] -DM S 0 11. 78 ( 1 h. NH) ^ 9 
. 85 (IH. s> 8. 91 (IH. s> 2-H)^ 8. 72 (IH 

d. 7-H) , 8. 15 (IH. d> 8-H) , 7. 78 (2H> d> 2' -H 
, 6' -H). 7. 48 (2H. t. 2xPh-H) . 7. 30-7. 00 (6 
H. m> 3' -H> 5* -H> 3XPh-H) ; m/ z 3 5 9 (M+1*) ; v 
max(KBr-f'f;?.i^)/cm"' 1635, 16 16o 

m^Lfzo m^m^7Kx-mi$-L. (Mgsoo > m^n^-^m-r^h t. 
nmm s 9 

6-T.^y-4 - (4-7.xy4^->T-'Jy) 

6-r.hD-4- (4 -:7 dr->T-'; y ) (0. 2 5 0 g> 0 

. 7 Ommo 1 ) is J:r/1 0%^^ii^^N-'7v':7A ( 0. 0 2 5 g) ^ J^:?' V - 
( 1 5 m I) (Df^^izm^-^-^^Zo T>^-»i7A4^J^^-^ (0. 250g> 4 
. Ommo 1) ^miWL. KJZ-^^<l^^m.j^K^\^^'Z 3 ^mmW Lfzo ^<?5ig# 

(0. 100g^ 44%) St * 1 8 7 - 1 9 1 r ; (^PKit : C , 7 1. 9 7: 
H^ 4. 82; 16. 52oC2oHi6N4 0- 0. 3H2 OK^\y^X<^$fnM 
:C> 71. 97;H> 4. 82;Nx 16. 79%) l S E C'Hc] -DMS 
O 9. 70 (IH^ b^ NH) ^ 8. 83 (IH, s^ 2-H) > 7. 38 ( 
2H> d. 2' -H> 6' -H) > 7. 53 (IH^ d^ 8-H) > 7. 45- 
7. 30 (3H^m^ 5-H^ 2XPh-H)> 7. 25 (1H^ d^ 7-H) 
, 7. 20-6. 90 (5H. m, 3' -H. 5' -H, 3XPh.-H)^ 5. 
50 (2H, b^ NHO ;m/z 3 2 8 (M^) ; u m a x ( K B r r-'-f X ^J' ) 
/cm"^ 3340^ 3217. 1632o 
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^IMM 6 0 

4 - ^ xn a - 7 - ^ h u ^i-y' ^) y (1. 2 5. 7mmo 1) - 

^VvJW^^vT- >; > ( 1 . 2 g. 6. Ommo 1 ) 'S:2 -y^/^V-;^ (5 

0ml) ^T^mBi<^^\'>Km-^^^ ±mw^i^>i^'&m't^^^tLm 

htlfz ( 2 g . 8 6%) m.^. 1 9 5 - 1 9 8 *C : (%Wm I C . 6 0. 5 5 ; H 
> 4. 25;N> 13. 61oC2iHisN4 0j-HC1-0. 4 HjOICov^T 
(Dtfnm : 6 0 . 6 2 : H. 4 . 3 1 ; N> 13. 4 7%) : H He] -D 
MSO 11. 42 (IH, b. NH) . 9. 02 (IH. d. 5-H) . 8. 
87 (1H> s. 2-H) > 8. 11 (1H> s> 8-H) . 8. 48 (1H> 
d, 6-H)> 7. 68 (2H. d. 2' -H^ 6' -H) s 7. 51-7. 3 
0 (5H. m. 5XPh-H) . 7. 11 (2H. d, 3' -H> 5' -H) > 
5. 16 (2H. s, CH2) ;m/z 3 7 2 (M*) : 1/ m a x (KBrfV;^ 
^) X cm'"- 1 6 2 60 

r<7)^ffcO-$P^ (1. Sg. 4. 33mmoi) ^BliK h V ;w 

L (Mgso*) . m^T^^m^-t^t. m^i^^-b^^^m^^m d. sg. 

^jfe^J 6 1 

7-T^>'-4- (4 -^>v;t^4-#->T- V y) ^■fy'V> 

4- (4 -^>'-yji'4-^->T-'; y ) - 7 -- h n^f-:/i; > (0, lOOg 
. 0. 2 7 mm o 1 ) ^ J:y='9^^--y^;^ (F 1 u k SLTd^hX^'^t^. :^ ^ ^ 
-^i^-Tsfr^ oT?5fe?f-L7t) =?-y:J'/-;P (10ml) ^\^mM'^^tzc t:K9->' 
yyi^m^ (1ml) ^-f^TL. Klt^M^^i^Mmi^^K ^\^^X 1 0 ^mWlWLfc 

Sft^i^t LTt:i<bn/j (0. 060g. 65%) IS A 2 4 9 - 2 5 1 "C ; (* 
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MM :C. 72. 28;H^ 5. 17;N^ 15. 96oC2iHibN4O-0. 
4 Hi 0 (COV^X<7?lt^M :C. 72. 14; H> 5. 42; Nx 16. 03o 
SH ['He] -DMSO 9. 15 (IE. b. NH) x 8. 26 (IE. s> 
2-H) . 8. 11 (IH. d. 5-H) x 7. 65 (2Hx d. 2' -H, 6 
' -H). 7. 51-7. 30 (5H,m. 5XPh-H). 7. 00 (2H, 
d. 3' -H, 5' -H) . 6. 88 (1H> d. 6 - H) ^ 6. 59 ( 1 
s> 8-H). 5. 88. (2H. b.NHj). 5. 10 (2 E. s. CHz) ; 
m/z (%) 3 4 2 (M*) ; v m a x (KBr-r-r^i^) /cm"' 3 4 8 8 
.3365, 1630, 1614o 

^mme 2 

4- (4 -^^^ v;i^:^^vT-'J y) - 7- (3, 3 - 'J "f- ^ jy 4 V) 
V'J > 

T-b F >i3 JrO'SMJL^JKT? 1 : 1 U^m^i^mmLfc7 -T < ^ - 4 - (4 
---JVv;U:^-^->T-U y ) y (0. 170g> 0. 50 mm o 1 ) ^ 

, W^m^^)\- (20ml) 'PK^mLtz h V^l^XVy (0. 150g, 0. 51 
mmo 1 ) l'viTL;to mM^^^^Lfzt KBU^f^'S: 1 O^mmWL. 

^m^&mi^^S^t fC#^tL (0. 1 0 2 5 0%) > ^^fi2 0 OVi>A±iz 
^^'^X^MLfz ; (^mm : C. 6 9. 9 3 ; H. 5. 5 5 ; N^ 16. 8 lo 
Cj- H23N5 Oi Jcov>T(7?lt#fit :C, 69. 72;H> 5, 61;N. 16. 
94%) ; SE ['He] -DMSO 9. 42 (1H> d> NH) x 8. 67 

(IHx bx NH) , 8. 42 (IHx s, 2-H) . 8. 33 (IHs d, 5 
-H), 7. 90 (IHx s> 8-H). 7. 75 (1H> d> 6-H), 7. 
69 (2H, d, 2' -H> 6' -H), 7. 53-7. 28 (5H, m, 5X 
Ph-H), 7. 03 (2H, d, 3' -H. 5' -H)> 5. 12 (2H, s 
, CHO , 2. 96 (6H, s, 2XCH3) ; m/ z (%) 4 13 (M*) ; 
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1^ m a X (KB r / c m'' 3 3 0 6 n 1 6 5 9 , 1 6 2 2 . 1 6 0 

5o 

6 3 

4- (4 -^'>y;l-^^>^7^ V /) - 7 h^^i-V'V y 

T-tr h VjBct J>'@^^-x^JK75 1 : 1 ii-^t? (4 0ml) '=^KmmLfz 7 - T 5. 
y-4- (4 v;W^^>'T-V y ) ^:^y''J> (0. 17 0g, 0. 50 
mmo 1 ) (20ml) ^^zmmLfz h (0. 150 

g. 0. 5 I mmo 1) KmTLtz^ mmi)^^^ L fz t ^ . RJGrS-g-t/^ 1 0 6^ 
Wt«#L> -^>/^-CG. 8 8 0 T>^-T ( 2 5 m I ) ^'CT L/tio 

^f^t LT^^tl- (0. 093g> 48%) ; ZiHi 2 7 0 *CJiJ>_htC±3U^T^<^ 
U/i : (^SlJ-fiS :C> 66. 23:H> 4, 76;N> 17. 75oC22Hi9N 

5 • p . 4 H. Ol^oi.^TcOim'fit :C, 66. 48:H. 5. 16; N> 1 
7. 6 2%) ;<yH ['He] -DMSO 9. 44 (IH, b. NH) > 8. 9 

6 (IH. b. NH) . 8. 49 ( 1 H> s. 2-H) . 8. 32 (IH, d. 

5- H) . 7. 85 (IH, s. 8-H) . 7. 69 (2H> 2' -H> 6 
' -H) , 7. 55 (IH, d, 6-H) , 7. 50-7. 28 (5H. m. 5 
XPh-H) > 7. 0 2 (2H. d. 3' -H. 5' -H) . 6. 02 (2H> 
b>NHa).5. 11 (2H. s.CHj) ; m/z 3 8 6 (M + 1 *) ; urn 
ax (KB r T^'f^iJ') m'' 3 3 2 9 . 1 7 1 3 > 1 6 3 5 > 1 6 0 5 o 

^mm 6 4 

7 -7-tr h K- 4 - (4 -^yZ^'}\y^^Z^T^') y) 

7-T<y-A- (4 --^^vJt'^^-^T-'; y) (2. oog. 

0. 5 8 mmo 1 ) v^f-;UT-t hT5 K (2ml) '^^-CfcTKSI^ (0 . 0 
6 m U 0 . 5 8 mm o 1 ) t 8 0 B#MSl5 ? -^rto RJt-Wi^^tT-t h 

'J- LT#fbtL (0. 1 4 0 g. 6 2%)^tLli30 
0 V i -C-mmL^^Tb^^ fz ; (llilij^ :C, 70. 97; H. 5. 25; N. 14 
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. 34oC23H2oN4 0j-0. 2 5Ez 0 JCOi/>Tc7)imfit : C. 7 1. 0 3; 
H> 5. 31;Nv 14. 41%) ;^H ['He] -DMSO 10. 26 (1 
H^ bsNH)^ 9. 51 (lEs bsNH)s 8. 43 (IHv 2-H) 
. 8. 39 (1H> d. 5-H)^ 8. 50 (IHs s, 8-H)> 7. 69 ( 
3H>m. 6-H> 2' -H, 6' -H)> 7. 50-7. 30 (5H. 5 
xPh-H). 7. 03 (2H. d. 3' -H> 5' -H) , 5. 12 (2H^ 
s , C Hj) . 2 . 1 2 ( 3 H> s ^ C H3) o 

nmrn 6 5 

7--hn-4 - (4-7.3iy^->T-';y) ^-j-w^ 

4_^nn-7--M=r^:h:/>;>(0. 940g, 4. 5mmol)i3j:i>* 
4 - 7j::y ^v'T-'J > ( 0. 9 4 0 Smmo 1 ) ^MB 2-7" 
nyNV-;u (3 0ml) ^-trS/S Tto ^fifetlJiJff i/> ;t:J|#,@'|*t^i^ <!: LT^f 
^5*1/^. ( 1 . 5 g. 8 4%) M}^. 2 1 4 - 2 1 5 r ; (*ifllj# I C. 6 0.82 
:H.. 3. 7 3 : 13. 8 60 C2oHi4N«03 • HC Mlov^TcOlt»fil : 
C. 60. 84;H^ 3. 83; N. 14. 19%) I $ H ['H6]-DMS0 

11. 45 (1H> b> NH) ^ 9. 10 {1H^ d, 5-H) . 8. 92 ( 
IH, s> 2-H)> 8. 67 (IH. s. 8-H), 8. 46 (IH. d, 6 
-H) . 

7. 29 (2H^ d, 2' -H. 6* -H) > 7. 43 (2H> t. 2xPh- 
H)> 7. 20-7. 00 (5H,m. 3' -H. 5" -H, 3xPh-H) ; 
m/ z358 (M*) ; u m a x (KB t T ^ y c m''' I626o 

Z.<D^M<0-^1d- (I 2. 5 3 mm o 1 ) ^rStS^J^^^l-/ h >; -^^^UT 5 

Mg s 04) . m^Ti^mm-r^t. m^f^&t'M'^m^^m (o. 8 7 o gs 

9 6%) tLX^hfl. C:a^-etLja±ffiML^v^r-#tt??t5EL/co 
^jjfflJ 6 6 

7 -T < y - 4 - ( 4 - 7 y ^ vT-'J y ) > 
6-^hn-4- (4 -y JL y ^Z/T-') y) ^fv*';> (0. lOOg. 0 



ClOl) ^mW- 10-505600 

. 28mmol)i3J:J/Pd/'C (10%, 0. OlOg) 

^ y-)i- (2 Om I ) l^i±{C^(/^T 4 ZmmmWLyi-'^Tkm'ftLrzo i^-^ 

t;^ t 7 n LTiitidib. ^^J^^:?'^ -Jb?5fcjf-L7t:o -^fc t 

O^'iSfe 7^75^ JbK^ Tic L/::o li 6 tL-i>yfitJttJ*SfeS?^5^;i^/'^ h 
fbS^B^a-fk?-^^ i:. L.T#JbtL7^c (0. 0 7 0 mg. 

7 6%) : :C, 70. 89;H. 5. 00; N> 16. II0C20H 

16 N4 O • 0 . 6 7 H2 Olcoi/^T<7:)smflt :C, 70. 56;H. 5. 13;N 

> 16. 46%) : S E CHs] -DMSO 9. 28 (IH. b. NH) . 8 
. 32 (IH. s, 2-H)> 8. 15 (1H> d. 5-H). 7. 82 (2H 

> d> 2' -H> 6" -H). 7. 39 (2H. t. 2XPh-H) . 7. 12 
(IH, t. IXPh-H). 7. 17-6. 97 (4H, m. 3' -H. 5' 

-H, 2xPh-H), 5. 90 (IH. d. 6-H). 6. 71 (1H> s. 
8-H)> 6. 40 (2H. ds NHO ;m/z (%) 328 (M*) Ivma 
X (K,Br-r'<:^^)/cm'^ 3336> 3213. 1630. 1516o 

^■mM 6 7 

4- (4 -^>y;i/;j-ir->T- 'J y ) - 6 -p<^;u^^^:hv-ij 
4 - i^nn - 6 - y ^;L'^;f > ( 0. 3 0 0 g. 1 . 4 mm 0 1 ) ia 

J; 0^-4 ;>->';u^^->7--'; > (0 . 3 0 0 g. 1. Smmol)^. 

(c^^v^ 2 -ju (6ml) ^'T-RJc? ? -^/co t L 

r^hixfc ( 0. 5 3 5 g> 9 3%) . ^Kitl9 0X:i^l±\z^\,>x^mLfc; 
(^mm : C> 6 4. 1 7 : H> 4 . 8 0 ; N. 9 . 9 Oo C^: Hi» Nj 0 S - 
HC 1 • 0. 2 Hi 0 ICOv^TOimfit :C. 63. 89;H. 4. 97;N. 
10. 16%) ;5H Vh.] -DMSO 11. 49 (IH. b. NH) . 8 
. 82 (IH. s. 2-H). 8. 55 (IH. Ss 5-H). 7. 98 (IH 
. s, 7-H) . 7. 84 (IH, d> 8-H) . 7. 62 (2H. d. 2' - 
H> 6* -H). 7. 50-7. 30 (5H.m. 5XPh-H). 7. 12 ( 
2H. d. 3' -H> 5' -H) > 5. 15 (2H. s. CHj) ; m/ z 3 7 
3 (M*) ;umax (KBrr''f>^i?)/cm"' 1624. 1612o 



C102) ^mW- 10-505600 

§IMfflJ 6 8 

4- ( 4 V ■/) - 6 - ^ 5^>'l^7; f V'V > J: 

4- (4 -^>--y;u^^ vT— V y) - 6 ^>'W7;;u7-Y — ;p^:hy'j >• 

4- ( 4 --x>'v;U';t^->T:::^ y ) - 6 - ^ 5^ Jl/ ^ ;u * r h ^ ■:h V U > 
tS(0. 331g. 0. SOmmol) '^-p^i^y-^U'dSml) ^i<zmM^^ 
. ig-^^^r^/TR^S-r-O - S'Ctci'&SPL/co tJc (15ml) irmnL. :^v^T-0 
xone^" ( 2 KH S Os • K H S 04 • K2 S 04. 0. 3 7 0 g. 0. 6 0 2 m 
mol. 1. 2 mm o I O^'ft'*) 'S- 3 0 55-75Mt-r7^T Lt^Co ig'^t)'^ 0 ~ 5 t: 

m?x.^;i.T'$ c,(caaiL/^o -mizLf^^mmtam^^i^L (Mgso4) . 

^ci:»9fflML, ^^y-;U/S^®?:n^ju (^iEvtJt. 0%-25%) -e-j#^L;i: 
o ^§^?i^/i:^^0<30^^t?{i^-'^*>^ 4- ( 4 - ^ > ->';u^ ^ -> r — 'J ^ ) - 
6 -y ■?^;i^;^ji^.-J^^;u^t-v*'; > (0. 13 3g. 3 8%) -C^V). ZKUmn 
^mi^^mtLX'^htitz ; $ K VH.] -DMSO 10. 2 3 (IH. s. 
N-H) . 9. 19 (1H> s> 5-H) ^ 8. 62 (IH. s. 2-H) , 8 
. 25 (IH, d. J9, 7-H). 7. 93 (IH. d. J8. 5, 8-H) 
> 7. 57 (2H> d> J9. 2' - H. 6' -H) . 7. 48 (2H. d, 7 
-H. 2" -H. 6" -H) . 7. 4 1 (2 H> d. J 7. 5. 3" -H. 5" 
-H). 7. 34 (IH, t. J7. 4"-H). 7. 07 (2H. d. J9. 
3' -H. 5' -H) . 5. 15 (2H. s. CH2) . 3. 32 (3H> s. 
SO2CH3) ;m/z (%) 405 (30. M*), 314 (100). 91 ( 
52) ; i/max (KBr r f y^^) /cm"' 1572. 1535. 1508 
. 1 4 3 1 o 



C103) nmW- 10-505600 

. ^^mitiz X y)mii^mhtifc^M t-m'iZT^ {TLCKj: y)m^^fifc) t. 

h'ijm^mi^^^ t Lxmhixfc (0. I9ig. 56%) ;5H[' 
Hs] -DMSO 10. 01 (IH, s, N-H) > 8. 85 (IH, s. 5 
-H). 8. 59 (IH. s. 2-H). 8. 09 (IH^ d> J9, 7-H) 
. 7. 91 (1H> d. J9. 8-H)> 7. 70 (2H. d. J9. 2' -H 
. 6' -H) > 7. 48 (2H> d> 8-H. 2" -H. 6" - H) , 7. 42 
(2H. d, J8> 3"-H. 5"-H) . 7. 30-7. 38 (IH.m. 

4" -H) . 7. 06 (2H. d. J9> 3' -H> 5' -H) . 5. 12 (2 
H, s, CH2) . 2. 87 (3H. s, SOCH,) ; m/ z (%) 3 8 9 (2 
7.M*). 373 (29), 298 (48), 282 (100), 91 (61 
) ;vmax (KBr7='-r^^)/cm"' 1572. 1531. 1510, 1 
4 8 8-, 1 2 3 60 

umm 6 9 

e-y^)l^^^^i-V^) y (0. 1 5 0 g, 0. 7mmo i ) is 
J:C/4-7iy^v7-';> (0. 150g> 0. 8mmol) ^, ^MBKU. 
v> 2 -yn/N-y (6ml). ^X'Km^-^/co itM-^M^^^ t LT# 

hixtciO. 2 4 0 g. 8 7 %) . ^fiii I 9 0X:iiX±\zi5\,^X^mLfz ; (* 
ilij-fit :C. 63. 49;H, 4. 56;N, 10. 63oC2iHi7NjOS-H 
C 1 K^\.^x<^ifnm :C> 63. 71:H> 4. 58; N, 10. 61%) ; 
SH ['He] -DMSO 11. 68 (IH, d. NH) , 8. 80 (IH, s 
> 2-H) , 8. 64 (IH, s, 5-H) , 8. 00 (IH, d, 7-H) , 
7. 93 (IH, d, 8-H) , 7. 75'(2H. d, 2' -H, 6' -H) , 
7. 46 (2H, t, 2XPh-H), 7. 23-7. 02 (5H,m. 3' - 
H> 5' -H, 3XPh-H) ;m/z 3 6 0 (M4-1*) ; m a x (KBr 
x-f .7; i^) X c m"' 1 6 2 4 , 1 6 1 4 o 
HM^J 7 0 



ao4) '^m.w- 10-505600 

6 , 7 - y 7" -tr h ^ -> - 4 - ( 4 )V t ^ -y T =- V y ) ^j-V) y 

TR'te^fbTKSS? ( 3 8 %) (4ml) 7 - y ^ h ^ y ^ y - 4 - 

(IH) -^y (4 -li Kn^->- 6 , 7 _->'^ i.^->^-,-y-,j V) (g. 2 0 
g> 0. 97mmol) l^'^JO rl-^tl^mOTLt^iSi/^r 1 0 LtS^oJd 

;L'/T-t h > ( 5 0 : 5 0 ) <!: , 6, 7 - ->'^ h ^ v^:h v-;u- 4 - 

( 1 H) -^>^'ft;lc^^t£ ( 0 . 2 3g^ 9 2 %) ;6SB-fe@#t^t;t L-CIf lb 
tL/::, ii,>^ > 3 6 0 r (^^) ; (^fflijfit :C. 36. 9i;H. 2. 68;N 
. 10. 68oC»H«N2 0j-HBr tCoi/^Tcoft#^ : C . 3 7. 0 9 ; H, 
2. 72;N> 10. 81%) ;^H['H6]-DMS0 8. 99 (1H> s 
. 2-H), 7. 44 (IH. s. 8-H)> 7. 18 (IH. s. 5-H) ; 
m/ z(%)178(15,M*). 73 (100)o 

6, .7 -->-^ h^->^:h^/jU-4- ( 1 H) ^-*>fk7k^M*I (0 . 0 50 
g, 0. 1 9mmo I ) i3j:C/iE7K@^^ (5m 1 ) OJl#L/cig-^tl$rS»iti;i3 

t'^T 1 ^wjDSfcL^ -^(^^-ef^spi-ixh/ e-fettM7i)-'?i$fiS:L7^^o tg-^^^T-feh> 

-^->^t-V';u-4- (1 H) -^>':i:'ft:7fc^S?J^ ( 0. 0 5 2 g. 7 5%);6^-S 
-feH-^tfi: LT#fbtL7t, iSi.i; 2 5 7 - 2 6 0 *C (^)^) ; (^ifiiKg:C. 4 
1. 9l;H> 3. 19;N> 8. 26oCi2HioN2 0s-HBr (coi/^-Ccoff 
#M :C> 41. 98;H> 3. 23;N^ 8. 16%) i^HE'HsJ-DM 
SO 8. 26 (IH. s^A^-H)^ 7. 98 (IH. s^Ar-H). 7 
. 60 (IH. s. Ar-H) ; m/ z (%) 262 (10,M*). 220 ( 
40) > 178 (100) o 

6, 7 - vT-tr h^->^:hv-;u- 4 - ( 1 H) - ^ > ft-fkTic^geia ( 0 . 5 0 
g> 1 . 5 mm o 1 ) -^^.it^i: ( i 0ml) tig-^L> 2 WJn^S3it? 

CO— ^:9- (0. 0 6 5 g . M!^-C$,;5>li'g- 0 . 2 2 mm o l ) 5- 4 -^>->';u^ 
^->T-';>(0. 088g. 0. 44mmol) C^JnL> :^v>T-T-fe N> ( 



a05D l^mw- 10-505600 

j<^y (3ml) ^xvh V j:-^ y - }i^T ^ y (o. 3mi) <7)mi-^^^Kmm 

) 6. 7 -vT-t: b ^ v- 4 - ( 4 - > ^ v T - 'J / ) ^:^v* 

V>(0. OlOg. 1 0 %) LT#t,tL/c. Bl* 1 9 5 - 1 

9 6 r ; (^aiJIl :C. 66. 29:H. 4. 63:N, 9. 39oC2sH2iN 
>0s • 0 . 5 Otioi/^TcOft^ffi :C> 66. 3 6 :H. 4. 90;N> 9 
. 29%);^HC'H.]-DMSO 9. 67(1H, br s,NH).8 
. 52 (1H> s> 2-}itfzii8-E) . 8. 45 (IH. s. 2-}iifz{i 
8-H) . 7. 72-7. 62 (3H. m. 5-H. 2' -H. 6' -H) > 7 
. 4-9, (2H> d> J8> 2" -H> 6" -H) . 7. 40 (3H. t. J8. 
3"-H. 5"-H). 7. 35 (IH. t. J8, 4''-H), 7. 05 (2 

d> J9> 3' -H> 5' -H) : 5. 12 (2H, s. OCHO , 2. 
38 (6H, 2Xs, 2XOCOCH3) ; my z (%) 4 4 4 ( 1 0 0 . M + 
r) ;./max (KBrT^^;^.^)/cm'' 1774. 1574. 1533 
> 1510. 1427. I21I0 
7 1 

6, 7-v^h^v-4- (3-7^y^->) r-'; y ^:^vv >J^g?jS 

4-i5'an-6, 7 - -/^ h ^ :h V > ( 0 . 1 2 6 g ; 0. 5mmo I 
)i=ct:C/3-7^y^->T-';>(0. lllg;0. 60mmol)^. 
B^c^^£v^ 2 -ya/N-y-;u (4ml) ^T-3 5 "B-mKJt^ fco ^<DXd (CLT 

imn-^y ^^^^ntLx^htifc io . i89g. 8 6%) 111*2 

5 6 - 2 5 7r imtL-D) : (nmm :c. es. 23;H. 5. 48;N. 9 
. 39oC24H23NjOj-HC1 -0. 25Hj 0 Coi/^TcOimiit : C. 6 5 
. 15;H. 5. 54:N. 9. 50) :tlc (g|®?jc^;u) R f Q. 37; 
5 



C106D 10-505600 

H['H6]-DMS0 11.34(1H. br s^NH)^8. 77(1H 
. Sx 2-H). 8. 16 (IH, s. 8-H). 7. 32-7. 59 (5H> 
m. 5-H. 5' -H. 6' -H. 3" -H. 5" -H) . 7. 30 (IH. s 
. 2' -H). 7. 19 (IH. t. J9. 4"-H)> 7. 10 (2H> d. 
J9. 2''-H. 6"-H)> 6. 93 (IH. d. J9. 4' -H). 4. 2 
6 (4H. t, J7, 2X0CH.). 1. 42 (6H. J7, 2XCH3) 
; m/z (%) 4 0 1 ( 1 0 0 . M*) o 

^mm 7 2 

6, 7--y^h^->-4- (4-7j^y^i/) T -V y ^i-V) ym.m.i^ 

4-^uu-6, 7 -v^ v^f-VU > (0 . 1 2 6 g ; 0. 5 0 mm o 

I) ^'yT-') y (0. iiigjo. eommoi)^. # 

x^^mm^M^^') :^2^^mmtL-z'^h^rz (o. 19 ig. 37%) m^, 

2 6; 2.-2 6 St: ; (^ilim: C. 6 5. 6 9 : h, 5. 5 3 ; n. 9. 5 2o 

Cj4H2 3NiOj ■ HC 1 \Z^\.^X(D$fnm. :C. 65. 83;H, 5. 48;N 
.9.6 0) : t 1 c (gfe®a:.f^;u) Rfo. 35;<JH['He]-DMSO 
11. 20 (IH. br s,NH)> 8. 76 (1H> s, 2-H). 8. 3 
2 (IH. s> 8-H) , 7. 71 (2H. d. J9> 2' -H> 6' -H) . 

7. 37-7. 50 (3H>m> 5-H. 3"-H> 5"-H). 7. 03-7 
. 23 (5H. m. 3' -H> 5' -H. 2" -H. 4" - H. 6" -H) , 4 
. 20-4. 39 (4H>m, 2xOCHO> 1. 40-1. 53 (6 H. m 
s 2 XC H3) ; m/z (%) 4 0 1 ( 1 0 0 . M*) o 

7 3 

4- (4 v;U;j-^y) 7-.;y-6, 7 - V h ^->:^^yj y^^^tfe 
4 - ^na - 6, 7 - v ^ h ^ ^ V 'j > ( 0 . 0 8 9 g ; 0. 3 5 mm 0 

l)i3j:c;=-4-^>'v;u^^->T^';>(0. 080g;0. 40mmol) ^ 
. ^MBi^tJ&i/^ 2 -T-n/N-y-ju (3ml) ^X Z O^^K^^^fz. :=.<dXo 
LT^fi£i^(i/h;? v^Hfeit^^t^B^i: LT^iibtL^t: (0. 150g. 95%)14 



C107) 10-505600 

,>^.264-265r; inm-m : 66. 12;H. 5. 71;N^ 9. 11 
o C2S H2S Ni 03 • H C 1 (coi/^-CcoSt»M :Cs 66. 44;Hx 5. 76; 
N^ 9 . 3 0) ; t 1 c mWiJ^^}^) RfO. 40;^H['H6]-DMSO 

11. 16 (IH. br s> NH) . 8. 71 (IH. s. 2-H) . 8. 
28 (IH. 8-H) . 7. 59 (2H. d. J9. 2' -H. 6" -H) 

> 7. 29-7. 53 (6H. m> 5-H. 5XPh-H) . 7. 10 (2H. 
ds J9. 3' -H, 5' -H) . 5. 16 (2H. s. CH:) . 4. 20- 
4. 35 (4H,m. 2XOCH2). 1. 38-1. 50 (6H. m> 2XC 
H>) : m/z (%) 415 (20>M*). 324 (lOO)o 

Mmn 7 4 

6, 7 ^ V>v;^^ V- 4 - (3 ^->T-';y) ^t-V';>JS^i^ 

4 - ^ n □ - 6, 7 - ^■^^L'^ v:t^v^:hV'U > (0. 113g:0. 50 
mm ol)i=Xl/3-y:^y^'yT—Vy{0. 102g;0. 55mmol) 
^^ ^JIHB 2 -yn^N-y -;u ( 3 . 5ml) 4 0 »m KJit-^ ^fzo ^ 

o:>x d izLX^Mii^ -^"^yv Xj^^ti^oMt Lxmhiifz (o. 194 g 

> 9 9%) m,^. 3 0 0 - 3 0 2 t: ; (mm :C. 63. 93:H. 4. 07; 
N, 10. 6 4 o C21 Hi5 Ni 03 • H C 1 Hol.'.TcDth^fit : C > 6 4. 0 4; 

4. 07; N. 10. 67) ;tlc (mWi^^ )\^) RfO. 5 4 ; 5 H [ 
'H«]-DMSO 10. 75(1H. br s.NH).8. 79(1H, s 
, 2-H)> 8. 26 (IH, s, 8-H) . 7. 59 (1H> d. J9> 6' 
-H), 7. 31-7. 51 (5H.m. 5-H. 2' -H, 5' -H> 3" - 
H> 5" -H) . 7. 2 0 (1 H, t . J 8. 4" -H) . 7. 0 9 (2.H> d 
X J 9 ^ 

2" -H. 6" -H) . 6. 92 (IH. d. J8. 4' -H) . 6. 39 (2 
s . C H2 O2) ; mX z (%) 358 (100.M+l*)o 

nmm 7 5 

6. 7 5=-l^>y^^v- 4 - ( 4 - 7 :c y ^ y T - '; y ) ^ V > i^^t^ 
4_^on-6. 7-><^U>->'^^v^^Vij>(o. ii3g;0. 50 



C108) 10-505600 

mmo l)*3cl:O''4-7^y^->T-';>(0. 102g;0. 55mmol) 
^iHB C^J&v^ 2 -y^/^•y (3. 5ml) 4 5 RJr^ ? -i^ ^ 
^ izLX^m^^it^ikM'^y) XA^^Mt LXmhtifz (0. 19 2g. 9 
8 %) M!^. 283-28513; {^mm :C. 64. 00;H. 4. 10;N. 
10. TOoCjiHisNjOb-HCI (cov^TcT^Smfit : C > 6 4. 0 4 ; H, 
4 . 0 7 ; N. 10. 67) ; t I c (Sfcg^JCf-;i.) R f 0 . 5 1 ; H He 
]-DMSO 10. 97(1H. br s>NH),8. 75(1H. s.2 
-H). 8. 30 (IH. s. 8-H). 7. 71 (IH. d. J9. 2' -H 
. 6' -H). 7. 37-7. 49 (3H.m. 5-H. 3' -H. 5' -H) 
> 7. 04-7. 21 (5H. m, 3' -H. 5' -H> 2"-H. 4"-H, 
6" -H) > 6. 39 (2H> CH^O.) ; m/ z (%) 3 5 8 ( 1 0 0 , 
M4- 1 *) o 
MMM 7 6 

4- (,4 ->-JU^^->y - 'J y ) -6, 7 -^^^>->';^^->^:)-V''J >t° 

mm. 

4_^nn-6, 7-^^^>>':4-#->^^V-'J>(0. 113g:0. 50 
mm o I) idXai -^y~J)U:i- ^i^T-') y (0 . 109g:0. 55mmo 
1) ^> ^MB I'tJ&i/^ 2 -T'n/N-y-^u (3. 5 m I ) ^X' 5 0 ^^^Km^^fz 
o C1<^J: ^ iz LX±^^\tn^^') X^^m'S.t tT^|ibtt/c ( 0 . 2 0 1 g, 
99%) ife,^>297-299'C; (^M :C, 64. 34;H, 4. 36;N 



10. 34oCi2Hi7N3 03-HCl (COi/^T<?5st^fit : C , 6 4. 7 8 ; H> 
4. 42; N. 10. 30) ;tlc (ft^^^;i/) R f 0 . 5 0 ; <J H Hs 
J-DMSO 11.03(lHvbr s.NH).8. 72(lH,Sx2 
-H). 8. 31 (1H> s, 8-H). 7. 60 (2H. ds J9, 2' -H 
, 6'— H). 7. 30-7. 52 (6H.m, 5-H> 5XPhH). 7. 1 
0 (2H. d. J9. 3' -H. 5- -H) . 6. 40 (2H. s. CH2OO 
,5. 15(2H>s.CH2) : m/ z (%) 372 (100, M+1') o 



ao9) 



'^mw- 1 0-505600 



^mm 7 7 

6, 7--y^h^v-2-^^;u-4 - is-y^y^zyT^yy) ^j-V) y 

4-^nn-6, 7-->'^h^->-2-^5=-;u^^v'';>(0. 084g;0 
. 35mmol)i3j:y''3-7iy^->T-V>(0. 074g;0. 40mm 

0 I ) ^MBK'^^^ 2 -yn/^v ( 2 . 5ml) ^X'A 0 :9-M;RjB?-^ 
/-To ^'^^^'^^LX^m^itW'^ ■i^'^-f') XJ^ijii^S^tLX'^h^tz (0. 

1 3 7 g . 9 2%) ill.fS 2 6 1 - 2 6 3 t: (r^Slo) ; (^iRlJfl : C . 6 4. 4 
0;H, 5. 25 ;N. 9. 50oC2jH2iNj03-HC1 -O. 2 ^YizQkz 
ov^-C<7Dlt^ft :C. 64. 48;H. 5. 26: N> 9. 81) ;tlc (g^ 

Rfo. 27;<yH ['H*] -DMSO 11. 03 (IH. br 
s. NH) . 8. 20 (IH, s, 8-H) > 7. 38-7. 60 (5H, m. 
5-H. 5' -H. 6' -H, 3''-H. 5"-H) . 7. 29 (1H> s. 2 
' -H) . 7. 19 (IH, t. J8> 4" -H) . 7.10 (2H. d> J9 
. 2"-H, 6"-H) . 6. 97 (IH. d. J9. 4" -H) . 4. 02i3 
XTIA. 00 (2X3H> 2Xs. 2X0CH0, 2. 53 (3H, s. 2- 
C H3) ; m/ z (%) 388 (100,M4-l*)o 

7 8 

6, 7 - S - 2 - ^ -f-;!/- 4 - ( 4 - 7 J. y ^ vT — U y ) ^j-y'^y 

4_^ncr_6, 7--y^f.r^->_ 2 - p< ^;u^ ^ y* <; > (0. 0 8 4 g ; 0 
. 35mmoI)i5<fcCf4-7^y^->T-';>'(0. 074g;0. 40mm 
0 I) '^-^ ^lUBfc^fev.^ 2 -;u (2. 5ml) ^'T'S 55^MSJ^^?^^ 
tzo ^<7DJ: d LT^figifefiBiv^^ V -A-feJ^9■^t^t^<^: LT#<btL7t: (0. 14 
2 g , 9 6 %) 2 5 0 - 2 6 1 r mtL-o) \ (^M : C . 6 4. 4 2: 

H> 5. 19;N, 9. 66oC23H2iN303-HCl - 0. 25H20lco(/^ 

x(Dtfnm :c> 64. 48:h, 5. 25: n. 9. si) :tic 

5^^U)Rf0. 23;<yH['H6]-DMSO 11. 25(1H. br s. 



CllO) 10-505600 

NH)> 8. 30 (IH. s> 8-H)^ 7. 75 (2H, d. J9. 2' -H 
. 6' -H) . 7. 43 (2H. t. J8^ 3" -H. 5" -H) . 7. 36 ( 
1H> s. 5-H)^ 7. 03-7. 24 (5Hsm. 3' -H^ 5' -H^ 2 
"-H. 4"-H. 6"-H). 4. 03i3J:O'"4. 00 (2X3H. 2Xs. 
2XOCH3) . 2. 61 (3H. s. 2-CH3) ; m/ z (%) 3 8 8 ( 1 0 
0 ^ M+ 1 o 

7 9 

4- (4 ->';u;j-^ vT- 'J y ) - 6, 7 - h ^v- 2 ^;u^:>-y 

4_/rnn-6, 7_->-p<f.jpv_2 - p< > ( o . 0 8 4 g ; 0 

. 3 5 mm o I ) i5 J: «7 4 - ^ > ->'JU:t ^ v T - U > (0. 080g;0. 40 
mm 0 1 ) $r> ^JIlB i^^Je*/^ 2 - /nV - ;u ( 2 . 5ml) 4'-C4 0 

4 9. g,. 9 7 %) gi[.'& 2 7 0 - 2 7 1 r (^^) ; {%mm. : C . 6 4. 9 3; 

H> 5. 55;N. 9. 24oCj4H2jNj03-HC1 - 0. SSH^OtCOi/^ 
T<75tt#fi£ :C, 64. 93:H> 5. 56;N^ 9. 47) ;tlc (S^Seoi. 
^;^) R f 0. 1 8 ; <y H [' H«] -DM S O 1 1 . 0.0 ( 1 b r s , 
NH), 8. 20 (IH, 8-H). 7. 62 (2H> s. J9. 2' -H 
, 6' -H). 7. 39-7. 50 (5H, m, SxPhH)^ 7. 25 (IH 
. s. 5H)^ 7. 11 (2H^ d. J9> 3' -H. 5' -H) . 5. 17 ( 
2H> s. CHO. 4. 01i5j:U="4. 00 (2X3H. 2Xs^ 2xOCH3 
) > 2. 57 (3HsS^ 2-CHj) ; mXz (%) 4 0 2 ( 1 0 0 > M + 1* 
) o 

8 0 

4- (4 -^>y;uT ^ 7 T-'j y) ^:^v•v 

tL;t::5"ffi (D.L.Bogeris J: iyfH.ZarnnmayehJ.Org.Ch€fti.^55^1379^(1990 

)) 4--hnT-";> (®^6<]tcA#Drtg) tS^Cj 4 --x>Xt 5 KT 



cm) Ita^ 10-505600 

f-h7t:Kn77> (8. 0ml. 8. 0 mm o 1 ) ^X'yK^it') ^ AT )U 

(3 0 m \) ^(D4 --<'yXT ^ VT -V > {0 . 8 2 g. 3. 9mmol)0 
BMi^ S 1d-~d^n-cmT Lf^o -^</^ -e:t > v-feil-g-t)* 1 2 mmtQ^MM^ fz 
o Tfc ( 0 . 7ml). 1 5 a 0 H ( 0 . 5ml) . :^v^T-7)c ( 2 

ml) ^msiLX^K^iE^^^K-mu-t^ t. mm-Am^Lfc^ d-TDig-g-tl^rv^ 
nn^:J^> (30ml) T'^^f^L. ztii LTzti^^rl^* Lfjo aS-^**^iit|ii L 
. ®^^=$- h ^-^ 7 ^ - (-> U ^'Jr'jl/, 2 %^ ^ y - JU/ n > 
) lC75>>t^i:> i -^yi/jUT ^ / T-''} y (0. 5 2g. 6 7%) ;6^'gH/^/7J^-fe 

(Dmm)t^tLx^^h^rc:sii ['H6]-cdcij 7. 33-7. 20 ( 

5H. m. 5XPhH). 6. 59i3J:a^6. 52 (2X2H. 2Xd. J9. 
2 -Hi5 J: 0'5 -H> 3 - His J: 5 - H ) . 4. 27 (2H. s. CH.) , 
3 . 

3 0 (3 H. b r s , NH.> NH) ; m/z (%) 1 9 8 (7 5 . M*) . 1 
0 7 ( 1 0 0) o 

4 -iJ' o n^i-v'U > (0. 15g> 0. 91 mm o 1 ) is J: 1/ 4 -^>->';b 
yr-Vy (O. 15g. O. 7 6mmo 1 ) ^mBiz'^\.^ 2 -y^r/^• 
y-Jl^ (1 5ml) +-e3 O^mRJt^-^tzo ^<7>J: LT|| tL7t:^-fe@# 
t'tt/{i4- (4 --^>v;UT^ y T-V y ) >^Se^-e^-o7^c (0. 1 

7 g . 6 2%) . 2 1 0 "C i^m) ; (HM :C^ 68. 76:H. 5. 
09 ;N, 15. 14oC2iHi»N4-HCl-0. 2H2O i^^^^X (Dif^i^ : 
C. 68. 83;H. 5. 33:N. 15. 28%) ; $E C He] -DMSO 

11. 25 (IH. br s. NH)s 8. 78 (IH. s. 2-H) . 8. 
70 (IHs d. J8. 8-H). 8. 02 (IH. t, J8. 7-H). 7. 
86 (IH. d. J8. 5-H) s 7. 80 (IH. t. J8. 6-H) . 7. 
41-7. 30 (6H. m. 2" -H. 6' -H. 2" -E. 3" -H. 5" - 
H. 6"-H). 7. 23 (IH. t. J8. 4"-H), 6. 68 (2H. d 
> J9. 3" -H> 5' -H) . 4. 32 (2H. s. CH2) ; m/ z (%) 



cm) ^mW- 10-505600 

327 (100>IVH-1*) ; V rm X (KB r T'-f 7.1^) y c m'^ 1630 
V 1612^ 1568> 1520, 1373. 762o 

4- (4 -^>-y;i/T^ y T-'j 7) -6, 7 -i/ ^ h ^i^^j-v^) yi^^j^ 

4 - iJ' n n - 6 , 7 - V ^ h ^ :^ V 'J > ( 0 . 1 2 g . 0 . 5 4 mm o 1 
) iDXlf4 --<y-y)\yT< yT:=.')y mmLfzX KmiiMLfc) (0. 15g 
> 0 . 7 6 mm o 1 ) ^MB 2 - ya/N'y - ;u ( i 5 m 1 ) 4"^ 3 0 

= yT-';y) -6, 7-vp< h^v^^hv; >iS^i^r-$,-orc (0. i6g, 

7 0%) . S!l!,'^. 2 5 5 - 2 5 6 r ; (^zlUffi :C. 65. 59;H, 5. 67; 

1 3. 3 Oo Cz^HzzU*Oz • HC 1 Coi/^Tcofm<iS : C. 6 5. 3 2 ; H, 
5 . 4.8 ; N. 13. 25%) ; H ] - D M S 0 11. 07 ( 1 H> 

br s, NH), 8. 65 (IH. s. 2-H) , 8. 20 (1H> s. 8- 
H) , 7. 4 2 - 7. 2 8 (7 H, m^'s-H, 2' - H> 5' -H. 2" -H 
, 3"-H> 5''-H, 6' -H)> 7. 23 (IH, t. J8. 4"-H) , 
6. 67 (2H, d, J9> 3' -H, 5' -H) , 4. 32 (2H, s. CH 
z) s 3. 96 (6H. s, 2X0CHj) ; m/ z (%) 3 8 7 ( 1 0 0 . M + 
1*) ; V ma X {KB V 7.-^) y c m'^ 1630> 1576> 1514 
X 1437, 1277o 
n-^M 8 2 

4- (4 vjur-'; y ) y-m.WLi^ 

^^:^V'; > ( 0 . 1 0 g , 0 . 6 1 mm o 1 ) i3 J: 0^' 4 - T ? y v 
y ^y mm^izX^'^n^) (0. 1 6 g. 0 . 8 5 mm 0 I ) ^^HM 

Bic^i&i/^ 2 -7'^y^•y-;^ (I5ml) ^X' 3 0 ^mmm$ fzfzL^^^B 

- Aji-fetT^si^t^i^js 4 - ( 4 -•^> v;uT < y T— 'J y ) y; >'±s^ts,-c 

^^fz (0. 13g. 62%) , Sfe.d; 235-236*C: (HifiOH : C . 7 2. 



CrU) 10-505600 

2 3 ; H^ 5 . 1 9 ; N, 11. 9 3 o Cil Hi7 Nj • HC I i^o T^et^-fit 
:C. 72. 5l;H^ 5- 22:N^ 12. 08%) ;<5H['H6]-DMS 
0 11. 54(lH>br 3.NH),8. 91(1H, d.J8^8-H 
)> 8. 87 (IH. s. 2-H). 8. 08 (1H> t. J8> 7-H). 7 
. 96 (IH, J8. 5-H). 7. 84 (IH. t. J8. 6-H)> 7 
. 63 (2H. d> J9> 2' -H. 5' -H) > 7. 38-7. 24 (6H. 
m. 3' -H. 5' -H. 2" -H> 3" -H. 5" -H. 6" -H) . 7. 2 
0 ( 1 H. t . J 8 . 4" - H) , 4 . 0 0 ( 2 H, s . C HO ; m/ z (% 
) 

312(100>M+1*) ; V m3i X (KB r -r^ X^) y c m'^ 1632 
. 1614. 1562, 1433, 1375o 

nmm 8 3 

4- (,4 -^'>y;ur-'; y ) -6, 7 -->'^ ^^->^:^v•'; 

4-i^nn-6, 7-->'^h^v^:hV'U> (0. lOg, 0. 45mmol 
)i3J:C/4-T5y->'7^-;U^^'>'(0. 12g. 0. 67mmol) ^^JUI 
Btc^Jfev^ 2 -ya/^v -;u (12ml) 4^"^ 3 0 59-M5:ic:>? -i^rc;!)^ rc/iLISa^ 

a-f*^^f±4- {4 --^l^-yjUT < y T-^) J) 6, 7 - v-'^ h *->^^ V'J > 
iS?K*£-e^ o/c (0. 14g> 77%) , m.'^. 259-260^: (^M : C 
> 67. 94 ;H, 5. 50 10. 29oC23HjiN30:-HCIJCov^ 

x<7^tfnm :C> 67. 73;H> 5. 44; N, 10. 30%) ;^H['H6 
1-DMSO 11.40(lH>br s>NH),8. 74(lH>s,2 
-H)> 8. 34 (IH. s> 8-H). 7. 61 (2H, d, J9> 2' -H 
, 6' -H). 7. 40 (IH, Sv 5-H), 7. 35-7. 25 (6Hsm 
, 3' -H. 5' -H> 2" -H, 3" -H, 5" -H, 6" -H) > 7. 2 1 
(IH, J8, 4" -H) > 4. 00 (6H. s. 2XOCH3) . 3. 9 

8 (2H. s> CH2) ; m/ z (%) 372 (100, M+1*) ;ymax ( 
KB r ^i?) / c m"' 1 6 3 2 , 1 5 7 6 , 1 5 1 2 , 1 4 3 7 , 1 2 8 



"i^mW- 10-505600 



1 o 

4- (4 -^>-y;i/T-'; y ) -6, 7 - vJ- h^->^^vv 

4-^nn-6, 7 -i^'^ h ^ i^^i-^V y {0 . 126g;0. 30mmo 
1 ) ^XU'A-^yiyJUT^') y (0. 9 2 g ; 0. 5 Ommo I ) ^HKB 
icti&i/^ 2 -7•^/^v (2. 5 ml) ^t^-C 2 0 ^MRjS ? ^^7t:o ^Oi^tcL 

T^tB£t;^>'fl$m-feitt>t|gH^ <h \^xnh^fz ( 0 . 1 8 9 g . 8 7%) iK,"?. 2 4 2 

- 2 4 4 r ; {%mm. :c. es. 80:h. 5. 9o;n. 9. 54o 

C2> HisNiOa • HC 1 tiov^T<75tmfg :C. 68. 88;H, 5. 97;N 

> 9 . 6 4) ; t I c Rfo. 42;^H['H6]-DMS0 
11. 23 (IH. br s.NH). 8. 71 (IH, s, 2-H). 8. 2 
9 (1H> s> 8-H). 7. 60 (2H. d, J9, 2' -H. 5' -H) . 
7. 1.6-7. 40 (8H, m> 5' -H, 3' -H. 5' -H. SXPhH) 

> 4. 20-4. 38 (4H>m. 2X0CH0. 4. 04 (2H. s. CH^ 

1. 37-1. 51 (6H.m. 2XCH3) ; m/ z (%) 3 9 9 ( 1 0 
0 > M+ 1 *) „ 

%mn 8 5 

4- (4-^>y;i^T-'; y) -6, 7 -^^u>-y;j-^->^^v'T; yjtj^j^ 

4->rnn-6, 7-^^^>->':t^->=^:hV"J>(0. llSgiO. 50 
mmol)i3j:Cf4--^>v;UT-V>'(0. 101g;0. 55mmol)^ 
^ ^JIHB tct^&w^ 2-7"nyNV-;u (3. 5ml) 4'-tr 6 0 55-MSJl> $ -t^Tto C*?? 
J; 9 LT±fife!fe;6^^^^^'fe7''; XA:yt!^® i: LT#ibn7t (0. 19 Ig, 9 
7%) ii,<^. 2 9 6 - 2 9 ; (5liIlJ^ :C> 67. 26: H. 4. 64;N. 
10. 6 7o C22HwNi02 • HC I tco (.^Tcoimfit Cx 6 7. 4 3 ; Hx 
4. 60: N> 10. 73) :tlc mWLJ^^)\y) RfO. 50;(JHC'H6 
] -DMSO 10. 98 (1H> br s. NH) . 8. 71 (1H> s. 2 
-H)x 8. 30 (1H> s> 8-H). 7. 61 (2H. d. J9. 2' -H 
. 6' -H). 7. 40 (IH. s. 5-H)> 7. 17-7. 32 (7H. m 



CllSD H^mW- 10-505600 

> 3' -H. 5' -H. 5XPhH) , 6. 39 (2H> s^ CH.OO . 40 
0 (2Hs s. CEz) ; m/ z (%) 355 (100.M+l*)o 



^mm 8 6 

4- (4 v;ur-'; y ) - e - ^j-V) yi&m^ 

6-r^■:e-4-^'^ur^■^v••;>(0. 122g;0. 50mmol)*3i 
1CF4 -^yi/)i^T- Oy (0. 092g;o. SOmmol) ^JilMB Ic'ciEv^ 
2-7'nyxV-;u (2. 5ml) 4^T- 3 0 ^W^tS ? t^Co -^t) J; ^ LT^b£ 
mijm^^f.zM'&yvXJ^ijt^WtLXmibfifz (O. 194g. 9 1%) i!6,'if2 

6 4 - 2 6 6 ; mmm :c. 59. i2;h. 4. 04:Ns 9. 7I0 

C.iHisB rN3 • HC 1 tCov^TcoimM :C. 59. 08;H, 3. 98; 
N> 9 . 8 5) ; t 1 c (SIK^^JU) RfO. 60:^H['H6]-DMSO 

11. 60 (1H> br s.NH). 9. 23 (IH. s. 5-H). 8. 
88-(,lH, s> 2-H). 8. 21 (IH, d. J. 9,7-H) . 7. 93 ( 
IH, d, J9> 8-H) , 7. 68 (2H. d. J8, 2' -H> 6' -H) 
. 7. 21-7. 40 (7H. 3''-H. 5' -H, 5XPhH) . 4. 0 
0 (2H, s. CEz) ; m/ z (%) 390 (100. M+1*), 
^MfflJ 8 7 

4- (4 -^>->';i/T-U y ) -6, 7 -->'^ h^y- 2 -^^;i^^:hv''; 

mm, 

4_^nn-6. 7 --yy h^->- 2 -y ^;v^:hv''; > (0 . 0 8 4 g;0 
. 3 5 mm o 1 ) ^ ^Xf ^ -^y'J)VT=- y (0 . 073g;0. 40 mm o 
I) "t. ^MB ^c^i&v^ 2 -ya/N-y-;u (2. 5ml) ^X' 5 0 ^m^m^^fz 
o ^<7)X^ iZLr^^m'^-z^'^'S,^') XM,:^^MtLX^hflfc (0. 12 
4 g . 8 4%) 2 6 9 - 2 7 0 t: (fS3:o) ; (^SUffi : C . 6 7. 8 0; 
H> 5. 70; N> 9. 74oC24Hj3Nj02-HC1 - 0. 25H2O Coi/> 

TcT^tmri :c, 67. 60;h. 5. 75;n. 9. 86) ;tic (mm^ 

^JU) RfO. 22;5H['H6]-DMSO 11.08(1H. br 
NH) . 



C1J.5) 10-505600 

8. 22 (1H> s> 8-H) > 7. 14 (2H^ d. ] 9 . 2' -H^ 6' - 
H). 7. 17-7. 37 (8H>m. 5-Hx 3' -H. 5' -H^ 5XPh 

H) . 4. 03 (2H> s. CHOn 4. 0 2^5X^4. 00 (2X3H> 2 
xs> 2X0CH0 > 2. 59 (3H, s. 2-CH3) ; m/ z (%) 385 

(10 0) ^ M+ 1 *) o 

^mm 8 8 

4 - ( 4 - T - u y T - 'j y ) ^i-y'^)y mmm. 

4-i^nn^^V-U>(0. i3g,o. 76mmol)i5j:U='4-T-'Jy 
T-U > (A 1 d r i c h) (0. 1 8 g. 0. 9 Immo 1) ^MBKm. 

2 -T'n/N-y -;u (12ml) 4^T' 3 0 "d-m^m^-tfzo ^coX^iz LTmi^ 

iLfz-^i/fzm^o:>m^^mii4: - (4 -r-u y r- u y) ^:hy*'j 

^o/c (0. 25g, 93%) i!l,^r246-248'C: (^M : C > 6 8. 2 
l;H> 4. 9l;N> 15. 570C20H16N4-HCI-O. 25H20tio 
v^Tc7)ft^M :C. 67. 99: H> 4. 95: 15. 86%) ; S E C 
H«]-DMSO 11. 55(1H. br s.NH),8. 93(1H, d 
> J8^ 8-H)> 8. 87 (IH, s\ 2-H)> 8. 30 (lH. br s 
. NH). 8. 08 (1H> t. J8. 7-H). 7. 95 (IH. d. J8> 
5-H). 7. 82 (1H> t> J8. 6-H).7. 60 (2H. d . J9> 
2" -H. 6' -H)> 7. 25 (2H. t. J9. 3''-H. 5"-H) , 7 
. 15 (4H, m, 3* -H, 5' -H. 2" -H. 6" - H) . 6. 87 (1 
H, J9. 4"-H) :m/'z (%) 313 (100>M+1*) ; u m 3l 
X (KB r r-^ :^^) y c tn'"- 1632. 1614. 1595. 152 0> 1 
4 9 3 o 

^ikm 8 9 

4 - ( 4 - T - 'J y r - y ) - 6 . 7 - v y h ^ -> ^ :h v u > i^m^ 

4_^nn-6, 7 -->*y h > (0. 061g. 0. 27mmo 

I) i3j:0^4-r.:^';yT-';>'(Aldrich) (0. 075g, 0. 41 
mm 0 1 ) ^. ^HSB 2 - yu/-<y - ;u (6ml) f+'-CS 0 ^WRjj;?-^*- 



Cn7) ItS^ 10-505600 

/Zo C<0 J: ^ }C LT^i^bi^;t:^ U -r^-fe@#t^tJJi 4 - ( 4 - T - y T =- <) 
y) -6, 7 -vV h y; >iMMi^T-$,o7t ( 0 . 0 8 8 g^ 7 9%) 

M;^, 266-268^; (^Wm :C^ 64. 54;H^ 5. 24:N. 13. 
630C22H20N4O2-HCI tioi/^TcOat^flt :c> 64. 62;H. 5. 1 
8;N. 13. 70%) ;<JH['H6]-DMS0 11. 20 (IH. br 
s> NH) . 8. 75 (IH. s, 2-H) , 8. 27 (IH. s. 8-H) . 
8. 27 (IH. br s,NH)> 7. 54 (2H. d. J9> 2' -H. 6 
• -H) > 7. 36 (IH. s. 5-H) . 7. 27 (2H. t, J8. 3" - 
H. 5' -H) , 7. 17-7. 10 (4H. m. 3' -H. 5' -H. 2" - 
H, e-'-H). 6. 85 (IH. t. J8. 4"-H). 4. 00 (6H> s 
> 2 X C Hs) ; m/ z (%) 373 (lOO^M+1*) ;t/max (KBrf" 
'<;^i^)/cm'' 1632. 1595> 1574. 1512. 1495. 14 
3 7o 

^mm9 0 

4- (4 W ;UT-'J y ) ^:hV'J >j^^:^ 

4 - ^ua^i-y'^) y (0 , lOg.'o. 61mmol)i3=fc?>'4-T5y-^ 
>v':7^y>(Aldrich) (0. 18g. 0. 91mmol)^. ^JUB 
t^tifei/^ 2 -^n/NV -JU (12ml) O^^mKlt^^/zo i i ^ L T 

^f^^t/cfi^^-fea^t^t^ii 4 - ( 4 --^> Ji'T-'J y) >it^i*-c 
^> o ( 0 . 2 0 g . 9 1 %) ik.a; 2 8 8 r (^) ; : C . 6 9. 3 

0;H. 4. 4l;N. 11. 42oC:iHuN3 0- HCl - 0. IHzOtco 

^'r<7)Bfnm. :C. 69. 36;h. 4. 49:N. 11. 56%) ; d H C 

H6]-DMS0 11.95(1H. br s.NH).9. 18(1H. d 
s J9. 8-H). 9. 12 (IH. s. 2-H) . 8. 25 (IH. t. J8 
. 7-H) . 8. 22-8. 15 (3H. m. 3' -H. 5' -H. 5-H) . 
8. 0 5-7. 95 (3H. m. 2' -H. 6' -H. 6-H) . 7. 88 (2 
H. d. J8. 2" -H. 6" -H) . 7. 80 (IH. t. J8. 4" -H) 
. 7. 7 2 (2 H. t . J 8. 3" -H. 5" -H) ; m/ z (%) 3 2 5 (1 
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;vmax ( K B r r'-f ) / c m" ' 1 5 5 5, 1 6 3 4 
. 1601> 1564. 1533 o 

4- (4 ;l/T-'J y ) -6. 7 -->'^ h ^ v^^y'V 

4-^nn-6. 7-->'^h#->+-^y*<;> (0. 102g. 0. 454mm 

0 I ) i3 J:a=-4 - T^ y ^>y*7iy > (A 1 d r i c h) (0 . 1 1 0 . 

5 4 5 mm o 1 ) #JiiB i^i^fev^ 2 - y'^/^V (15ml) 41^4 B#WS 
S?-^;t:o -(T^d: ^ LT#ibtL/c7ii5m'fe®'»:^tJ{i4 - ( 4 - > v'^ ju T - 

'Jy) -6, 7 - -yy r ^->^:hv-ij >taMJtSr-^o;t: (0. 16g. 8 4%) 
ife,^. 2 6 4 - 2 5 5 r ; (*illJ^ :C. 65. 72;H, 4. 73:N. 9. 8 

7o Cz3Hx9N303 • HC I {;o</^T<75ft»^ :C. 65. 48;H, 4. 78 

:N> 9. 96%) ; SH ['Ha] -DMSO 11. 40 (IH. br s, 
NH) . 8. 80 (IH, s. 2-H). 8. 38 (IH. s> 8-H). 8. 

0 1 (.2 H. d. J9. 3' -H, 5' -H), 7. 78 (2H. d. J9, 2 
' -H> 6- -H) . 7. 77 (2H. m, 2" -H. 6" -H) . 7. 70 ( 

IH. t. J9> 4"-H). 7. 59 (2H. t. J9. 3"-H. 5"-H 
)> 7. 40 (1H> s> 5-H). 4. 02 (6H. 2Xs. 2xCHj) ; 
m/z (%) 385 (68>M*). 38 4 (100) ; umax (KBrx-f 
:^^) 

/cm'' 2600, 1653s 1632, 1599> 1572, 1516, 1 
451, 1277> 1230o 
^MM 9 2 

4- (4 y T-V y) ^i-vv >i^m.i^ 

4-^^^^^-^v'•;>(0. lOg, 0. 61mmol)i3j:0=-4 — ^>Xt 
= KT — 'J ^(Salor via Aldrich) (0. 15g, 0. 71 
mm o 1 ) ¥-MB ic^^£^/^ 2 - 7*1:1 /nv - ;u ( i 2 m I ) 4.-^^ 3 q ^hSJh?? 
itrjo ^co J: ^ C L-C#ib*i.7t:J^v^/«:||-e.@'^!il{i4 - (4-^>->';i/T^y 
T-'J y) ^^l/'j >iSS?t&T-^o;^^ (0 . 1 9 g, 8 2%) M.^.S 2 2-32 



Cns) 1 0-505600 

4X: ; {^mm :C. 66. 21 ;H. 4. 55 ;N. 14. 5 S o dxKi^N 
4O • HC 1 ■ 0 . 2 H: OiCov^-C(;5ft#-(it ;C. 66. 30;H^ 4. 61; 
Nsl4. 73%);<JHC'H6]-DMS0 11.71(lH^br s. 
NH) . 10. 40 (IH, s. NH_C 0) . 8. 97 (IH. d> J9, 8- 
H) , 8. 90 (IH. s. 2-H) . 8. 10 (IH. t, J8. 7-H) > 
8. 05-7. 97 (3H. m. 5-H. 2"-H. 6"-H). 7. 91 (2 
H. d. J9. 2' -H, 6' -H) > 7. 85 (IH, t. J8s 6-H) . 

7. 74 (2H, d. J9. 3" -H. 5' -H). 7. 58 ((IH. t. J 

8. 4"-H). 7. 53 (2H> t. J9. 3"-H. 5"-H) ;m/z ( 
%) 340 (80, M*). 105 (100) ; uma x (KB r r"^ 7.^) ^ 
cm'' 1653, 1634, 1612, 1566, 1541, 1429, 13 
5 7 o 

^mm 9 3 

4 -■ (4 -^>V^;b7 ~ y r-'; y ) -6, 7 -->-p< h^->^^V'j 

4_^nn-6, 7 -->'y ^^->^:^V-«; > (0. 102g, 0. 454mm 

0 I ) feiOM -^yXT< KT-i; >(Salor via Aldrich 
) 

(0. 116g, 0. 546 mm o 1 ) ^, ^jlSB ic^ifev^ 2 -ya/^V ( 1 
5ml) ^'-C 1 ^MKi&^-^/co ^'^^ d \^\^X'^hiifzmn'^m'(^^ii4 - 

^fc (0. 1 1 0 g , 5 5 %) ill,*; 266-267'C; (5lil'Jft : C , 6 2. 8 
2:H, 4. 71 ;N, 12. 48oCj3H:oN4 03-HCI - 0. 15H2O 
tcov^-Cc7>tt«:fit :C, 62. 84; H, 4. 88; N, 12. 74%) ; 
<5H['H6]-DMSO 11. 17(1H, br s,NH),10. 35( 

1 H, s, NH_CO) , 8. 78 ( 1 H, s, 2-H) , 8. 25 (IH, s, 
8-H) , 7. 95 (2H, d, J9, 2" -H, 6" -H) , 7. 88 (2H 
, d, J9, 2' -H, 6' -H), 7. 67 (2H, d, J9, 3' -H, 5 
• -H), 7. 61 (IH, t, J8, 4"-H), 7. 52 (2H, t, J8 



C120) 10-505600 

V 3" -Hx 5" -H) > 7. 33 (IH^ s. 5-H) . 4. 02 (6H. 2 
X s . 2 X C HO ; m/ z (%) 400 (82. M*), 105 (100) ; v 
max {YiB r -r-i 7.^) / c va'^ 1632^ 1578s 1512, 1437 

> 1 2 7 9 o 

9 4 

4- {A - T y ti )\^^-}\yT y) ^j-vv y-i^mi^ 

4 - ^nn^f v*U y (0. 10g> 0. 61 mm o I) i5 J: If 4 - T ^ y 
>Xt^'J K (A P I N) (0. 1 5 g. 0. 6 9 mm o 1 ) ^ JKB tc'c^&i/^ 
2 -y^y^'y- ;b (15ml) 4--^ 1 5^W£]£?-^7to J: ? LX^hfi 
/zi? U - 4 - (4 -T-U 7 Jb*'-;UT- >; y ) ^:^y*'; 

>iSmi^-e^ o7t:(0. 19g. 83%) Sil.ir 326-327'C: (^ifiiJ-ft : C 

> 66. 28;H, 4. 44;N> 14. 56o CiiHieN.O-HCl - 0. 
2 H2 piwOV^-Ccotmfit :Cs 66. 30;H. 4. 60: N, 14. 73% 
) H L'Hs] -DMSO 11. 87 (1H> br s, NH) . 10. 4 
0 

(1 H. s , N H_C 0), 9. 12 (IH, J9> 8-H). 9. 08 (1 
H> s> 2-H), 8. 20-8. 17 (3H, m> 7-H,.3' -H, 5' - 
H) , 8. 12 (IH. d> J9, 5-H) , 8. 06 (2H. d . J9. 2' 
-H, 6' -H)> 7. 96 (IH. t> J8, 6-H). 7. 92 (2Hv d 
. J 9> 2" - H. 6" -H) . 7. 4 8 (2H. t. J 9, 3" -H. 5" - ' 
H>>7. 22(1H, t,J9>4"-H) ; m/ z (%) 3 4 0 ( 2 2 , M 
') > 248 (100) ; i/max (KB r ;^^) /cm"' 1666, 1 
634, 1605, 1560, 1535, 1508, 1497, 1439, 13 
7 7, 1 3 1 9 o 

^mm 9 5 

4- (4: -T-V y ti ]\y^^}UT y) -6, 7 - z/ ^ h ^ -y ^ j- V ') > i^Wi 

•rSBL 

4 - ^ □ a - 6. 7 - -yy h^i^^i-y^V y (0. lOg, 0. 45mmol 



(I2i: It^^ 10-505600 

)i3cl;L^'4-T5y-^:^XT-'JK(APIN) (0. 12g^0. 58mmo 
1 ) =Sr. ¥JliB 2 -yn/N-y -JU (15ml) O^mKJt^^'^fco 

^ LT#ion;t:^^ V - 4 - (4 -T^V y 4^' ;w 

T-vy) -6. 7 h^z^^f-v) ym.mmx'$)-^fc (o. i5g> 79 

%) ife."?, 275-2771:; (^iaUfiS :C. 62. 38;H. 4. 72;N^ 1 
2. 60oC2jH2oN4 0a-HCl-0. 3 Hi 0 t^ov^Tcofl-^'fii: : C. 6 2 
. 46;H. 4. 92;N, 12. 67%) ['He] -DMSO 11. 

50 (1H^ br s.NH) . 10. 25 (IH^ s. N H_C O) > 8 . 8 6 
(IH. s> 2-H). 8. 41 (1H> s> 8-H)> 8. 08 (2H. d, 
J9. 3' -H. 5' -H)^ 7. 95 (2H> d> J9. 2' -H, 6' -H 
) . 7. 80 (2H. d. J9. 2"-H> 6"-H). 7. 42 (IH. s> 
5-H). 7. 37 (2H. J9, 3"-H. 5"-H). 7. 10 (1H 
. t . J 9 > 

4" -H) . 4. 02 (6H^ 2Xs^ 2 X C HO ; m/ z (%) 4 0 0 (2 
CM*). 308 (100) ; u mz X (KB r ^ :^ ^) y c m''' 1664 
> 1635> 1597> 1578> 1527^ 1510, 1437, 1277, 
1 2 3 6o 
^M&M9 6 

4- (4 -T^^; y p<^;vT-'; y) ^:^:/v>^sSJ^ 
^mf- h h'^ y yy ( 1 0 m 1 ) ^<r>4 - T ^ y ^>Xt-'; f (a P I 

N) (1. Og. 4. 7 mmo I) (Dm^^^. ^^^m^Ti^7kM'it'}^y^T 
:=.^ J^<D^WLfcmmm (0 . 27g> 7. OSmmol) i^ZO^fj^nx 

i^ 7-;W = z::.>> A h 7 t Kn 7 v 1 . 0Mv§vt(4. 0 m U 4. Om 

mo 1) tLT^iDL, iS-e-!^^ ? ibi^.S ^WiD^il-^?-i^7to ^^^^-CyK (1. 
0ml) ^^Ki^/f^-feM-^i^t^fi^ LT^tlD L> :^\/^-C 1 5 %7Xt47km-ft-^- h 9 -t? 
^ (1. 0ml) =^^^JdL. ?^tC7lc(3. 0ml) ^^JB Lrt: o ^^v^-rlga^aK 
ztj^^v^ nnp< 3^ > (2 5ml) "C^^fi L> ^^v^TiHii L tIio mm^m^m^ 



C122D 10-505600 

i7UU:A-^y) Ki}--\y^t. ^ - T ^ ') y ^ T ^ ') y t^M^'^^it^'^ t L 
X%hiltz (0. 54g^ 59%) \ SB. CDCU 7. 20-7. 10 ( 
4Hsm. 3-H. 5-H^ 3* -Hs 5' -H) . 6. 70 (IH, t^ J9 
. 4-H) ^ 6. 68-6. 60 (4H. m. 2-H> 6-H. 2' -H. 6' 
-H) o 

4-^^^^^•:^V*';>(0. lOgsO. 61mmol)43j;t>M-T — 'Jy 
^^jUT-U y (0. 1 6 g> 0. 8 2mmo 1 ) ^MBK^t^^ 2 - -fu 

(1 5ml) 4^-C3 O^MRlS^-iir/to ClOJ: ^ Lr# i^tLTtjtf (/^t^:^ 

-fes^i^tJfi 4 - (4 -T^u y ^^;^T-u y ) ^:^yJ >^tsm*i.-e&-o7^c 

( 0 . 1 6 g , 7 2%) SH,"^ 198-200'C: dlrUKfi : C . 6 8. 6 4 ; H 
. 5..13;N. 15. 16oC2iHi8N4-HCl-0. 3 0 t^iov^-Ccoft 
mu :C, 68. 49;H. 5. 36;N, 15. 21%) ;c?H['H«] -D 
MSO 11. 52 (lH.br s,NH),8. 98(1H. d,J9,8 
-H)^ 8. 87 (IHs s> 2-H) . 8. 08 (IH. t. J9, 6-H) 
. 7. 96 (IH. d. J9^ 5-H). 7. 82 (IH. t. J9^ 7-H) 
. 7. 67 (2H. d> J 9> 2' -H. 6' -H) . 7. 49 (2H. t. J 
9> 3' -H. 5' ^H) . 7. 08 (2H> d. J9^ 3" -H^ 5" -H) 
^ 6. 64 (2H, t. 2"-H> 6''-H), 6. 58 (IH. t, J9> 4 
" -H) X 4. 3 0 (2 H. s . CHj^N) ; m/z (%) 3 2 6 ( 1 9 > M*) 
. 234 (100) ;vmax (KBrT'^;^^)/cm"' 2642^ 163 
4. 1605. 1562> 1510. 1435> 1375o 

jliS^J 9 7 

4- {A --y ^=-)VJ^^=-)VT y) ^j-V) y-j^WiM. 

tf 7. ( h -7 i JU* 7. -7 -f > ) /^• ^ V A (II) ^' n 7 -f K ( 0 . 1 2 g 
.0.17 mm o 1 ) ^. M^#ffl^Tt^mS.lCi3(/>T h U jc^jut ^ > ( 5 0 
ml)4^-e7i-;i'T-tr^^>(Aldricli) (1. 3g. 12. 7mmo 
1) i5i O*' 4-3 - KT- 'J ^(Aldrich) (2. 14g. 9. 8mmo 



C123) '^MW- 1 0-505600 

1) <DmwL/zm-}^K^ML. -^v^T-ii:*> n 3 '^^kii (0. 04g. o. 21m 
mo 1) ^ffijob/co KJ^-^^^T ~'y M.m-^^y-^- LX^^<Dmm'^f:S±\^ 

yy 4 - (-> V o n ^ rJ' ^^(r) 5 0 %^ h n- ;u ( 4 0 - 6 0 ) - 

1 0 0%v^'nn^ t,:i7t)^if ^ t . (±E5ct;4 - 7 :::i;Ujc^^;ut- V 

LX^htlfz (1. 4 9 g. 6 1%) ; <5 H ['He] -DMS 
0 7. 45 (2H^ d, J9. 2' -H. 6* -H) . 7. 42-7. 30 ( 
3 H. 

m. 4' -H. 3' -H, 5' - H) ^ 7. 20 (2H> d . J9. 3-H, 5 
-H) , 6. 57 (2H> d, J9. 2-H> 6-H) , 5. 48 (2H. br 
s > NHO o 

4-.i^nn^f-y'';> (0. lOg^ 0. 61 mm o 1) i3J:Z/4-yx.=.)]y 
jc^^;i^T-i; >(0. 16g. 0. 83mmol)^. ^MB 2-y'a 
yNV-;b (12ml) ^X 1 5^HSlS?-&/io ^<DJ: ? K LT# f> tl/f^^Hfe 
@#^^!^fi4- (4 -:7 jbT-'; y) V*'J ( 

0 . 1 8 g , 8 3%) iife^ir 2 5 9 - 2 6 1 t: ; (^iajfi : C , 7 3. 6 1 ; H , 
4. 5 6 ; N> 11. 5 7o C22Hx5N> • HC 1 K-^\^^X mf^M : C. 7 3 
. 84;H. 4. 5l;N, 11. 74%) ; $ U V He] -DMSO 11. 
60 (1H> br s> NH) > 8. 92 (1H^ d. J9> 8-H). 8. 8 
7 (IH. 2-H)> 8. 02 (IH^ t, J8. 7-H). 7. 94 (1 
H. d. J8. 5-H)> 7. 84 (2H^ d^ J9. 3' -H> 5' -H) > 
7. 77 (IH, t> J8, 6-H) ^ 7. 60 (2H, dx J9x 2' -H, 
6' -H)x 7. 50 (2Hx t. J 9. 2" -E. 6"-H)> 7. 45-7 
. 3 0 (3 H. m. 3" -Hx 4" -Hx 5" -H) : m/ z (%) 3 2 1 (1 
00>M*) ; w ma X (KBr-r'f7.^)/cm'' 1630. 1612. 1 
587. 1566> 1556. 1535. 1423o 

^mm 9 8 

6, 7-v^h^->-4- (4 - - ;i/r- y ) ^^wy&Mm. 



(124) ^mW- 10-505600 

4 -i^nn - 5. 7 - ^ h^v-^^hV; > (0. 102g. 0. 45 4 mm 
0 I ) io J: C/'4 --7 ji:=.;Ua^^:=.;UT-=- 'J (0. 116gs 0. 545 mm o 
1) *^ ^MMB i^titv^lSi^v^ ^ J^'-i^-'l'^ T ^ K (5ml) ^-T' 2 B#WRJt> ? -fr 
fZo ^(7)<t ^ LT#^tL/:||-felI#^tl(i 6. 7-->'^h^v-4- (4-7 

- - JUT- y ) ^ :h V 9 > i&^i^T^) o (0. 2 0g. 9 7%) B 

,i^.267-269t:; (^TfilJiit :C. 69. 38;H> 4. 88:N> 9. 62 
; C 1 > 8 . 3 5o C24 His N3 O2 • HC 1 l^ov^r (TJlt^-fit : C. 6 8. 98 
;H. 4. 79;N. 10. 06;CU 8. 50%) :5H['H6]-DMS 
0 11. 20(lH>br s,NH)^8. 82(lH^s^2-H)^8 
. 28 (IH. 8-H)> 7. 85 (2H^ d. J9> 3' -H. 5' -H 
), 7. 68 (2H. d> J9. 2' -H> 6' -H)> 7. 58 (2H, m> 
2" - Hs 6" -H) ^ 7. 42 (3H^ m. 4" -H> 3" - H> 5" -H) 
. 7... 35 (IH. s. 5-H) , 4. 02 (6H. 2Xs. 2XCH») :m 
/z (%) 381 (100. M*). 105 (lOO)o 
^MM 9 9 

(hv>>g;) - 4- (4 -7 T-U y ^:^V'U >^g.m^ 

4 n n^^v; > (0. 10g^ 0. 61 mm o 1) i5j:0^4-T^yx 
(TCI) (0. 15g. 0. 7 9mmo 1 ) 'Sr> B (ctJfev^ 2 -7' 
n/N-y ( i 5ml) 'P'C- 3 ^mKJZ-^-^fzo ^:<?5<): ? LT^^ ^ tt7^c||-fe@ 

ih^yT.) -4- (4 -7 j^-;i^j^^-;p) r-'; 7 ^±7'') 

i^-eafe o?t (0. 15g> 68%) ii,'^, 305-307*C; (^flflft : C > 7 3 
. 01;Hs 5. 12;N. 11. 51oC22Hi7Nj'HC1-0. IHzOt:: 
ov>T(^imfit :C. 73. 06;h>5. 07; N. 11.61%) ;^H[ 
'He] -DMSO 11. 62 (1H> br Ss NH) s 8. 95 (IH. d 
s J9> 8-H). 8. 92 (IH. s. 2-H). 8. 11 (IH. t. J9 
. 6-H) , 7. 99 (IH, d, J9> 5-H) > 7. 88 (IH. J9 
. 7-H) . 7. 82 (2H, d^ J9. 3' -H. 5" - H) , 7. 73 (2 
H. t> J9, 2' -H. 6' -H), 7. 62 (2H, d, J9. 2"-H, 



Ca25D 10-505600 

6"-H)^ 7. 40 (2H> t^ J9x 3"-H^ 5"-H)^ 7. 32-7 
. 2 5 (3 H. m> 4" -H^ 2 XT Jl^^^E) ; m/ z (%) 3 2 3 (9 

9^ M') . 322 (100) : ymax (KB r -T ^ T^ii^ ) /cm"' 163 
4>1612.1560>1533>1433^1375o 
1 0 0 

(h'7>>^) -6, 7 -v^ 4 - (4 -^J^-;t/J^7"->>l/T-'J y) ^ 

4_^nn-6, 7 - v ^ h ^ :^ V* U > (0. lOg. 0. 4 5mmol 
) i5j:X/4-T^ ^ X^)V^y (TCI) (O. 16 g, O. 82mmol) * 
. ^MBlctifevi 2-7'DyN-y-;i/ (i 5ml) ^--C 3 B^MRiE;? -t^r/^o C<7>J: o 
KLX'^hflfzmy^^fzm'^mi^^^iie, 7-v^h4^->-4- (4-7i^;u 
-i--r-/l-T-U y) >jt£®J^-e^o/c (O. l 5 g> 8 0%) i!il,>^.2 6 

4 - 2 6 5 "C : i^mm : C. 68. 39;H^ 5. 13;N. 9. 880 C.^ 
H21 Nj O2 - H C 1 - 0 . 1 H: Ol::ov^T^ft#'fiI : C> 6 8. 3 6 ; H, 5 
. 3i:N^ 9. 96%) : S K VKb] -DMSO 11. 31 (IH^ br 

s, NH) . 8. 8 0 (IH. s. 2-H) > 8. 32 (IH, 8-H, 
^ 7. 78 (2H> J 8, 3' -H. 5' -H) > 7. 70 (2H> d > J 
8. 2' -H. 6* -H) . 7. 62 (2H. d. J8^ 2"-H; 6"-H) 
. 7. 40-7. 20 (6H> m, 5-H^ 3" -H. 4" -H> 5" -H^ 2 
XT^V^yU) . 4. 03 (6H> 2Xs^ 2XOCH3) ; m/ z (%) 38 
3 (100, M*) ;i/max (KBr-r-fy.^)/cm'' 1632. 157 
6,1512,1435,1277o 

j^M^J 1 0 1 

4- (4 - 7.x^ji/ji^;uT.^ V y) ^j-yj y-^m.^ 

^m.J^^)l^ (25ml) ^(D4 - T < y T.^Jl'^y (TCI) (1. Og. 5 
. 1 3mmo 1 ) (?)-}§?S=Sr 1 0%>^^tB^^>°7v'^A ( 0. 0 5 0 g)tc-/isL 



C126) 10-505600 

KJit'-^d^m^ Lfz t ^ m3 0^) (t 1 c J: <9^?ti'5)) x t 7 d <7) 

!K%mmiz^t Lxmhn.fc (o. 77 g> 77%) ;5H['H6]-dmso 

7. 2 5 ((2H> t> J8. 3' -H^ 5' -H), 7. 19 (2H^ d. 
J8> 2' -H^ 6' -H). 7. 16 (IH. t, J8> 4' -H). 6. 8 
5 (2H, d. J9. 3-H. 5-H). 6. 48 ( 2 H, d. J9, 
6-H) . 4. 72 (2H> br s^ NH2) > 2. 78 (2H. m> CH2) 
> 2 . 7 0 ( 2 H, m. C H2) o 

4-i:7nn^:hv*';>'(0. 10g^0. 6 1mmol)feJ:t>'4-(7Ji- 
T-';> (0. 17g> 0. 85 mm 0 1 ) ^MB l^tifeu^ 2-7" 
n/N-y-;u (6ml) ff-e 3 0 ^MS:jS$; i<75 J: 9 LT^# tL/cfi-feH 

'f*:i^^(i4- (4 - 7 j:-;vji^;wt-'; y ) ^i-W yi^Wt^-c^-^^fz (0. 

16g> 73%)S!ll,'^, 263-264^: (HzllJ-fit :C> 73. 14;H, 5. 
71 :N. 11. 50oC22Hi>Nj-HC1 IClov^TcOft^-ffl : C , 7 3. 0 
2 ; 5. 57;N, 11. 61%) : S K ['He] -DMSO 11. 55 
(1H^ br s> NH) , 8. 88 (IH. d. J9^ 8-H) , 8. 8 5 ( 
IH. Ss 2-H) . 8. 10 (IH. t, J9. 6-H) . 7. 98 (IH. 
d> J9^ 5-H) > 7. 87 (1H> t> J9. 7-H) , 7. 65 (2H, 
d. J9. 2* -H, 6' -H) , 7. 35 (2H^ t^ J9. 3' -H, 5' 
-H)> 7. 30-7. 20 (4H. m. 2"-H> 3"-H. 5"-H> 6" 
-H)> 7. 17 (1H^ t> J8^ 4"-H)^ 2. 95 (4Hx C H. 
. C H^^) ; m/ z (%) 325 (89^M'). 234 (100) ] v mSi x ( 
KBr-r^;^^)/cm'' 2617^ 1634. 1616> 1595. 156 
6> 15 43. 1431. 1377o 

nmm 1 0 2 

6, 7-y^b^'>-4- (4 -7.x-ji/.3i-f-;u7-'j y) ^-rv^) yi^M^s. 

4_^crn-6, 7-vy^^v'^•:^V*';>' (0. lOg. 0. 45 mm 0 I 
) *3J:J>*4 - (7i^;i'a^^;u)- T^';> (0. 13g. 0. 67mmol) «r 



02T) A^m^ 1 0 - 5 0 5 60 

^ ¥^)illB 2 -ya^^V (15ml) ^X^Z 5 ^WSf5?-^/co -1 coJ; 

^ t-C#e>^/te-fell#:tfc!^ti 6 , 7-v^h^v-4- ( 4 - 7 ^ ^ 
;i^T^ i; y ) ^^y"^) ^J^^i^-C^b o /c ( 0 . 1 4 g s 7 5%) ill* 2 6 2 -2 
6 3 *C ; (^rllJfiS :C. 68. 31 :H. 5. 78;N. 9. 85oC24H2 3N 
jOj • HC 1 iCov^TOim^ :C. 68. 32; H> 5. 73;N. 9. 96 
%) C'Hs] -DMSO 11. 20 (IHv br s. NH) s 8. 7 

5 (IHs s> 2-H)^ 8. 25 (IH. s. 8-H), 7. 58 (2H, d 
> J9^ 2' -H> 6' -H) . 7. 40-7. 20 (7H>m, 5-H, 3' 
-H> 5' -H. 2" -H. 3" -H, 5" -H. 6" -H) . 7. 17 (IH 
. J8. 4''-H). 4. 02 (6H> 2Xs. 2XOCHO> 2. 95 
(4 H, s . C H^C jl2_) ; m/ z (%) 385 (17.M*)^ 29 4 (10 
0) :i/max (KB r T'-f 7^^:^) / c m"^ 1 6 3 4 , 1 5 7 4 > 1516, 
143 5 > 1362, 1281> 1230, 1063o 
1 0 3 

4- (4 - 7^-ji-^:tT-9 y ) ^±v')yi^m^ 

4 - ^ uu^i-V'^) y (0. OSOg, 0. 3 Ommo 1 ) is i 0^4 - (7^ 
T-';>(Salor) (0. 070g, 0. 35mmol)$:,^ 
)ilB 2 -yn/N-y (6ml) 't'-e 1 5 ^MSD^I^? -i^;to ^<75J:^l^b 

4 - (4 -■7i^;Uf-^T-'; y ) ^:hv*'; 
-e*o;»^: (0. 075g, 68%) 275-276'C; (^M : C , 6 5 
. 49;H, 4. 43;N, 11. 38oC2oHisNiS-HCl t^ov^T<7>ft 

fit:C, 65. 65. :H, 4. 41 :N, 11. 48%) ['He] -DM 

SO 11.60(1H, br s,NH),8. 91(1H, d,J9,8- 
H), 8. 89 (IH, s, 2-H), 8. 10 (IH, t, J8s 6-H), 
7. 98 (IH, d, J9, 5-H), 7. 85 (IH, t, J8, 7-H), 
7. 80 (2H, d, J9, 2' -H, 6' -H), 7. 45 (2H, t, J9 
, 3' -H, 5' -H) , 7. 4 4 - 7. 3 8 (4 H, m, 2" -H. 3" -H 



(128) 1 0-505600 

X 5"-H^ 6"-H)v 7. 37 (IH. t^ J8. 4"-H) ; m/ z (% 
) 329 (100>M*) ; uma X (KBr-rV7>i^)/cm'' 2538x 
1630s 1612s 1566v 1537^ 1495. 1433. 1375o 
1 0 4 

4- (4 - 73^.:iJl/XJl/^-;t^7 — V y) >^ ct:a='4 - (4-7j^^;i^ 

;i/ -7 ^ - .11/7 - 'J y ) ^ ^:^ V 'J >^ 

Oxone""" ( 2 K H 0 S Os • K H S 04 • K2 S OO (0. 13g. 0. 2 
1 mm o I) ^ ori^isi/^ry y - )iy (3ml) H X tfyK (8ml) '^<D4 - 
(,4 -y ^-)\^^^T~V y) ^^y) y^mi^ (0 . 030g. O. 082m 

mo 1) (Dm.WLfzm^mmKmuL. w,^^^ smmmwLfzo Rjz^m^-^^^m. 

Oxone'" (0. 025g. 0. 0 4 mm o 1 ) ^-^1)0 L, iS,^^^^ hK3 

^mmwi^fzo mm^m^v^^L. nmm^y^ (sm i ) ^\,^mm\^tz^ mmt, 

'I4M^®^± (5ml) ^y^slJO TK'tt^ ^zy uu y y (3X5ml 

) -eatHL^tio -m^zLtzt^mm.'km^m^^^. n^^n^sm^k^u-? y^^y 

- ^W.^^)^) IdTi^tSt. -m^JSKA- {A-y 

^;i/T-'jy) y-b^&^mmk^tX^Xmh^tz (0. 0 0 8 g. 2 

8 96) 2 3 1 - 2 3 2 ; (*iaijfit :C> 65. 43; H. 4. 26; 
11. 02oC2oHi5Nj02S-0. 4H2 Olcoi/^T-T^tt^-fit : C. 6 5. 1 

7 ; 

H> 4. 32; N> 11. 40%) ['Hs] -DMSO 10. 10 (l 

H. br Sx NH) . 8. 70 (IH. 2-H) . 8. 58 (IH. 
J9. 8-H) , 8. 20 (2H> d. J9s 2' -H. 6* -H) . 8. 02 
-7. 80 (6Hx ms 5-H. 7-H. 3' -H. 5' - H. 2" -H. 6" 
-H) . 7. 70-7. 55 (4Hxm. 6-H. 3" -H. 4" -H. 5" - 
H) ; m/ z (%) 361 (100. M*) iumax {KB x r ^ 7.-^ ) / c 
m'' 1566. 1516. 1408. 1391. 1149. 1105o 
:^\j^XA- { A - y Ji-)\^7, }\yy ^ -)\yT :=^^) y ) ^ :^ V* 'J > ^b^S-feS-frttti 



C129D 10-505600 

t LT^fbtlTl: (0. 002g. 7%) ;<?H ['He] -DMSO 10. 00 
(IHx br s. NH) , 8. 52 (IH^ s. 2-H) ^ 8. 55 (IH. 
ds J9s 8-H)^ 8. 06 (2Hx d^ J9^ 2' -Hx 6' -H)x 7. 
9 2 - 7. 4 8 (lOH, m> 5-H, 6-H> 7-H^ 3* -H^ 5' -H. 
2" -H> 3" -H. 4" -H. 5" -H^ 6" -H) :m/z (%) 3 4 5 ( 
12.M*),329(100)o 
^Wl 1 0 5 

6. 7-v^h^->-4- (4 -7j:^;l/^;j-T-'; y ) ^ :h U > Jt^M^^ 

4 _^ n n - 6, 7 - v>< h ^->^:hv*i; > ( 0 . 1 0 g> 0 . 4 5 mm o 1 
) itiXXfA - (y jc-Jl^^:^) T^iJ>(Salor) (0. 13gs 0. 62 
mmo 1 ) ^MB J^ti&o^ 2 - 7'n - ;u (15ml) ^'-^4 5^WRJS? 
-^^TTt'o :i<7) J; -5 LT#i^tL/^yi$IS-fe@'l*tft:i;fi 6 . 7 -->'^ b 4 - (4 

-y ^;=.)i^^^T:=-v ^) ^i-v) ym.mm.x-$>'^fz (o. l6g^ 32%) si 

.'^257-258'C: :C. 61. 87;H. 4. 69:N. 9. 71 

0 C22 Hi9 N» O2 S • HC 1 lCov^T<Dft»M :C> 62. 04;H> 4. 73 
:N> 9. 87%) : S H ['He] -DMSO 11. 35 (1H^ br Ss 

NH) , 8. 80 (IH, s> 2-H) , 8. 33 ( 1 s. 8-H) . 7. 
7 

7 (2H. d. J9. 2' -H. 5* -H) . 7. 45 (2H. d. J9> 3' 
-H. 5' -H), 7. 40-7. 30 (6H. m, 5-H. 2"-H> 3"- 
H^ 4" -H, 5" -H> 6" -H) . 4. 01 (6H, 2Xs, 2XCH3) 
; m/z (%) 389 (lOOxM*) ; v m a x (KBr7=''f;^^)/cm'' 
2700. 1632. 1578, 1514. 1439. 1364. 1281. 

1 2 3 2o 
^MM 1 0 6 

6. 7 h 4 - (4r-yjL^)U7.)\y^-}\yT-')y) ^j-WyjoX 

Oxone^" (2 KHO S Os • KB S 0. • K: S O4) ( 0. 0 7 5 g. 0. 



(130) ^mW- 10-505600 

l2mmo I) ^•0'Ct^i3V^T^^y--'l' (3ml) id X C^tK (3ml) 4^<7) 6 

osogs 0. i2mmoi) oym^w LfcmmmKmm Ls u-^'^^ 2 mmmw 

. n^^^'J^ av^ (2ml) ioXJJP^^y~)U (1ml) X-^mT^ t 

. ^-^mmi^^trnhfifzo ^it^MML. mit^m^ ^ y - )^ (5 mi) T-st 

i^LfZo I&Wl^ V') :^^)\^r (2. 5ml)T'^aL. K^SML. ^^tf 
^i^-a-^ Y y^y - g^^juf-ju) iz-!!)^n:ht. M^i^ 6 , 7- 

->';>< h^v- 4- ( 4 - -7 x:::.;!/^;;^* — ;UT- 'J 7 ) ^i-VV y^^Uk'&m'i^^ 
mt LX'i^h^fz (0 . 0 0 3 g . 6 %) SS.'Sr 2 23-226t:; <yH ['H.] 
-DMSO 9. 72 (IH, br s. NH). 8. 55 (IH. s. 2-H 
)\ 8. 12 (2H. J9> 2' -H> 6' -H) . 7. 9 2 - 7. 9 8 ( 
4 2xd. 3' -H, 5' -H. 2" -H, 6" - H) > 7. 85 (IH, 
8-H), 7. 60-7. 70 (3H^m^ 3"-H, 4"-H^ 5''-H 
), 7. 23 (IH. s. 5-H). 3. 97 (6H. 2Xs. 2X0CHj) 
: m/ z 

(%) 422 (100, M+1') ; i/max (KBrT''f;:^i!^) /cm"^ 1 
6 2 2> 1595> 1576, 1502, 1410, 1246, 1151, 11 
0 7o 

-^>/^T6, 7 --J :^ Y ^"y- A - {A-y x.=.)\y7.)Vy =.)\^T=-') y^) 

L-C#<btL;t: (0. 0 0 2 g, 4 96) 2 7 

■C {"i^m) ;<yH ['H6]-DMS0 9. 90 (lH,br SvNH)x 8 
. 55 (IH, s, 2-H)s 7. 97 (2H, d, J9s 2' -H. 6' -H 
)^ 7. 87 (IH, s, 8-H), 7. 72-7. 70 (4H^m^ 3' -H 
V 5* -H, 2" - H, 6" -H) , 7. 50-7. 58 (3H. m> 3" - H 
, 4"-H> 5"-H)^ 7. 20 (1H> 5-H), 3. 97 (6H^ 2 
X s> 2 xOCHj) ; m/z (%) 406 (10O,M+l*) ;vmax (K 
Br-ri':^^')/'cm'' 1626, 1576^ 1506, 1119^ 1242 



(131) tta^ 10-505600 

X 1 0 3 0 o 

^mm 1 0 7 

4- [4- T=-Vy] ^i-y"'} 

mMt! ■0J>^ (4. Og. 0. 029mol) ^T-fch^ (40ml) ^<7^=^ 
hn7j^y-Jl^(Aldrich) (2. 7g^0. OlTmol) (D'^W.^^'^^ 
JnL;t:o ^v^-r:S:'fl:^> vJi^ ( 3 m U 0. 0 2 5 m o 1 ) ^Mimt-i3V^-C 1 5" 

1 O^mmWL. T-tr h ^^tl^rviJ^an^ iJ' > (50ml 

) fcTic (5 0ml) icT^Hic^SBL/Co ^^mi'^^L. (N S O4) 

/■4 0 - 6 0^ hn-jU) IC^i^lt^^. 4- (^> v ;i"f-:t ) ^ h D ^ > > 
^H-feH^^^f^t LT#^:n,/s: (1. 7g> 4 1%) ['H«] -DM SO 

8. 12 (2H> d> J9, 2-H, 6-H). 7. 56 (2H. d. J9> 

3 

-H. 5-H) . 7. 45 (2H> d. J9> 2' -H, 6' -H) ^ 7. 35 
(2H> t, J 9, 3' -H, 5' -H) > 7. 28 (IH^ t> J9> 4" - 
H) . 4 . 4 2 (2 H> s ^ C H2) o 

;A ^ y - )\^ (100ml) 4 - {^y~J)V^:^) =. y a-^>-tf > ( 1 . 0 
g, 4. \ mmo \) <7yWi^l^ I 0%m.m^W^'^y'J^ (0. 5g) t^fe^L 

M^76«^*SL/c (*^3B#M) (t 1 c J: iQ^^ti^) , mmwL^^yu<7^ 

ijYiVs 3 0%it^J^-?-;V'/'4 0 - 6 O'^ h a-;i/) tc^i^tt <k ^ 4- (^^v 

^v-f^^t) T^') ^T^^^'te-fecT^-zftt/tiiJi: LT^#^btl7^:: (0. 71g^ 80 96) ;(?H 

['He] -DMSO 7. 38-7. 15 (2' -Hs 3' -H^ 4" -H^ 5 

' -H. 6" -H) . 7. 02 (2H> d. J9. 3-H. 5-H) , 6. 50 

(2H. d. J 9. 2-H, 6-H) ^ 5. 15 (2H, br NH2) . 

3. 92(2H^S^CH2)o 



(132) 10-505600 

4-^DO-^:^v*';>' (0. 10g> 0. eimmol) 4 - ^y -y 

^^T-') y (0. 17g. 0. 79 mm o 1 ) ^JUMB 2 -7°n/s-y 

--'t' (6ml) ^--es 0^raM^^/c76^ Tl: /i L M^^fe'^tl ornate is Til 
!^t2L;to :Lco^^\z\^x'^hfitcn^^fzn^^i^^mitA:- [4- 
^ ) T - 'J y ] ^i-V) V-tlSet^-C^ o 7^: ( 0 . 1 8 g , 8 0%) il!,'^. 2 15- 
2 1 6 t: ; {%mm :C> 66. 64;H> 4. 80;N. 10. 93oCjiH 
17 Ni S • HC 1 twOV>TOfmfiI :C, 66. 39; H. 4. 78; 11 
. 06%) ;^H['H6]-DMS0 11. 60 (IH. br s.NH), 
8. 90 (lH. d^ J9, 8-H), 8. 88 (IH, s, 2-H). 8. 0 
9 (IH. t. J8^ 6-H) > 7. 98 (IH. d. J8> 5-H) . 7. 8 
5 (IH. t> J8, 7-H) . 7. 70 (2Hx d> J9> 2' -H. 6' 

-H), 7. 44 (2H^ t, J9. 3' -Hs 5' -H) , 7. 38 (2H^ 
J8. 2"-H, 6"-H)> 7. 30 (2H^ t, J8. 3"-H> 5" 
-H), 7. 22 (IH. t, J8, 4" -H). 4. 28 (2H. s. SCH^ 
O ; m/ z (%) 343 (62. M,*). 252 (100) ;ymax (KBr 
7='VJ^i>)/cm"' 2636, 1634, 1612, 1566, 1537, 1 
495, 1429, 1375o 

1 0 8 

4- [4- (^>->';uf-^) T-';y] -6, 7 - v^^V'; 

4 - ^ n n - 6, 7 -->^p« h * v + thv*'; > (0 . 1 0 g, 0 . 4 5 mm o 1 
) i3<J;(7 4 -^>v;w^^T-'; > (0. 15g, 0. 67 mm o 1 ) ^, 
B l^l^.v^ 2 (15ml) 3 5 ^WSJ&?-€:7to J: ^ t 

T^^^btL7t^fj^^ife@#:^!^^i4 - [4- r^'jy] -6, 7- 

->V b ^->^^V*'; V^^^T^o^i: (0 . 19g, 9 7%) 14,1^,2 4 2 - 2 4 

4*c ; (*7liJfii: :c, 62. 80;H, 5. oi;n, 9. 42oC2 3H2iN3 

S • HC 1 tcov^-C(7)ftM-fiS :C, 62. 79; H. 5. 04; N, 9. 5 
5%);<yH['H6]-DMSO 11.40(1H, br s,NH),8. 
8.0 (1H, S, 2-H), 8. 37 (IH, s, 8-H) , 7. 68 (2H, 



(133) ^BiW- 10-505600 

d> J9> 2' -H^ 6' -H) ^ 7. 44 (2H> dx J9. 3' -Hs 5' 
-H)^ 7. 40 (IE. Ss 5-H)> 7. 39 (2H. d> J9. 2"-H 
X 6" - H) s 7. 30 (2H^ t . ] 9 s 3" -H. 5" -H) . 7. 25 ( 
IH, t> J9> 4"-H)> 4. 28 (2Hs Sx SCHO^ 4. 01 (6 
H, 2Xs> 2XOCH3) : m/z (%) 403 (55,M*).312(10 
0) ; V max (KBr-r'f7>^)/cm'' 1634, 1587. 1574, 
1516, 1435, 1281, 1063o 

^mn 1 0 9 

4- (4 vji/7.;u»-;i-'T-U y ) -6. 7 - v p< ^ ^v^-j-VJ > 
V n n p< ^ > (3ml) is J: lfnm7kn&m.Mi~ h ^ ^ (3ml) ^<^4r 

- [4 - (^> v;i'^:i-) T-U/] - 6. 7-vp< h ^v*±y-'; >ig^Jt^ ( 
0. 0 .7 0 g, 0. 1 Smmo 1 ) CO zmM^'&^t^WL. 0t:t^/^SPL, :^>/-> 
-es .5 %m-i5^ nn^,t#®e (0. 082g, 0. 48 mm o 1 ) -^iHkmLfzo 

KJBm^m^ i^mmwL. miat-jns.L, u^^^^ cbi- immmwL/z^ m 
^m^j:tfyknm^^mL.. 7knm^'ji:raupt:}ry (4x5mi) x-mmLfc 

0 -*ti^ Lfcmmm^^i^L (n s o*) , m^^m l/c<, ^rn-^h^^'^y ^ 

- (->';:^7^;U, B^^-X.-f-;U) ^I:;6^^t^^:, 4- ( 4 - > "X^V ^l' ;U T - 
Vy) -6, 7 -->'^ h^->^±V*V >76^'j!A-fe@#:yc!iJi: LT#t>tl7t (0. 0 

1 2 g, 17%) St,*; 2 4 9 - 2 5 0*0 ; (^^ftlfit :C, 60. 39;H, 4 
. 9 1 ; N, 9. 0 5o Cz3HjiNj04S • 1. 1 Hi 0 ov^-CcOft^-fit : C 

, 6 0. 6 8 ; H. 5 . 1 4 ; N, 9 . 23%) ; S E V He] - DM S 0 9 
. 70 (IH, br s,NH), 8. 58 (IH, s, 2-H), 8. 08 ( 
2H, d, J9, 3' -H, 5' -H), 7. 86 (IH, s, 8-H), 7. 
67 (2H, d, J9, 2' -H, 6' -H), 7. 35-7. 25 (3 H, m 
, 3"-H, 4"-H, 5"-H), 7. 24 (IH, s, 5-H), 7. 18 
(2H, d, J8> 2"-H, 6"-H), 4. 61 (2H, s, SO2CH2) 
, 4. 01 (6H. 2Xs, 2X0CHs) : z (%) 4 3 5 (3 5 , M') 
, 371 (28), 280 (29), 91 (100) ;i/max (KB vr-f X 



(134) l^mW- 10-505600 

^) y cm'^ 1628v 1597x 1576^ 1419^ 1399, 1244 

> 1 1 4 4 o 

^mn 1 1 0 

4- (4 -7^-Jl/'f-:tp<f-JUT-U y) ^ V) > i^Mis. 

4 - ^ h u^yi/)Vy'VJ ^K(Aldrich) (5. Og> 0. 023mo 
1 ) , ^^yjL^-jU ( 2 . 4 m I > 0 . 0 2 S.m o 1 ) ^XZf^m.:fJ U •> A ( 
3. 84g. 0. 28mol) ^T-t h > ( 2 0 0 ml) <hfl-^L. 3 B^WJP^ 
310iL?-*7t:o ^^v^-ea'^^b:^? A mo. lOOg) ^?^iP t > ? 

. 4 0 - 6 0'^ h n-;u- 3 0 % jt- x ^i^/ 4 0 - 6 0 h n - 

;t (4.'0g> 71%) VUe] -DMSO 8. 13 (2H^ d. J9 

. 2-H, 6-H) , 7. 59 (2H, d. J9. 3-H. 5-H) > 7. 34 
(2H, d. J8> 2' -H. 6' -H) ^ 7. 29 (2H. t. J8. 3' - 
H> 5' -H) > 7. 20 (IH, t. J8> 4* -H). 4. 37 (2H, s 

> C H 2 S ) o 

(25ml) 4^<JD 4 - "7 ^ — p< h a ^ > -if > (0. 5 

Og. 2. Ommo 1 ) Ov§?^=^ 1 0%^^^i^/^•^->*'>A (0. 17g) 

mwLfco Mm}':^m±-c^^fctt>iz. mm.^^)i^ (2 om 1 ) ^n^^^^i^f 
coi 0 %;^^j«^^^^•■7->''> A ( 0. 0 5 0 g) (Dmrnrnt-mK-mmL. w,^m 
^7K*#H^Ti; 5 mmm¥\^tco ^(bKm^^^i^^<^ l,o%^^^i^#/^•7-y 

•^A (0. 05 Og) c7>llr§fg^••^ipL^ ^m^km^'i^fzo KJt^*^%^Lfzt^ ( 
#^1 6^M) ( t I c KH (9^^tL^) . JlrSj^^r t 7 n(75/N'-y F^ilLTiSii 
L;^jo :^^^-erl7S^^^^® n ^ h ^-7 7 -f - (v'J;^?^*)^. 3 0%->'^ 
5=-;Vjn.-7=- 4 0 - 6 0 ^ h n - ;u) ^C75^^tSi:, 4 - 7 ^ — JU';U-9^:t -f- 



C135) Ita^ 10-505600 

JUT ^ V yib'^^mi-^^'^t LXmhflfz (0. 2 6g, 6 0%) ;SH ['Ha 
] -DMSO 7. 32-7. 25 (4H^ m> 2' -H. 3' -Hx 5' -H 
^ 6' -K) . 7. 17 (IH^ J8^ 4" -H) s 6. 98 (2H> 
J9^ 3-Hs 5-H), 6. 48 (2H, d> J 9. 2-H. 6-H). 4. 
94 (2H> br s^NHO > 4. 05 (2H, s. CH2S)o 

4-^axJ^i-V)y ( 0. 075 g. 0. i 6 mm o I) is XZ/ 4r -y :i. - 
ju;l/^:t ^ ^Ji^T- 'J y (0. 16g. 0. 55 mm o 1 ) ^MB tc^j^i/^ 2 
-ynyxV (6ml) <=Pr- 1 5 ^MSlJS^-^Tto C<?5J: 9 LT#fbtLfc« 
^-feH^tfei^^i 4 - (4 --7^^;^^:^-;^ ^;i^T-U y ) ^ V* u >'l^mi^-e* 

<yfz (0. 15g> 84%) Sfe,>S; 257-259^: (^Wm : C . 6 6. 37 
; H. 4. 8 0 ; 10. 9 4o CiiHirNa S • HC 1 iZ^\,^X (T^tfMiS. I 
C, 66. 39:H> 4. 78;N. 11. 06%) :<rH['H6]-DMS0 
11. 85 (IH, br s. NH). 9. 02 (IH. d. J8> 8-H) 
.8.-88 (IH. s, 2-H)> 8. 10 (IH. t, J8> 6-H), 8. 
03 (IH, d, J8. 5-H) > 7. 85 (IH, t. J8. 7-H) . 7. 
70 (2H. d, J9, 2' -H. 6' -H)> 7. 45 (2H. t, J9. 3 
' -H^ 5' -H) ^ 7. 37 (2H^ d> J9. 2" -H, 6" -H) , 7. 
31 (2H. t, J9, 3"-H, 5"-H)> 7. 20 (1H> t, J9, 4 
"-H).4. 30(2H. SCUz) ; m/ z (%) 3 4 4 ( 1 0 0> M 
+ 1*) ;vmax (KBr7=''fP?.if)/cm"' 2631x 1628> 161 
2> 1560^ 1537^ 1425> 137 5o 
1 1 1 

6, 7-y^h^v-4- (4 -7.x:^;Pf-;tp<^;V7-'J y) ^-TV) ^^Wi 
4-^nu-6, 7-->'.^h^ f-V* ';^(0. lOgxO. 45mmol 

) 



^i^Xf^ -y jL^)U)\y^i^ ^^)UT y (0. 1 2 g. 0. 6 3ramo 1 ) $r 
> ^IKB tciifei/^ 2 - yn/NV -;b ( 1 5 m l ) 't'-e 1 5 %^mM^^^fZo i<7)i 



(136) 10-505600 

^ L-Cft^jtLS-feS-f^^/tt/fi 6 , 7 -->';^ h ^v'- 4 - ( 4 - 7 ^ - p< 
^;i/T-V y ) ^i^S^tSr^ o Tt ( 0 . l 2 g ^ 6 5 %) iSli,!^. 2 3 5 - 

2 3 6 r ; (^llllJfiS :C> 62. 64;H^ 5. 04; N^ 9. 5 7 o diHzi 
N3 O2 S • HC 1 lcov>T<75ft#fiS : Cs 6 2. 7 9 ; H^ 5. 0 4 ; N, 9 . 
55%) ;<5H ['H«] -DMSO 11. 40 (1H^ br s. NH) ^ 8 
. 78 (IH. s, 2-H)> 8. 35 (IH, s> 8-H). 7. 65 (2H 
. d. J9, 2' -H> 6* -H)> 7. 45 (2H. d. J9^ 3" -H. 5 
' -H). 7. 40 {5 7. 35 (3H>m^ 5-H. 2"-H. 6"-H). 7 
. 32 (2H. t. J9, 3"-H. 5"-H). 7. 20 (1H^ t. J9> 
4 " - H) > 4 . 3 0 ( 2 H> s , S C Hj_) > 4. 00 (6H^ 2XSs 2X 
0 C H3) ; m/ z (%) 404 (100, M+1*) ;i/max (KBtt-VT; 
i:^)/cm"' 1 6 3 2 > 1 5 7 8 . 1 5 1 4 , 1 4 3 7, 1 2 8 1 > 1067 

^mm 1 1 2 

6, 7-y^h^->-4- [4- {y ^ - }V 7. - )V :A ^ )U) T - 'J ^ ] ^ 

O X o n e^" (2 KHO S Os • KH SO4 • S O4) (0. llg, 0. 1 
7 mm o 1 ) * 3 0 ViZid\^^X^ ^ y - (5ml) isXV^7i(. ( 5 m I ) 4^<?? 6 
, 7 -->'y h^->- 4 - [4- (7i^;l'^:t p« ^Jb) T-'Jy] ^:^V''J>±^ 
(0. 0 5 0 g, 0. 1 1mm 0 \ ) (OWlWLfzmmm^muL. M^^'t 

isv^T 2 B5^Miii5{^L;^Co m^l^^^St^^3(/^-C l 0 nrnm^ffzo ^ hKOx 0 n e 
^" (0. 005 g, 0. 00 8 mmo 1 ) "tMiUL ( t 1 c i}^7. JU^i^^^y 

mnyi^'t^AMM-f- h 'J A ( 1 1 m I ) X-mS. L, v^nn^^y (3x5ml 
^- (v'J S^m^^^l^) C/^^tt^t, 6. 7-vyh^->-4- [4- 



(137) 1ta¥ 10-505600 

(•7 j^-;i^7>;i'>i^^;up< t-V/] - ^^-f-^y ^) yt^:t uy -y^^mi^^^ t 

LXmhflfz ( 0. 0 0 8 16%) M,^. 2 5 5 t: (^^) (J H [' H'] -D 
MSO 9.47(lH>br SsNH)s8. 45(1H^S^2-H)^ 

7. 82 (IH, s. 8-H). 7. 78-7. 7 0 (5H.m. 2* -H^ 6 
' -H, 2" -E. 4"-H> 6''-H), 7. 63 (2Hv t. J9. 3"- 
5" -H) > 7. 20 (IH, s> 5-H) . 7. 15 (2H, d . J9, 

3' -H. 5" -H) s 4. 65 (2H. CH2SO2) ^ 3. 95 (6H. 

2Xs> 2XOCH3) ; m/ z (%) 435 (4>M*). 294 (100) ; 

vmzx (KBrT-V;^^)/cm'' 1622. 1576, 1514. 142 

1, 1242. 1153s II3O0 
1 1 3 

4- (4 -:7 jLy^s/^'f-jwT— 'jy) ^f-'/';> 
T-fe>> (100ml) 4'(7D4--hn^>v;V7*n~K (Al dr i ch) 
(5.. Og. 0. 023mol)>7jiy-;u(2. 2 . 0. 023mol)i3 
XZ/Rm.iJ ^ (3. 5 gx 0. 0 2 5 m o 1 ) cDig-^!i^^jDfg!;M5it?-^;*Co 
1 mik. :?«bt^:7^y-;U(2. 2g. 0. 023mol)^J: IfRMiJ 'J -^7 

A (3. 5g. 0. o25mo 1) ^^ftpL. KmiM^^m^k ^ h 3 0 ^miim 

^y^- 3 0 %~>'^' nnp< ^ hn-;u) \zi)^\')fhh^ 4- 

■7^y ^vp^^-iu- ^u-?^'-b->7{)^S-fe^B^HS@#^t/i: LT^^tL/;: (4. 2 
g> 8096) ;<?H ['He] -DMSO 8. 25 (2Hs d. J9> 2-H> 

6-H) . 7. 73 (2H> d. J9. 3-H. 5-H) > 7. 30 (2H> t 
s J9. 3' -H. 5' -H) . 7. 04 (2H. d. J9, 2' -H. 6' - 
H). 6. 98 (IH. t. J8> 4* -H). 5. 27 (2H. s. CH2O 

(30ml) ^ - -y X. J ^ \/ ^ )\/ z. }• u Jc.y (l. Og> 
4. Immo 1 ) ^i^Ximt^^ (IV) (0. 050g. 0. 22mmol) 



C138) ^mW- 10-505600 

^'J ^ a -a ;>< ^ yx-it^KL. t:7□co/^•■y K^il frMalL;^:o ^v^Tigii^^^ 

0. 71g^ 80%) : a E CDCIj 7. 25 (2H. J9, 3' - 
H, 5' -H) > 7. 21 (2H> d. J9. 2' -H> 6' -H) . 6. 98 
(2H, J9, 5-H) ^ 6. 92 (IH. t^ J9^ 4' -H) 

. 6. 69 (2H, d. J 9> 2-H. 6-H) > 4. 92 (2Hs s. CE2 
0) ^ 3 . 6 5 ( 2 H. b r s , N ) o 

4_^nn^^v'i;>' (0. lOg, 0. 61 mm 0 1) ^ J: If 4 - y x. y ^ 
->^^;bT^V> (0. 15g> 0. 73mmol) #IIIB 2 -yn 

yN°y-Jb (6ml) 4^-e2 O^MK^S o ?i^tL;5,ffi/^/::mfeB#tt!^^v 

^9-7^- (M^i^ 2%?i ^ y - )l^y'y':!7 ^ ^ ^ ^ y ; mZ iZ^ 4 0%'^Kn- 
)VJi--T )V^i^m-r^) K 2my!)^n^ 4- (A-y ^i^y ^-yy^ 
)VT y) yi^mi^Tbmh^fz {0 . 0 1 0 g^ 5 %) it,"^. 1 9 4 - 

1 9 5 ; {^mi& : C. 76. 64;H> 5. 35; N> 12. 7I0C21H 
i/NjO • 0. 1 H2 Olcoi,^T^tt#fit :C> 76. 62; H. 5. 27; N. 

12. 76%) ; S K ['He] -DMSO 9. 77 (1H> s> NH) , 

8. 61 (1H^ s. 2-H). 8. 55 (1H^ d> J9> 8-U) . 7. 8 
8 (2H. d. J9, 2' -H, 6' -H) . 7. 87 (IH. t> J8> 6- 
H) ^ 7. 80 (IH. d, J8. 5-H) . 7. 65 (1H> t^ J8> 7- 
H)> 7. 47 (2H. t. J9> 3' -H. 5' -H). 7. 30 (2H. t 
^ J9> 3"-H. 5"-H)^ 7. 03 (2H^ d. J9^ 2"-H^ 6"- 
H)> 6. 95 (IH. t> J8> 4"-H)> 5. 10 (2H^ OCHj_ 
) : mXz (%) 327 (2.M*). 234 (100) ; v m 2i x (KBrx 
'f7>^)/cm"^ 1618. 1599s 1572. 1528. 1499. 14 
19. 1238.7 56o 



C139) l^mW- 10-505600 

jlM^J 1 1 4 

4-^nn-6, 1 - -J y- Y ^ =y ^ -fV) y (0. llgv 0. SOmmol 
)i3<J:y^4-7iy^>'p<^;VT"'J>(0. 14g. 0. 70mmol) <7>$t 
W\.fzm^m^. 2 -7°DyN-y (6ml) >4^-e 1 ^Wj] 0*^31 -^iE^ -^/co J^iP 

y -)\y/'j^uuy i^y) K•b^\'^^ht. 6, 7-vp<h^v-4-(4--7iy 
y^)VT=-') y) ^^V)ytH%hiitz (o. 0 2 0 g^ io%)ii,'^. 25 

0 "C (.6^m) : (HzIiJfit :C. 71. 55:H. 5. 58; N. 10. 76oC 

2 3 H2iNj0 3l^oi/iT(7)imfiS :C, 71. 30;H. 5. 46;N. 10. 8 
5%) ;<5H ['H*] -DMSO 9. 45 (IH, br s, NH), 8. 4 
5 (IH. s> 2-H)> 7. 85 (1H> s> 8-H). 7. 83 (2Hv d 
. J9.'2' -H, 6' -H) > 7. 47 (2H. d. J9. 3' -H. 5' - 
H), 7. 30 (2H> t, J8. 3"-H. 5"-H). 7. 20 (IH. s 
. 5-H)> 7. 03 {2H. d, J8. 2"-H. 6"-H) . 6. 95 

(IHs t> J9> 4"-H). 5. 10 (2H. s. CH2O). 3. 95 ( 
6H> 2Xs. 2XOCH3) ; m/z (%) 3 8 7 ( 1 3 ^ M*) > 2 9 4 ( 1 
00) ;i/max {KB v y^i^) / c 1622^ 1597> 1578 

> 1518> 1473x 1423^ 1240o 
1 1 5 

4- (4 -^>-->-;i^;j-^->- 2 -p<^;U7^ V /) ^•)-V)y 

3 -f-JU- 4-^hn7iy-Jl^(Aldrich) (2. 50g;i6. 

3 mm 0 1 ) . TK^-fk^ hV-^A (0. 405g:i6. 4mmol)*J: C/^'t^ 
it^y^y)V (2. 28 ; 17. O mm o 1) . ^ME v T 
<K (10 0ml) 't"-e6 0t:frc±3V^-C5 ^MRJK^-tirTtio ^cTJi^l^LTS- 
-^>'->';u;i- 2 hn h ;uaL>'>i)?^- -y ^-fegK^tJttl ^: LX'^h^fz (3 

. 2 g . 8 8%) Sfe-'^, 6 4 - 6 6 t: ; (HaiJft :C. 68. 77:H, 5. 40 



(1405 '^m.W- 10-505600 

; N^ 5. 7 4o Ci-. Hi3 NOj tcov^T^ttlli'fiS :C. 69. 14;Hv 5. 
35;N>5. 76) ;tlc (->'^'nn^:^>')Rfo. 78o 

5 -^yi?}i'^^Z^- 2 - ^ h n h ;ujt. >• (o. 500g;2. 06 mm o 1 
) Kv-y>7ic|I]tl (0 . 3 0 8 g;6. 1 7 mm 0 1 ) -C^MHl::ti£</^jl7C 

(0. 430g. 98%) ;tlc mm.J:-^)\y) R f 0. 5 5o 
4_>7na^-^v*'J>(0. 326g;i. 98mmol)i3J:?J4-^>'->' 
;U:t^v-2-^'^Jl/T-';> (0. 430g;2. 02mmol) #111 C 
2 -7*n/NV -Jl/ (18ml) ^X- 7 0 Id-mKW^^^fCo ^<^Xit,ZLX 
4- (4 v>)U;i-^->- 2 -><-^JbT-'; y ) * ^ W > 56^11 III i 
tr ibtL;!:: (0. 354g> 52%) St,"^. 1 7 6 - 1 7 8 ; (^tliJfit I C . 
76. 46 ;H, 5. 46;N> 12. 04oC22Hi9N3 0- 0. 25H2 01C 
ov^T<75lt»'fi: :C^ 76. 4l;H^5. 64; N. 12. 16) :tlc 

(^^y-;v:->':?nn^^>, 3:47) RfO. 40:<?H ['He] -DM 
SO 10.98(1H. br s,NH),8. 69(1H. Sx2-H)^ 
7. 71-7. 94 (3H.m. 5-H. 7-H. 8 - H) , 7. 35-7. 5 
8 (5H. mx 6-H. 6' -H^ 3XPhH) . 7. 31 (1H^ s. PhH 
), 7. 18 (1H> s> PhH), 6. 88-7. 00 (2H. m> 3' -H 
. 5* -H) , 5. 1 0 (2H> CHO . 2. 35 (3H, s> 2' -C 
Hj) ;m/z (%) 3 4 2 ( 1 0 0 ^M+l*)o 

^mm 1 1 6 

4- (4 2 -pt5^;bT- V y) -6, 7 -ypt h ^->^:hV 

4 6, 7-->'^ h + ->^:hV'; :^ (0. 420g; 1. 8 7mmo 

l)i3j:a'~4-^>v;i/^^->-2-p<-^;UT-';>'(0. 43 9 g;2. 0 6 
mm 0 1 ) $r> ^MB tctJfeu^ 2 - ■7*ny>V ( l 5 m 1 ) ^X 3 0 :S^WS:jS;? 

^f^o ^<^i:') i^Lx^ms^im^-z^'^^m^^i^tLxm^bfifz (o. as 

2 g , 7 4%) il,!?. 226-228t:: dlilHit :C. 61. 36;H. 5. 6 



C141) 10-505600 

3;N> 8. 99oCi4H23Nj03-l. 5HC1-0. 7 5 Hi OiCov>T<7) 
tmfiS :C. 61. 37; H, 5. 54; N> 8. 96) ;tlc (St®^-f-;U 
) RfO. 15;^H ['He] -DMSO 10. 86 (iHs br NH 
). 8. 60 (IH. s> 2-H)s 8. 20 (IH. Ss 8-H)> 6. 88 
-7. 52 (9H> m, 5-H. 3' -H> 5" -H> 6' -H. 5XPhH) 
. 5. 18 (2H> s>CH2). 3. 98 (6H> s> 2XOCH3), 2. 1 
8 (3H. s. 2' -CHj) ; m/z (%) 4 0 1 ( 2 6 . M* ) . 3 1 0 (1 
00)0 

mMm 1 1 7 

2— i^nn-4-— hn-7iy — Jl' (Lancaster) (5. 0g;28 
. 8mmo I) . T^M'fti- hV^^ ( 0. 784g;31. 7mmol)^<tJ>' 
:i:>fk<<>v;i/ (5. 42 ; 3 1. 7mmo 1) E ti^Jfev^ ->'^ ^ ;u A 

(70ml) f1=-e 5 5 "Cl^^fe^/^T 5 ^WElS?-^7to :i<75 i ^ LT 4 - 

( 6 . 9 g . 9 1%) Si,"^, 1 1 1 - 1 1 3 *C ; (^ifllJ-fil : C . 5 9. 2 0 ; H 
> 3. 74 ;N^ 5. 22o CwHioCl N Oj }^ov^-C<7>tt#^S : C. 5 9. 
20;H> 3. 80; N> 5. 31) ;tlc (i/iJ'nnpJ RfO. 6 7 

O 

4 - 'J ju ^ ^ -y - 3 - ^ — h o -if y (0. 500 g; 1. 9 0m 
mo 1 ) ^ K vv>7k^!i! (0, 284g;5. 68mmol) -C^)liHlc|J& 
v^^lTnLT^Co 4 -^^y;^:^^-^- 3 nnr-'; > (0. 4 4 0 g^ 9 9% 
) ^'^^m^mk^t LX^hiltz. m,^.8 3 - 8 4 ; t 1 c (SIM J^-f-^l^ I v 
^ n^^+f- 1 : 1 ) R f 0 . 6 1 0 

4 -^'^^^:^V'; ^(0. 258g;i. 5 7mmo 1 ) ^XZ/4r -^yj 
)V7i-^y- 3 -^'nnr-'J > (0. 440g; 1. 9 Ommo 1 ) '^r, ^jlSB 
2 -7'^/^V (14ml) -l^-C 3 0^MRJS?-^7to >^cOct ^ tcLT 
tTt#ibtL7^^ (0 . 5 3 2 g. 8 5%)SiA 2 2 2 -2 



C142D 10-505600 
2 4*C ; (mmm : C. 53. 04;Hx 4. 42;N, 10. 41oCiiHi6 

c I Nj 0 • H c 1 tcov^-ccT^ftm-fi :Cs 63. 3l;Hx 4. 27; N. 1 

0. 5 5) ; t 1 c mmJ^^)^) Rf0.43;<JH['H6]-DMSO 1 

1. 82 (1H> br s.NH). 9. 00 (IH. d. J7. 8-H)> 8 
. 95 (IH. s. 2-H) . 7. 64-8. 14 (5H> m. 5-H> 6-H 
> 7-H. 2' -H> 6' -H) > 7. 2 2 - 7. 5 4 (6 H. m. 5' -H. 
5 

XPhH) > 5. 30 (2H, s> CH^) : m/z (%) 3 6 2 ( 1 0 0 . M 

+ r) o 

^jfifflJ 118 

4_ (4 -/^>>?ji/^i^>/- 3 -^PPT-U y) -6, 7 - vp< > ^ v^:^V^ 

4 XJ a- 6 , 7-->'^h^ t- V* V y (0. 353g: 1. 57mmo 
l)i5<J:Z>'4-^>v;U5i-^v-3-i^naT-'J> (0. 440g; 1. 90 
mmo 1 ) #)liB l^tife^/^ 2 -T'n/N-y-JU (20ml) 4'-e2 0^5-W;&)S^ 
-^Tto ^^X^ KLX^^^tt^-iy'^^mi^^^tLX^hKtz (0. 64 6 
g> 9 0%) ii6,'^ 2 5 6 - 2 5 8 ; (HM :C. 60. 13;H, 4. 59 
;N. 9. 12oC23H2oC1N30j-HC1 IZ<:>\^^X (Dtf^^ I C> 6 0. 2 
6 ; H> 4. 5 9 : N, 9. 17) ; t 1 c iW^m^^)^) R f 0. 2 2 ; SB. 
['He] -DMSO 11. 35 (IH^ br s^ NH) > 8. 79 (1H> 
s> 2-H). 8. 37 (IH. 8-H)^ 7. 90 (1H> s> 7-H) 
. 7. 21-7. 70 {8H, m> 2' -H. 5' -H^ 6' -H. 5XPhH 
). 5. 30 (2H^ CHO. 4. 07i3J:a^4. 01 (2X3H> 2X 
s. 2XOCH3) •,m/z (%) 422 (90>M+l*)^ 331 (50) o 

^mm 1 1 9 

4- (4 -^>-->';i/^^->- 3 -^POT-^J y) - 6 -T'P^^T^V) 
4 --y'n^- 4-^^nn^-t*V*9>(0. 139g;0. 57 1 mm o 1 ) i3 



C143) If 10-505600 

J;C/4-^^^v;U:t^v-3-:J^nnr-';>(0. 146g:0. 628mm 
0 1) ^JI|IBf-t?£^> 2 -y^/^V (8ml) *-e4 . 5 B#MS^5 ? -it 7t 
o ^<7:)X 0 i-LX^^^im^^fzM'&mi^^'^tLX^^hflfc ( 0. 2 5 5 g. 
9 4%) m.^. 256-258^:; dliUKiS :C, 52. 78;H. 3. 44;N 



8. 66o CaiHisBrClNjO-HCl tlov^TOimiB : C. 5 2. 8 4 
; 3 . 3 6 ; N. 8 . 8 1 ) ; t 1 c imM^i^)^') R f 0 . 5 1 ; H [ 
'H«] -DMSO 11. 2 6 (1H> br s> NH) . 9. 11 (IH, s 
. 5-H)> 8. 90 (1H> s, 2-H)x 8. 20 (1H> d. J9, 7- 
H)> 7. 95 (IH, s> 2' -H)> 7. 87 (2H. d. J9, 6' -H 
> 8-H) > 7. 70 (2H> d, J9. 2"-H. 6"-H) , 7. 29-7 
. 55.(4H>m> 5' -H> 3"-H. 4"-H, 5"-H). 5. 29 (2 
H> s C Hj) : m/z 441 (26^M')> 350 (100)o 
^iSfflJ 1 2 0 

4 - (4 -^>->';l^^^->- 3-pth^->T-';y) - 6. 7-~J:^h^'^^-f- 

2-^h^v'-4--hn-7a^y-;^(Aldrich) (2. 53g;i5 

. Ommo 1 ) , ^Mitf- hV't'A (0. 400g; 16. 5mmol) idXZ/ 

^^t^>'J}\^ (2. 6 2 ; 1 6. Ommo 1) ^ME -J y< f- ^ 
T^K (5 0ml) 't"-C5 5'Ctii3i/^T6. 5 P#MS)^^ ? ;to CicoJ: ^ JifC 

4 + 3 -pf h ^rv- h^-<y^y■^^■^^n^m<^^<&t Lx^h 

fife ( 3 . 0 5 g ^ 7 9%) m.^s 7 8 - 7 9 *C ; (*M : C ^ 6 4. 9 5 ; H 
V 5. 01 :N. 5. 39oCi4 HiJ NO4 tCov^-CcT^ft^-fit : C. 6 4 . 8 6 
;H. 5. 02;N^ 5. 40) ;tlc (vi:^nn^^>')RfO. 8I0 

4-^>'v;l^:t^v-3-^ h^-^jii-hn-Niy-tfy (1. 1 7 g ; 4. 5 2m 
mo 1 ) t Vyi/yyiim^ (0. 678g;i3. 5 6mmo I ) T^HiHlc 
?J£v^M7nL7t:o 4 -^>->'JV^^ 3 ^ ^->T- > (1. 0 3g> 9 8 
%) Ti^'tefelW^B^eiiJi: LT#«btL/i, ii.^f 6 2 - 6 3 ^ : t 1 c (v^^^nn^ 



(144) 10-505600 

^y) R f 0 . 6 2 o 

4 - ^nn - 6, ?-->'>< ^^v^■^V''; > (0. 2 2 5 g ; 1 . Ommo 1 

) 



^^Xf^ -^>->'Jl/;i-^->- 3 h ^S/T-'; >(0. 276g;i. 25m 
mo 1 ) ^MBlctJ£v> 2 -•7°n/N-y-;u (7. 5ml) ^Ti 5^5-W;ElS? 
^d:7L-o ^ L-C^figtffiJffe^SBlMH-f^tftiili: LT^^^tL/; (o. 4 20 

g > 9 3%) it,"^. 2 5 1 - 2 5 2 t: ; :C> 62. 91;H. 5. 18 

;N. 9. 12oC24H2 3Nj04-HC1-0. 25 H2 0 tCO(/^Tc7)imfit : 
C> 62. 88:H> 5. 34;N. 9. 17) ;tlc (I^m^^JU) R f 0 
. 18;5H ['He] -DMSO 11. 34 (IH. br s. NH) . 8. 
78 (1H> 2-H). 8. 35 (IH. s. 8-H) > 7. 05-7. 5 

1 (9H^ ms 5-H. 2' -H. 5' -H, 6' -H, 5XPhH) ^ 5. 1 

2 (2H, s. CH2). 4. 02i3j;a='4. 00 (2X3H, 2Xs. 6-0 
CHj> 7-OCH3) . 3. 82 (3H. s> 3' -OCHj) ; m/ z (15 
. M*) . 3 2 6 ( 1 0 0) o 

%mn 1 2 1 

4_ (4 _^-^y;t,;:^^.>_ 2 - - h nr-ij y ) ^:hV^'J 

4 -^uu^i-V^) >(0. 164g;l. 0 mm 0 1 ) iB^XfA -^>->';V 
^^v'-2--haT-';>'(Salor via Aldrich) (0.2 
8 6 g ; 1 . 1 mm o I ) ^^ ^MB \z.'^^^ 2 -ynysV-^U (5ml) 1 

nh^fc (0. 270g^ 66%) it,"^, 225-22613; (*Mflt : C ^ 6 2 
. 05 4. 07 ;N. 13. 84oC2iHi6N4 0 3- HC1 JCOV^TcOft 

^-fi :C. 61. 69;H. 4. 16:Nv 13. 70) ;tlc (St®JC.^;u 
) RfO. 38;^H [*H6] -DMSO 12. 22 (IHs br s, NH 
). 8. 92 (2H. d. J9. 8-H. 5-H)> 8. 88 (IH, 2- 
H). 7. 30-8. 17 (lOH. m. 6-H> 7-H. 3' -H> 5* -H 
. 6' -H. 5XPhH) . 5. 31 (2H. s. CH2) \ m/ z (%) 37 



(145) 



mBiW- 10-505600 



2 (1 

3 ^ M*) ^ 326 (36) ^ 281 (16)o 

mmm 1 2 2 

4 - (4-^>v-'U^^->-2--hPT^Vy) - 6. h^v^:hV' 

4_^nn-6, 7 -"yJ v'^ ^ V ';>(0. 225g;l. Ommol 
) X 4 - i^' )\y ^ ^ - 2 - ^ h ^ T - y (0. 2 68 g; 1. 1mm 
0 1 ) ^JliB^;^i£^/^ 2 -yn/N-y -;u (5ml) "^1^4. 5^MRE5?*7t 

o ^(^x^ izLx^m.mitm^^fzM'&m't^^mtLxmc^fifz (o. 35 og. 

7 5%) m<^. 2 4 9 - 2 5 1 "C ; (^iftlJ-fl :C. 59. 45;H. 4. 33;N 
> 11. 9 9o C21 H20 N<. Os • HC 1 tCoi/^-CC0lt«Cfi : C. 5 8. 9 1 ; H 
. 4 . .4 8 ; N> 1 1 . 9 5) : t 1 c (StMJ^^Jt') RfO. 38;<yH[' 
H.].:-'DM S O 11. 86(1H, br s>NH).8.71(lH, s 
. 2-H) , 8. 36 (IH, 8-H) . 7. 35-7. 80 (9H. m^ 
7-H. 3' -H, 5' -H> 6' -H. 5 X P h H) > 5. 30 (2H. s> 
CH2) , 4. 03iiXt?4. 00 (2X3H, 2Xs, 2X0CHj) ; m/ z 
(%) 432 (30,M*)> 386 (70)^ 341 (66)0 
^MM 1 2 3 

4- (4 -^>yji^^4r->- 3 , 5-->'^a^T-';y) ^-f-V) y-^MM. 

2, 6 - 4 h a 7i y -Jb (A 1 d r i c h) (2. 0g;6 

. 7 5mmo 1 ) . ^>v;uT;U3-;b (0. 8 7 3 g ; 8. 0 8mmo 1 ) ^ 
X V ^ n ^ V ;u - vif ->'-f 5K(i. 53g;7. 41mmol)'Jrv# 
JllGJ-t*&\/^ 1 2 Btra^ESS^iir/Co ^(D Xn KLX 4 -^y^y ^^y- 3 , 5- 
v7'n^zL h n^y-tf ^/^j^'^-felt^i^lSH^tl t LTtftbtLfc ( 1 . 55gs 60% 
) 8 2 - 8 4 r ; {%mm :C. 40. 80:H. 2. 34:N. 3. 50 
o CiiHsB r^NOat^ov^TOtmfil :C> 40. 33;H. 2. 33;N. 
3 . 



(146) 10-505600 

6 2) ; t 1 c {•y^'oa^ ^ y -^^"^ry . i : i) R f 0. 3 5o 

4 + 3 . 5 - v7*n^j:u h n-^^^-if > ( 2. 00g;0. 5 
1 7 mm 0 1 ) ^ ->'>7X^ntl ( 0 . 0 7 8 g ; 1 . 5 5 mm o I ) X-^M 

Ht::i*&v>jl7nL7t:o 4 v- 3 , 5 -->'rn^T- V > (0. 17 
9 g> 9 7%) /i)^'J[i?^fe^t>ttlMt LT^iJba/c, m<^,9 3 - 9 4 t: ; t I c (S^ 
^oi-f- ;u :v'^'U-Nh^j->',i:i)Rf0.61o 

4 - ^nn#:hv*'; > (0. 079g:0. 4 8mmo 1 ) i3J:Cf4 -^>->* 
^v-3. S-v^'n^T^U^-CO. 184g;0. 317mmol)^ 
> ^MB 2 -7'n/>V -;u (5ml) cf'-es ^MSlEo^-iir/co ^c7)J:^H 

Lx^mmitWM'&m^t-^^thx'i^hfitz (o. lesg, 6 7%) st,'^. 23 
8 - 2 4 0 t: ; (»JfS :c> 48. 66;h. 3. 08;n. s. lUCzi 

His B r 2 Nb O • H C 1 iCoi/^TcT^im'fit :C, 48. 34;H> 3. 07;N 
.8. .06) ; t 1 c mm^^)^) RfO. 22;5H['H.]-DMSO 
1 1 ... 4' 0 ( 1 H, b r s , NH) . 8 . 9 8 ( 1 H, s > 2 - H) . 8 . 8 
1 (IH. d. J7. 8-H) . 8. 20 (2H. s. 2' -H, 6' -H) . 
7. 73-8. 11 (4H. m. 6-H> 7-H. 2XPhH)^ 7. 55 (1 
H> d> J9> 5-H)s 7. 24-7. 48 (3H>m. 3XPhH)^ 5. 
0 4 (2 H, s . CH.) ; m/z (%) 485 (15. M*). 404. 406 
(2 4).394(78)o 
1 2 4 

4- (4 -^>-y;l^^^->- 3 . 5-v7^P^T-V^) -6, 7-v^h^v 

4_^nn-6, 7-->'^h^->^-t-v*';>'(0. 108g;0. 481mm 
0 1 ) iSi C/4 --^^v^l^^^-^- 3 . 5 -->'7*n^T-'J > ( 0 . 184g; 
0. 5 1 7mmo 1 ) ^iliBlcti£v^2 (6m 1 ) 4^T-2. 5 

^M^Ji&^-tirT'co ^<DX ^ KLX^^miilf^.'&'^mWi-^^t LX^Cbfifc (0. 
0 5 0 g . 19%) Si,>^ 1 3 7 - 1 4 0 r ; (^rHKit :C. 49. 13;H, 3 

. 73 ;N. 7. 44oC23Hi9Br2N3 0j-H2 0,: o V > T lt#fit : C . 4 
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9. 04 ;H. 3. 73;N^ 7. 46) ;tlc y - )U : zy ^ u u ^ 

7:93) RfO. 45;(JH ['He] -DMSO 11. 06 (IH. b 
r s^ NH)^ 8. 71 (IHx 2 - E) . 8. 01 (IHs s^ 8-H 
)> 7. 60 (IH. d> J9. 5-H) ^ 6. 92-7. 47 (7H^m^ 2 
' -H^ 6* -H, 5XPhH) . 5. 08 (2H, s. CH2) . 4. 06 ( 
6H> s. 2X0CH0 ; m/ z (%) 5 4 4 ( 1 0 0 > M*) o 
^M^J 1 2 5 

6-7^n^-4- (4 -^>->';i^;t-4ry- 3 , 5 -v^ n^T- 'J 7 ) 
y 

6-rn^-4-^nn^-fv*';>(0. 122g;0. Smmo \ ) isXXf 
3, 5 - v^n^- 4 -^>'>';U:t-^->T-U > (0 . 2 14g;0. 60 mm 

0 I ) #JlSClc|J£i/i 2 -37*n/>V (5ml) 4= "C 6 ? -^tt^To ^ 
coi:^tcL-C^BE!^{ii^';-A'fe@#t^!^fc tT^fibJi;^: (0. 14 3g, 5 1 
%) 237-239*C: (^ffllj-fit :C> 44. 20:H^ 2. 66:N. 7 
. 1 So C21H14B r jNbO • 0 . 5 H2 Oliov^-C<7)it## : C> 4 4. 0 0 

;h. 2. 62:N^7. 33) ;tic (Slggjc^;!/ : z^^u^^^y^ 1 : 

1) RfO. 40;5H['H6] -DMSO 9. 95(1H. br s>NH 
), 8. 86 (IHs s> 5-H)> 8. 71 (IH^ s^ 2-H)^ 8. 33 

(2H> s> 2' -H^ 6' -H) ^ 8. 02 (1H> d. J9> 7-H) > 7 
. 76 (1H> d. J9. 8-H)^ 7. 57 (2H. s, 2xPhH) . 7. 
32-7. 57 (3H. m> 3XPhH) ^ 5. 05 (2H^ s. CH2) ;m 
/'z(%)563(ll.M*),472(30)o 

mm^\ 1 2 6 

4 - ( 4 - >- V jl/ :t ^ ->■ - 2 - h V 7 ;V :t P ^ T U 7 ) ^ :^ V 'J >- 
4-^hn-3- (hV -7;^^^- -y x.:=.)V (Aldrich) (4. 

1 4 g ; 2 Ommo 1 ) , 7lc^'fk■:^ hV-^^ACo. 544g;22. Ommo 1 
) iiXXlM^it^yv )V (3. 6:21. immo 1) ^ME tct^^v^ 

T 5 K (50ml) ^-T 6 0 "C V^T 5 i^MSJS^ -fr t^Co 9 L 



C148) 10-505600 

it^^t LX%h^fc {5 . 7 7gs 9 7 %) 3 7 - 3 9*C ; : C 

^ 55. 74;H. 3. 38;Ns 4. SSoCiaHioFjNOj-O. 25H2 
0{Cov^Tc7)gmflS :C, 55. 7 2 ; 3. 48; N^ 4. 64) ;tlc 
R f 0. 7 Oo 

4 -^y 'J}i't^zy- 2 - ( b 'J ■7;U':t n;>< ^ h n > -if > (i. 19 
g ; 4 . 0 mm o 1 ) '^r t K7 v ^Tlc^Pt) (0. 600g:i2. 0 mm o 1 ) 
T^MHUtJ&i/^STCL/Co 4 -'^^vJUrt 2 - h 'J :7 o ^ -5^ 'J 

> (1. 0 1 g, 9 5%) 'J a.^^^BRmi^^!^ t LX'i^ hittz^ Mj^S 

8 - 4 0 "C : (Hrl'd :C. 63. 49;Hx 4. 56:N^5. OI0C14H 
xz NO iCOVi-Ccotm-fi :C, 62. 92: H, 4. 49; N. 5. 24) 

; t I c (W^m^^)^ : n-%^+>->. 1 : 2 ) R f 0 . 3 9 » 

4-^nn^^V';>'(0. 128g:0. 778mmol)i3J:?>'4-^> 
->'Jl/:*^->- 2 - h U 7;b*n^ f-;UT- U >' ( 0 . 2 3 3 g:0. 8 7 4 mm 
o 1 ) ^MBK^y^^ 2 -T'n/N-y (7ml) ft'-eg . 5 m^mKJZ^^^fc 
o ^<^J:^ i:^LX^^miim^<Dmi^VimtLXm^hfifc iO. 140g^ 4 5 
%) S!ll,<^, 1 4 7 - 1 4 8 r ; (^iftiJfit :C, 65. 94;H, 3. 96;N, 1 
0 . 

32oC22Hi6FjN3O-0. 25 H2 0K'O^^X<Dtfn'(i^ : C> 6 6. 0 8 ; 
H^ 4. 13; N^ 10. 51) ;tlc ^ y ~ : 'J ^ ^ a ^ y . 5: 
95)RfO. 4i;(yH['H6]-DMSO 11.33(lH>br s^ 
NH)^ 8. 71 (IH^ 2-H)^ 8. 11 (1H> d. J8> 8-H) 
. 7. 94 (IH. d. J9. 6' -H) > 7. 75-7. 85 (2Hsm> 5 
-K. 7-H) . 7. 18-7. 62 (SHsms 6-Hx 3' -H^ 5* -H 
. 5XPhH) . 5. 10 (2H, s> CH2) ; m/ z (%) 3 9 5 (3 6 . 
M*). 326 (32). 304 (74)0 

miMm 1 2 7 

4- (4 vJl^;j-^->- 2 - h U 7>>b;j- np< ^jbT^'J y ) -6, 7-->'^ 



C149) mmiW- 10-505600 

4 _ ^ n n - 6 , 7 - h ^ ■:^ V > ( 0 . 1 7 5 g ; 0 . 7 8 mm o 
l)^J:C7"4-^>v;u^^>'-2-h';7;i-^n^-f-;i/T^'J> (0. 2 33 
g ; 0 . 8 7 4 mm o 1 ) =Sr. ^MB {c^ifev^ 2 - 7•^v^'y (9ml) 't'-e 1 

(0. 106g^ 30%) m<^, 1 8 4 - 1 8 5 *C ; (*iR!|-flt : C . 6 2. 8 1 ; 
H^ 4. 29; N> 9. 17o Ci^HzoFaNa 0 3 lcov>T(75lt^-fi: I C . 6 3 
. 30:H^4. 40;N. 9. 23) ;tlc (^^y-Jl/lvi^^nnpfrJ'V 
. 3:97) RfO. 33;5H ['He] -DMSO 11. 21 (1H> br 
s.NH)> 8. 60 (1H^ s. 2-H)> 8. 10 (IH^ d> J9^ 6 
• -H) . 7. 09-7. 48 (8H,m. 5-H^ 8-H^ 5' -H. 5XP 
hH). 6. 92 (1H> s> 3' -H), 5. 11 (2H> s^ CHO, 4 
. 0 7i3J:if4. 0 2 (2X3H. 2Xs. 2xOCHj) I z (%) 4 5 
5 (52.M*)> 386 (50), 364 (100) o 

^mm I 2 8 

4- (4 -^>y;l^^^->- 3 -p<^;l^T-'J y ) -6, 7-vpth^->^±V- 

M^#fflKTtc$£j!ilvy ^;i'*;bAT5 K (10ml) <D7i^m^t± h 2^ 
( 0 . 2 6 4 g ; 1 1 mm o 1 ) <oMM-}^^'t^y V )\y T { \ . 12g; 

10. 3mmo 1) T-^SL. 7X^<7)%±/i>^'ittf ^ -C. m,-^%!^^^W\.tzo 
-Czg-^t?^^^i^'y ^-'i-'i^^VA T 5 K (5ml) ■^'(T? 2 - n - 5 - ^ > n 

h >'(Fluorochem) (1. 55g;i0 mm o 1 ) co-^ji^-ef^/^ 

|!^ >r<7)ifc-^t)'SrMaJC*3V>T 1 ^v^T-tK ( l 0 0 m l ) <t n - 

^y^y (30ml) h <r^W^ t tzWi^'i^ ^r^'^<:h. n'^mit-^W^^^ U r^: 
o J; l9*sb. -/Jfei^L, K^^^L/Co *a^^!il ^^ga^afk (5% ■ 

Hj 0 -y ^ y - -'W) 2 v;l^:t^>'- 5 h n h ;va:.y:^s7 

^ h 'Sryi^M-fel+t^lSa^at) t LT# <b ^Tt ( 1 . 4 0 g . 5 8%) 7 0-7 ' 



C130) 10-505600 

2x: ; {%mm : c^ e s. s 5 ; H^ 5. 3 3 ; n. 5. 6 80 Ci4Hi3N0 

,iiov^T<75tt^-fiS :C> 69. 13; H> 5. 35; N. 5. 76;tlc ( 
\ Q%f^m^^ )^ : 'y!7U^^^-y) Rf 0. 2 8o 

2-^>'->';U^^v-5-"hnh;UJE.>' (o. 9 1 2g ; 3. 75mmo 1 
) ^)lIH^c^il£^/> t Y^Vyy^m^ (0. 567g;il. 2 5mmo 1 ) T 
jItcL/Co 4 v;!^*^-^- 3 -p<^;i/T-'J >' ( 0. 8 0 8 g, 9 9%) 

i3m-^m^'^t\.xmhn,fz. t ic (g^m-:^^;^) Rfo. sso 

4-^nn-6, 7 -v^ h^->^-t-V'J > (0. 2 2 5 g ; 1 . Ommo 1 
)i3j:O'4-'^>'v>'U:t^v'-3-;^f-;^T-';>'(0. 2 70 g;i. 25in 
mo I) ^MBtc^i&v^ 2 -7'n/NV-;b (6ml) 6 0 35-WS)S ? -t^ t^: 
o ^^OJ: ^ ^;LT^fi5ct)tiyi^SI'&.@#^^t!l^i: t-cm^tl/c (0. 4 18g. 9 6 
%) 14,^ 253-254*C; (^fflOffi IC. 65. 05:H. 5. 39;N>9 
. 4 

So CHjjNjOj-HCI • 0. 33 H2 OK^\^^X <r>t\m-'^ : C. 6 4. 9 
4:H. 5. 56: N. 9. 47) :tlc (MWi^'^- )^) R f 0 . 2 0 ; <J H 
['H«] -DMSO 11. 20 (IH. br s. NH) ^ 8. 7 6 (1H> 
s, 2-H)> 8. 30 (IH. s. 8-H)> 7. 2 8 - 7. 53 (8H. m 
. 5-H> 2' -H> 6' -Hs 5XPhH), 7. 10 (IHs J9> 5 
' -H) . 5. 20 (2H> s> CHO> 4. 03i3j:?^'4. 00 (2x3H 
. 2XS. 2XOCH2) ^ 2. 25 (3Hs s^ 3' -CH3) ; m/ z (%) 
401 (33^M*)^ 310 (100)0 
^MM 1 2 9 

6-yn^-4- (4 v;i^;t-^ V- 3 -p<^^i^7-'J y ) ^:^y•'J 

5 -7*n^- 4-r:'nn^:fy*';> (0. 244g: 1. Ommol) iSiO' 
4 -^y-yji/rt ^e/- 3 ^;uT- (0. 270g; 1. 25 mm 0 1 ) 
^, ^IIB 2 -7'n7>*y - ;u (6ml) ^-C9 0 ^WM?-^;to 

^ LT^^i^JiJtf U^;t:m-fe*£B^HK@W^tlt LT^iibtL/c (0. 4 0 3 g> 8 



C151) l^mW- 10-505600 

8 96) U,^. 2 5 0 - 2 5 1 r ; (^jlOfiS : C . 5 7. 0 8 ; 4 . 1 5 ; N> 
8. 99oC22Hi8BrNjO-HCl-0. 33H2O o v^T (7)it^fift : C. 
57. ll:H^4. 28:N>9. 08) ;tlc (g^m^f'-'^) R f 0 . 5 
i;(5H ['Hs] -DMSO 11. 50 (IH. br NH) , 9. 20 

(1H> s, 5-H) , 8. 88 (IH. s. 2-H) . 8. 20 (IH. d> 
J9> 7-H). 7. 90 (1H> d. J9> 8-H)> 7. 25-7. 57 ( 
7H, m. 2' -H^ 6" -H. 5XPhH). 7. 11 (IH. d, J9, 5 
• -H) . 5. 2 1 (2H. s. CHO . 2. 23 (3H. s. 3" -CHO 
; m/ z (%) 419> 421 (38. M*). 328, 330 (lOO)o 
1 3 0 

4- (4 y-jp^jpv- 3 -^;U4-nT^'; y ) >m.MiS. 

2 - n - 4-^hn7a:.— ;P(Aldrich) (3. 14g:20m 

mo \) \ Ti^mit-^ hV^^ (0. 533g;22mmol)i3j: Z/m^ft^ > 

( 3 . 5 ; 2 1 . 0 mm 0 1 ) ^MEK'^y^^-J T ^ K (55 

ml) 4^-C6 5 'CUfei.^T 1 . SmmKm^'^tzo :i(DX^ KLX 4 -^yz^)V 
3 -y )l^:^'^-hXJ^y^yTb^^M'&m^^mtLX'^C^tlfz (4. 7 
7 g > 9 5 96) ilt,>S 1 2 1 - 1 2 2 "C ; (S^iUHii :C> 63. 09;H> 4. 1 
4 ; 5. 6 4o Cu HioFNOitcov>Tc7)ft^-fit :C,63. 15;H. 
4. 05;N. 5. 67) ;tlc (vi^nnp«^>)Rfo. 64o 

4 --^^v;!^:^^ V- 3 -y^W^^n::! h n'^>'-H>' ( 1 . 0g;4. 05 mm 
0 I ) K^i^'^TR^t/ (0. 608g; 12. 15mmol) -e^JliHtc|J£ 
V^MTcL/to 4 3 --7 nr-'J >' ( 0. 8 7 0 . 9 9% 

) i}'m'^f^^^tLrmhiifc. t 1 c (@lmJ^f-;^) Rf 0. 4 9o 

4-^}ju^-f-y'^)y (Q. 151g. 0. 915mmol)^ctC/4-^>' 
+ 3 nr-'J > ( 0. 2 2 0 g ; 1 . 01 mm o I) 't. ^ 

MB 2 -:7'nyNV -JV (8ml) ^^--C 4 B^WM ? -tir/Co ^(DX^KLX 

^^miiM'^mi^^mt LX'^hflfz (0. 2 3 7 g> 6 5%) Sl!,^f 2 2 5 - 2 
2 6*0 ; i^mm :C> 63. 25;Hs 4. 2 5;N. 10. 34oC2iHi6 



(152) '^m^ 10-505600 

FNj 0 • 1 . 5 HC 1 tcov^Tcoim-fiS : Cx 6 3. 0 4 ; H^ 4 . 3 7 ; N 
s 10. 5 Oo tic mmJ^^)l^) RfO. 35;5H['H6]-DMS0 
11. 59 (IHs 2-H) V 8. 95 (IHv 2-H)^ 8. 88 ( 
IH. d. J9, 8-H). 7. 70-8. 18 (4H. m> 7-H. 5' -H 
. 2' -H. 6' -H) , 7. 29-7. 57 (7H>m. 6-H, 5' -H, 
5XPhH) . 5. 30 (2H, s. CHi) ; m/ z (%) 3 4 5 ( 5 6 . M* 
) > 2 5 4 ( 1 0 0 ) o 

^mm 1 3 1 

4- (4 -■^>vJl/;t-^->- 3 -7JU:tnT-'; y) -6, 7-v^^^->^:^ 

4_^nn-6, 7 - iy ^ h ^ iy^ -^V ^) y (0. 205g. 0. 9 13mm 
0 1 ) is J: C/4 --^ > ->*;w:t ^ - 3 - -7 Jb^ nT-';>(0. 219g;i. 
0 1 mm 0 I ) #JIIIB 2 - yu/N-y -;u (8ml) ^1^9 0 ^MSJ^:^ 

icTDJ: ^ II LT^E5;tl(i:J"; -A-feH^Jj^tli: LT#^tL7t (0. 3 8 
5 g . 9 4%) H*. 246-247*G: (SlillJ-fit :C. 61. 67:H. 4. 7 
0 ; N. 9. 2 9o CijHioFNaOi • HC 1 • 0. 3 3 H2 0 lcoi/^Tcott» 
fiSlC. 61. 67; 4. 84; 9. 38) ;tlc (|^®a:.^;U) R 
fO. 15;<JH L'Hs] -DMSO 11. 29 (IH. br s> PhH) 
. 8. 80 (1H> s> 2-H) > 8. 32 (IHx s, 8-H) . 7. 71 ( 
1H> d. J9> 6' -H)> 7. 30-7. 52 (8 H.m. 5-H. 2* - 
5' -Hx SXPhH)^ 5. 29 (2H^ Sx CH2)> 4. OSisiC/ 
4. 00 (2X3H> 2Xs. 2XOCH3) ; m/ z (%) 4 0 5 ( 1 0 0 . 
M*) o 

^mm 1 3 2 

4- (4 -^>->-;v;^i^->- 3 -■7;u:taT^'; y ) - 6 - 7'n •=& ^ V V > jt^ 

4 _^ n n - 6 - rn^^:J-v''; > (0. 223g. 0. 916 mmo 1 ) i3 
X 1/ 4 - V ^ i/ - 3 - y ^ T - V y (0 . 2 2 O g ; i . 0 1 2 m 



C153D 10-505600 

mo 1) muB i^'^^^ 2 - -yxj /•< y - )u (8ml) 2 . smm^^^^ 

fzo 9 LT4si&tlfi*¥>/^;^:||'fe@#^:fctlt LT^PjtiTt (0. 3 6 0 g 

s 8 5%) m,^. 236-238T:; i^WlM :C. 54. 4 4 ; E. 3. 42; 
N. 8. 98oC2iHisBrFN30-HCl K^\^^-C<r)Bfnm : C> 5 4. 7 
4;H, 3. 48; N> 9. 12) ;tlc mMJ^^)\y) R f 0 . 4 S ; S H 

C 

H«] -DMSO 11. 32 (1H> br s>NH), 9. 12 (1H> s 
, 5-K) . 8. 90 (1H^ 2-H). 8. 20 (IH. J8. 7- 
H), 7. 90 (IH. d, J10> 8-H)> 7. 32-7. 58 (8H>m 
> 2' -H> 5' -H> 6' -H> 5XPhH) . 5. 23 (2H> s. C H2 
) ; m/ z (%) 423. 425 (12. M*), 332, 334 (66)0 

^■^m 1 3 3 

^^#ffl^T^'l^;^->'^^J^*J^^T5 K (I5mi) ft><?:>7lc^'fl::h h 

(0. 3 9 6 g. 16. 5 mm 0 1 ) Oi®?SfR'^r-^>->';PTJbr; -^U ( 1 . 6 8 
g ; 1 5. 4 5 mo 1) X-iS^mL. ?iim<^?t±t^±tftX. L;t o 

#t)tL;5>y#;fg'^?g^->'>< ^;W.-}^;bAT 5 K (10ml) tf^-c^ 4 - 7 n - 3 - 
h 9 y ju:^ n ;A ^jusu Y a^>^y (Fluorochem) (3. 44g;i 

5mmo 1) (ommxm^inkmL. m^<^^^^^tmhxuj^'t 0 - 5V<7)$&m 
kuwl/zo ox:Ki3\^^x^ hi^ s^^mmwLfci^. m^^^^Ui^is^^x 4 s 

mmmWh. :^v^-e#v^7t:^X/'7X (1 5 0 g) ±tc-^V/^/i<, nMLfz^m^^^ 
2. 2 6g) t|g^L7i:o 5%7k-j<^y-)V't-hWm^B<\:^'ti>t. 4-^> 
m t L-c# hiifc (2. 0 0 g ; 5 1 %) it."^. 1 1 2 - 1 1 3 r ; (*iilim : C 

. 5 6 . 4 1 : H, 3 . 3 3 ; N. 4 . 6 8 o C 1 4 Hi o F j N 0 3 11 ov> Tcoft^ 
fiflCv 56. 56;H. 3. 37; N> 4. 71; tic (viJ^n^x^+f-y- 



(154) 10-505600 

§^^jcf^;U 2 : 1 ) R f 0 . 4 4 o 

i -^y-yJUt^y^- 3 - h '} y Jl':tu y<f-)l':=.h'D^y^y (1. 39 g; 
4 . 6 8 mm o I) ^ MH t K 9 v ^TKfDt? (0 . 7 0 2 g ; 1 4 . 

0 4mmo I) "CSTnLTtio 4 - > ->';U:t ^ v- - 3 - h 'J 7;W:a- n ^ JU7 - 
U>' (1. 1 5 g. 9 9 %) ^^'?i»^iferft^^ctlt LT#(btL;t. t Ic (S^SgJC 
f-JU) R f 0. 6 Oo 

4 -i^nn^thv'U > (0. 099g;0. 6 Ommo 1 ) isXlTA -^y-J 
3-hU7;b;i-n^-f-;bT-';>(0. 190g;0. 78 mm o 1 
) ¥IIISBlcti&v^ 2 -yn/N-y -jp (4ml) 4^-^ 3 0 ^MSiJT^ ^ ^t^Io CO 
J: ^ LT^BatJ{i?i$^fe@#^:*tt!i LT#^tL;t (0 . 2 5 3 g. 9 8 %) St. 
,^^260-26213; (mmm :C> 60. 60 ;H> 3. 89; N, 9. 59 
o C2iHi.F3N3 0- HCl • 0. 25H2 0 iCov^Tcoit^-fit : C^ 6 0. 5 

5:H>'4. oi;N>9. 63) :tic (10%^ -^u/itm-x^;!/) 

RfO. 62;<yH VM -DMSO 11. 43 (IH, br s. NH) 
> 8. 94 (IH. s, 2-H). 8. 78 (1H> d. J9. 8-H)s 7. 
80-8. 18 (5H. m> 5-H. 6-H. 7-H> 2' -H> 6' -H) , 
7. 2 8 - 7. 5 5 (6 H>m> 5' -H^ 5xPhH)^ 5. 31 s 
s C HO ; z395 (21.M*). 304 (44)o 
1 3 4 

4 _^ an - 6, 7 -v^ >(0. 135g;0. 6 0 mm o 

1) i5XC^'i-^y'y)V:^^y-- 3 - h^) y )\^^u^^)UT~') y (O. 190 
g ; 0 . 7 8mm o 1 ) ^lr> ^MBK'^^^ 2 -■7*^/^•y (4ml) 4''C6 0 

0. 290g. 98%) 16,^1 261-263'C: (^lllj-fit : C > 5 8. 6 7 : H 
. 4. 33 ;N. 8. SIoCj.HzoFjNjO-HCI Ico v^T (75 It^-d : C, 
58. 59;H. 4. 27;N. 8. 54) ;tlc (10%^:$' y -JVXW^M 



a55) ^m.w- 10-505600 

RfO. 5 3 ; S B. ['He] -DMSO 11. 23 (1H> br s 
. NH) . 8. 81 (IH, s. 2-H) . 8. 47 (IH^ s, 8-H) . 8 
. 06 (IHv s^ 2; -H) X 8. 00 (IHx d > J9^ 6' -H) > 7. 
30-7. 53 (7Hsm> 5-H> 5' -H^ 5XPhH)^ 5. 34 (2H 
^ s> CH2) / 4. 09^0X^4. 00 (2X3H> 2Xs> 2XOCH3) ; 
m/ z (%)455 (66. M*). 364 (100)0 
^MM 1 3 5 

4- (4 3 - h V :7;i/:tn^ -f-jUT-U y) -6 -3^0^^ 

6 -rn^- 4 - n n^-:hv*'; > (0. 146g;0. 60 mm o I ) *5 J: 
zj^ 4 - 'J }\y t ^ -y - 3 - h V y t ■f- )UT — V y (o. i 9 o g ; o. 

7 8mmo 1 ) ^MBK^^'' 2 -y^a^-^J -)V (4ml) ^-^3 O^mKJit- 
^^fzo CKDJ: 9 i:: LT^S£!fef±^^ >m-fe-7''jXA^^!^Hi: L-C^i?>tL;t (0 
. 2 .9 5 g . 9 6%) m<^ 243-245*0; (^Wm I C , 5 2. 4 8 : H > 
4. 09:N. 7. 37oCjjHisBrFjNjO-HCl-i-CjH70Hlio 
i/^TiOit^fit :C> 52. 58; H. 4. 20; N, 7. 36) ;tlc (10 

%y ^ y - ;u/g^®j^^;v) R f o . 6 9 ; <y H [' Hs] - DM S O i i . 3 

8 (IH. br NH), 9. 12 (IH, s, 5-H), 8. 90 (IH 
, s. 2-H)> 8. 21 (IH, d> J9. 7-H), 8. 10 (1H> s> 
2' -H) , 8. 03 (IH. J 9, 6' -H) . 7. 89 (1H> d> J 
9> 8-H)> 7. 30-7. 53 (6H,m> 5' -H. SxPhH), 5. 
3 5 (2 s s CH2) ; m/z (%) 475> 473 (45, M*) . 382 

(60) , 207 (55) o 
^MM .l 3 6 

4- (4 -^y^JJU^^'y- 3 -yT y T /) ^j-^^') y^Wii^ 

^^#H^Ti;^^v^^;w*Ji/i^T^ K (15ml) 4'<7)7)c^fb:h h 'J 9 A 
(0. 3 9 6 g, 16. 5mmo I) <DmMWi^^yy')UT)\y^~)U (i. 6 8 
g ; 1 5mmo 1) -cm^HSimLfZo 7KM<n^^t^±t^ fC. iM^^m^^tWL. 



C156) 10-505600 

0t:tci%iPL7to •^>'^-e^^->'p<f-;i';}^;PAr5 K (10 ml) ^co2-y)i^^ 
n-5--hn'-^>v*j:^h'J;i'(FIuorochem) (2. 49g;i5m 

mo 1) ^mrL. ^'f-^isof^ip^'^ffl LTfijg^ 0 "CcTjiEaic-t^^LTto mn-^^ 

^^Lfct^. ^S-a-i^^ 0 r JCisv^T 3Bf 2 2 t:i^i3i/>-C4 8 BfMif^L, 
:^v^-C^u>7t::?Jc/7K (15 0ml) ±i::j*v>/i„ aj^L/c®#t^ttI^i«iitc J: V) 
^S!), 7K-e-^^L> ^it^-C'5:V>@#:t^ci^76^-#f)tL7t (3. 9 7 g) 

JU:t ^ - 5 - - b n ^ > ^ h JU^^J^lii^K'fe'Kt^i^S t L T^l ib tlTl: ( 1 . 6 
1 g : 4 2 %) M}^, 1 4 0 - 1 4 1 1: ; (mmm :C. 65. 96 ;H. 3. 8 
5 ; N^ 10. 9 4o Ci4 H10N2 03 JCOl/^T<7)lt#ffi : C. 6 6. 1 4 ; 
3. 94;N. 11. 02) ;tlc (50 n^^-fj- >/g|^j^^;w) R 

f 0. 5 Oo 

2 -^^'vJL':*-^ 5 h n-^> Vj:. h ;i/ ( 0 . 254g;i. 0mm 
0 1 )^ «r> #jliHl^tJ£i/^t: V9~Jy7Km<^ ( 0 . 1 5 0 g : 3. 0 mm o 1 ) 
ilTcLTto 4 -^>->'JU:*-^->- 3 -->Ty T-'J > (0. 22 Og, 9 8%) 

^i^jipe-feH-f^^^t! t L-c#f>tL;t. gii.'^e 2 - 6 4 t: ; t 1 c (5^mj:-^>'i--->^ 

n^^-9->, 4 : 1 ) R f 0 . 3 80 

4 _ ^ n n ^ (0. 074g;0. 45 mm o 1 ) ^ J: Z>"4 > 

;U^^->- 3 - ->Ty T-V > ( 0. 1 1 2 g ; 0. 5 Ommo 1 ) ^MB 
ictJfeu^ 2 -yu/NV -;u (5ml) ^-C 6 BtM^j;5 ? -fr/co ^co J: ^ UT^^ 
tHiMmS^^^ffei: LTIfibtlTt: (0. 1 2 1 g. 6 8 %) iiiA 2 2 2 - 2 2 4 
"C ; (^rlH-fit :C> 66.,52;H^ 4. 26;N, 14. SSoCzjHieN^ 

0 ■ HC 1 -0. 5 H2 0 lCOV>T<75Bt#'llt :C. 66. 41; H> 4. 56; 
N^ 14. 09) ;tlc (f^mJ^i^}l^) RfO. 36;5H['H6]-DMS 
0 11. 27(1H. br 3.NH).8. 92-9. 11(2H. m>2 
-H. 8-H) . 8. 21-8. 35 (2H. m> 2' -H> 6' -H) ^ 7. 
98-8. 19 (3H>m. 5-H. 6-H. 7-H)^ 7. 43-7. 72 ( 
6H, m. 5' -H> SXPhiH) > 5. 50 (2H> s. CH2) : z ( 



C157D 

%) 3 5 2 ( 2 0> M*) . 2 6 1 ( 1 7) o 

^mm 1 3 7 

4- (4 3 - ->7 y V y ) 

4_^nn-6, 7-->'>h^->^-^-V'U>(0. 101g;0. 451mm 
ol)*3j:a^4-^>'vJl/:t^->-3->'TyT-';>(0. 112g;0. 5 
0 mm 0 1 ) ^MB izm.^^ 2 -zfu /-^ y - }U (6ml) ^PX' 5 mmElB^^ 

fzo z.(DXoK\^x^^mnn^n^m^v^mtLxnhiifz (o. i4 7g> 

6 7%) 2 4 9 - 2 5 1 t: : :C. 59. 62;H> 4. 48;N 

, 11. 9 lo C24H2oN4 03 • 2 HC I Hov^T<7)It#fit : C^ 5 9. 3 8; 
H> 4. 53: N> 11. 54) itic (S^®?a:-^;U) R f 0 . I 5 I ^ H [ 
'H6]-DMS0 11. 22 (1H> br s.NH), 9. 03 (IH. s 
> 2-H). 8. 50 (IHx s> 8-H). 8. 31 (IH. s. 5-H)^ 
8. .I9- (1H. d> J9, 6' -H)> 7. 49-7. 74 (7H, m> 2' 
-H> 5' -H, 5xPhH) , 5. 54 (2H> s. CH2) . 4. 2 5 i3 J: 
XfA. 20 (2X3H, 2Xs> 2X0CHj) :m/z (%) 412 (27. 
M*).321 (lOO)o 
I 3 8 

4 - [4 - (4-j^nn-7jiy^-» 7-*;^] ^ j- ^) y MMM. 

4 - ^ uu^i-y'^) y (0. 099g;0. 60 mm o 1 ) ^ iiXf ^ - (4 - 
^nn7iy^-»T-';>(Maybridge) (0. 165g;0. 75 
mm 0 1 ) ^> ^MBJctJfev^ 2 - (4ml) ^X2 mmKJZ^^'^tz 

o ^<7^X^\Z\^X±^m\rS:n'^m^^mtLX%h^fz {0. 2 2 0 g> 9 6 
%) 262-265t:; (*illJfll :C. 62. 70;H. 3. 96;N. 1 
0. 8 Oo C20 Hi. C 1 NjO • HC 1 Cov^-C<7)Bt## : 6 2. 5 0 ; H 
. 3 . 9 1 : N\ 10. 94) ; t 1 c {W^WL^^)\^) RfO. 45;<yH [' 
Hs] -DMSO 11. 47 (IH. br s. NH) . 8. 90 (1H, s 
. 2-H). 8. 84 (IH. d, J9> 8-H)> 8. 10 (IH, t> J7 
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> 7-H) > 7. 97 (1H^ J 9. 5-H) > 7. 86. (IH. t^ J7 
. 6-H) ^ 7. 77 (2H> d> J9. 2* -H^ 6' -H) v 7. 48 (2 
H> J9x 3" -H> 5" -H) v 7. 15 (2H^ d^ J8^ 3' -H. 
5' -H)^ 7. 07 (2H> d> J8, 2"-H.6"-H) : m/ z (%) 
347. 349 (100> M*) o 

^mm 1 3 9 

4- [4- (4 nn7.xy T-'Jy] -6, 7 - h ^ 

4_^nn-6, 7 h^v^t-v'U^ (0. 135g; 0. 60mmo 
1) isXZfi- {A-'^uuy^y^'y) r :^') y (Maybr i dge) (0 
. 1 6 5 g ; 0 . 7 5 mm o 1 ) ^)ISB 2 - :/n^NV (3ml) 

;t (0, 256g, 9 6%) 258-260'C: (^ifiij-fit : C . 5 9. 37 
: 4. 2 3 : 9. 5 2o Czz His C 1 NjOj • HC 1 tco^^TOit^^ 
:C, 59. 46;H, 4. 28:N. 9. 46) :tlc {WW.^^ R f 
0. 22;<JH [^H«] -DMSO 11. 20 (IH. br NH) . 8 

.7 

0 (1 H. 2-H) . 8. 30 (IH, s. 8-H), 7. 70 (2H. d 
, J9. 2' -H> 6' -H) . 7. 42 (2H. d. J9> 3" -H. 5" - 
H) . 7. 32 (IH. s. 5-H) > 7. 10 (2H> d> J9x 3' -H, 
5' -H) . 7. 01 (2H> dx J9. 2"-H. 6"-H)> 3. 98*5J: 
Xf3. 92 (2X3H. 2Xs> 2xOCHj) m/ z (%) 4 0 7 ( 1 0 0 . 
M*) o 

14 0 

4- [4- (2, 4 - V n n--7 jiy ^ v) T-Vy] ^^VU ^j^^j^ 

4 - (2. 4-v^'nn7iy^->) jrihu^Ncy-tf^ (Maybr i dge) 
(1. 0 g : 3. 5 2mmo 1 ) , ^MHlctJ£i/^t K^v>7K^Dt> (0.5 
2 9 g ; 1 0. 5 6 mmo 1 ) -r^MitLtZo 4 - (2, 4 - ->'^ n n 7 ^ y ^ -> 



a59) wmw- 10-505600 

) T-';> ( 0. 8 6 0 g^ 9 6%) ^'^~->'a.^mtm^a'^t LXmibn^fc. 

m,^. 7 7 - 7 9 t: ; (Hrlijfi: :C> 56. 67;H. 3. 42;N^ 5. 4So 
Cli Hs C 1 2 N Olcoi/^-Ccoit^fit :C. 56. 69:Hx 3. 54;Nx 5. 
5 1) ; t 1 c (B^®?Jif-;u) R f 0 . 5 2 o 

4 - ^ n n^i-yi) y (o. 099g:0. 6 Ommo 1 ) i5XZf4- (2, 
4 -i/^ a\jy x.y ^i/) T-V y (0. 190g; O. 75mmol) ^ 
jlKB tcti&i/i 2 -yn/N-y -;v (5ml) 4^-e2. 5 BtWM S^-^ ;^:o Cct^J:^}; 

Lx^mm^i-iikM'&m'itmssat Lxmhiifz (0 . 25ig. i o o%) S!i!,'^,2 

9 3 - 2 9 5 r ; (^mm :C. 57. 15;H. 3. 48;N. 9. 67oC 
zoHr3C UNjO • HC 1 lloi/^T(7)tt®^ :C. 57. 35:H. 3. 35: 
N^ 10. 04) ;tlc (Sfeg^x.^jb) RfO. 43:(yH['H6]-DMS 
0 11. 51(lH>br s,NH),8. 84(2H>m. 2-H, 8- 
H) . ,8. 06 (IH. m> 7 - H) > 7. 94 (1H> m> 5-H) . 7. 5 
7-7. '86 (5H> m. 6-H, 2' -H. 6' -H. 3" -H> 5" -H) 



7. 35-7. 49 (IH. m. 6"-H). 6. 99-7. 20 (2H,m> 
3' -H. 5' -H) ; m/z (96) 3 8 0 ( 1 0 0 ^ ) o 
^MM 1 4 1 

4- [4- (2, 4 -y^on:7^y ^->) 7-1;^] -5. 7-vpth^v^ 

4-^nn-6, 7-vVh^x-^f-V*>;>(0. 135g;0. 60mmo 
1) i3=tO^"4 - (2, 4-v^^nn7j.y^v) T-V > (0. 190g;0. 
7 5mmo I) ^MB 2 - z^u /-< y - )U ( 3 m I ) ■4^-e2. 5B#HR 

)S?-fr;t:o ^<D^') i>^LX±mmimn'^mmji!^tLX^Sbflfz (0. 28 6 
g . 9 9%) M<^, 2 5 0 - 2 5 2 t: : (*SIJ^ :C. 54. 83;H. 3. 70 
;N. 8. 72oC22Hi7Cl2N3 03-HCl fco V^TcTDlt^ffi : 5 5. 
1 7 : H. 3. 7 6 ; N. 8. 7 8) : t I c (gtSea:f-;u) RfO. 2 1 ; ^ 
H['H6]-DMS0 11.23(1H. br s.NH).8. 85(1H 



(160) !ttS^ 10-505600 

. s. 8-H) ^ 8. 30 (1H^ s^ 8-H)^ 7. 83 (1H> s^ 5-H 
). 7. 75 (2H^ ds J9> 2* Hs 6' -H). 7. 52 (1H> d. J 
9s 5"-H)^ 7. 40 (IH. Ss 3 " - E) . 7. 11-733 {3 Us 
m> 3' -H> 5' -H> 6" -H) s 4. 02^J:O^4. 00 (2X3H. 2 
X s . 2 X O C Hj) ; m/ z441 (100sM*)o 
1 4 2 

6-rn^-4- [4- (2, 4 - o p 7 X y y ^ 'J y ] ^:^y''J> 

6--7*n-t-4-i^nD^-^v*U>(0. 146g;0. 60mmol)i3j; 
Zfi- (2, 4-vi5'nn-7j^y^v) T-V> (0. 190g;0. 75mm 
0 1 ) ^> ^MB l^tife^/^ 2 -y'vj-^y (3ml) ^-^2 ^MS:iS ? 
(DX 0 LT^fiE!iJt±Slfeia^t:tfc!^i LTl^i^tLrt (0. 254g. 85%) m 

,1^, 2 6 9 - 2 7 2 r ; i^mm :C, 4 8. 97:H. 2. 58:N, 8. 49 
o Cio Hi2 B r C 1 2 N3 O • H C I l,Z<^\,^X (DifmM : C. 4 8. 2 5 ; H. 2 
. 61:N. 8. 44) :tlc (mm^^}l^) R f 0 . 5 2 ; <y H He] - 
DMSO 10. 94 (IH. br Ss NH) > 9. 04 (IH. s. 5-H 
). 8. 87 (IH. s, 2-H). 8. 19 (IH. d. J9> 7-H). 7 
. 7 8 - 7. 9 0 (4 H> m> 8-Hs 2" -H. 6' -U. 3" -H) . 7. 
5 1 (IH. d. J9^ 5"-H) > 7. 10-7. 25 {3K. m. 3' -H 
N 5' — H% 6" — H)o 
^ifefflJ 1 4 3 

4- [4- (2 -^j^-;i^y h^-» T^'jy] ym.mm. 

4 -y )U:^xn^y-ify (28. 2g. 0. 20mol)> 2-'f-:f7i>'y^ 
y-;i'(25. Ogs 0. 22mol)i3cl;J/rh 9 r-f-^u T > A < 

K(6. 0 gx 0. 0 1 9mo 1 ) ^iE#L^7i)^'f=3 ^Joi- 
st, ||fe-^v^/<)^'#<btL;t:o CJi^r 0 ~ 5 'COC?^SPL. rS[ L < m^^t^ L /i)^' ^ 5 0 
%7X'|-4N aOHdOOmU 1. 25mo 1)^30 :9'35^>tT?g5jD L Ti: (^^. 



Ciex) '^mW- 10-505600 

1^ y - )\y7;)^hW^aB^t-B-t^ t. 2- ( 4 h n 7 y ^vp* 
^ 7 i y-^m hflfz (20. Ig. 43%) Sll^ir l 0 8 - 1 1 0 t: ; (*iliJM : 
C> 55. 84;H> 3. 78 ;N. 5. 89oCxiH9N03S lCov^T<7)ftS 
m:C> 56. 16;H> 3. 86; N. 5. 95%)o 

2- (4 h^y ^zy^^JU) -^^y^y (0. 50g. 2. 13m 
mo I ) * 1 : Ig^m/J^^ y -^1^ (60ml) ^iz^ML. P d/CM® (4 
Omg) X-^HkmL. X%!±Ki5\y^X 2 . 2 5 ^MTtc^-fk L. ^^K^M^T'trt 1 

. 5 - 5 7 V. {nm<^ :C> 52. 44;H, 5. 36:N. 6. 63 

oCnHnNOS-0. 25Ac O E <DBfnM : C > 6 2. 7 0 ; H> 

5. 49;N, 6. 34%) ;o^H['H»] -DMSO 7. 35 (IH. d, 
J6. 5-H)> 6. 96-6. 98 (IH. m. 3-H). 6. 85-6. 9 
0 (IH, m. 4-H)> 6. 59 (2H. d, J9s 2' -H. 6' -H) > 

6. 49 (2H. d> J9. 3' -H. 5' -H) > 4. 99 (2H> s. CH 
z) . 3. 12 (2H. V br s. NH2) ; m/ z (%> 2 0 6 ( 1 0 0 > 
M+ 1*) o 

4 - ^ u u^i-y'^) y (0. 123g. 0. 75mmol)i3<l;C/2 - (4- 

T<yy^y^zyy^}u)^ty:o (0. i54g> 0. rsmmoi) 
]lMBtc^i&v^^^y-;u (I5ml) '=PXW,^L. 4 5 ^MSO^fc^lsft ? -e/iio Mfe 

m.^iim'^^BB^mnt \^x'^hn.tz. it.'S; 1 9 9 - 2 o i r ; (^inj-fi c , 

60. 78:H. 4. 56:N> 11. 07oCx9HuNjOS-HC1 - 0. 
4 H2 Otcoi/>-C<75it^^ :C. 60.52; H, 4.46: N. 11.15% 



C162) 'mmW- 10-505600 

);iyHC'Hs]-DMSO 11.80(1H. br SvNH).9. 00 
(1H> d. J8. 8-H). 8. 89 (IH. s> 2-H). 7. 99-8. 
13 (2H.m^ 5-Hx 7-H). 7. 83 (IH^ t. J8s 6-H) ^ 7 

. 69 (2H. d. J9, 2* -H. 6' -H) . 7. 58 (1H^ d. J6. 

5. 3"-H). 7. 25 (1H> d. J4. 5. 5"-H)> 7. 12 (2H 
, d. J9. 3' -H. 5' -H) . 7. 03-7. 09 (IH. m, 4" - H 
) ^ 5. 38 (2H> CHz) ; m/ z (%) 333 (70, M+1*) . 2 
3 6(9 

8)> 129 (52). 97 (100) ; u m sl x (KB i ^ i^) X c m-"- 
1612, 1564. 1508, 1373, 1240o 
Hjfe^J 1 4 4 

6. 7-v^h^->-4- [4- (2 T-';y] ^thV; 

4-^crn-6, 7-v^H*->^:hV*';> (0. 140g, 0. 62mmo 
1) ^J:J>'2- (4 y :7iy^->^^;u) ^:^y:cy mmLr-z J: ^ ^^W: 
ik^tltz) (0. 1 7 0 g, te-f:aHC7 6%<?>|iEJ^, 0. 6 2mmo I ) 
B^c^^&^/^a^^y-;^ (I5ml) ^X-U-^L. 1. 5 ^WiD^jl-5S ? -^rco Hfe 
Ita^^S'fi^t^^'grzt^iC; J: ^) *a6, <^ ^ y - ;WT-f5fejf- L, *^^^1-:2>i:, ife 
^^ybm^m^mn^Mt LX^htt/c. jsl.ir 2 3 3 - 2 3 5 t; ; (^iaUfjt : C , 
58. 26;H, 4. 63;N, 9. 54oC2iHi9Ni03S-HCl - 0. 1 
Hz Otco(.^T<7)lt#fit : C, 5 8. 4 2 : H, 4. 7 2 ; N, 9. 7 3%) ; 
<JHC'H6]-DMS0 11. 39(1H, br s,NH),8. 78(1 
H, d, J8, 8-H), 8. 39 (IH, s, 8-H), 7. 85 (2H, d 
. JIO. 2' -H. 6* -H), 7. 59 (IH, d, J6. 5, 3"-H) 
, 7. 42 (IH, s, 5-H) , 7. 25-7. 30 (IH, m, 5"-H) 
, 7. 18 (2H, d, J10, 3' -H, 5' -H) , 7. 07-7. 10 ( 
1 H, m. 4" -H) , 5. 39 (2H. s, CH2) , 4. 07i3J:Cf4. 0 
3 (2X3H, 2XS, 2XOCHO ;m/z (%) 394 (100, M+1* 



a63D nB.^ 1 0-505600 

) o 

1 4 5 

4- [4- (3 -f^-x.-;!^^ T-';y] ^Thv; 

4 - 7;u^n hn--<y-e> (28. 2g> 0. 20mol) > 3 - ^t y x. 
y :^ 9 y - )\/ { 2 2 . 83g>0. 20mol)i3J: XI y- h ^ r 5^ ;u T > ^ ^ 
^rn^KCe. 45g, 0. 029mol) ^m^\^ti:ifh n -r^;ua^-r 

)\y\^m;^-t ^ t . m-fev§?S;6^'^i<^tL;to C tL^ 0 - 5 t: Icf^SPL. }l5:L<Jti1^L 
'i^^'^ 5 0 %*t:iN aOHClOOmU 1. 25tnol) ^30 ^-fi'^^'^X'^M 

-ft^-^iji, fefie!^(r)20(7D^N'-y^:^s#iitL;^c (-g-stl 8. 8g. 0. 0 8 0 m 
m o :U 4 0%) o — flS^^v- ^) i3(r>t! ^ K ^ u-^ Y ^ ^ - (2 0 %f^M-i- 
^;u/^^-9->-Cv§g6-r*) lC/!5Mt^i:> 3- ( 4 - ^ h n 7 ^ y ^ -> ^ ^ ;b) 
^:t--7i>'*>'^||'fe@-fM^^t LT^t^tu/::, n.^. 1 0 7 - 1 0 9 ; (HSiJ-fit 
:C, 56. ll;H> 3. 72;N> 5. 93o C 1 1 N 0 j S ov^ TcOlt 
:C. 56. 16;H. 3. 86;N, 5. 95%) ['Hs] -DM 

SO 8. 25 (2H. d, JIO, 3' -H> 5' -H) . 7. 52-7. 6 
5 (2H. m. 2-H. 5 - H) > 7. 18-7. 27 (3H> m, '4 - H , 2 
• -H. 6' -H) . 5. 2 9 (2H. s^ CHi) ; m/ z (%) 2 3 5 (3 
s M') ^ 9 7 ( 1 0 0) o 

3 - (4--hn-7iy+->^^;u) 5^:f7i> (0. 5 0g. 2. 13mm 
0 1) (100ml) ^\^\^m\^. P t Oz (5 Omg) "CM^ L 

. :^^i±tci3v>-c 1 6 ^WTjc^-fb L;t:o ^hr^"? iOi (2 5 mg) ^^1]IIL> 
Tlc^-fb^? <bic 2 0 ^M^tt> -^c^S#H^ T*tc t 1 c f±m^i^®7&^'^^ L'^v^.r 

, -^i^^-^^igM L/::o v"J*c7)x7vA^'n-Th^^^7Y- (5 0 )V 
/^^^y) J::7>-tt> i^v>T-i^ y-;b/7R75^'bl¥lgB^H'fk$-tJr^ 3- (4- 



C164) mmW- 10-505600 

y 7 i t LT# lb tLT^c (o. 2 

5 0 g> 54%) mi^.e 6-6 7r ; imwm :C> ei. 29;h. 5. es 

:N> 6. 26oCiiHiiNOS-0. 6HaO l^o v^TOft^fit : C> 6 1. 
1 

4;H. 5. 69;N. 5. 48%) ] d H C Ee] -DMSO 7. 50-7 
. 58 (2H>m> 2-H> 5-H) . 7. 19 (IH. d. J6. 4-H) , 
6. 77 (2H. d, J9. 2' -H. 6* -H) . 6. 58 (2H, d. J9 
, 3' -H. 5' -H). 4. 98 (2H. s, CH2). 4. 59 (2H. b 
r s> NH2) ; m/z (%) 205 (26>M*). 108 (100). 97 
(9 2) o 

4 - ^ ua^^y'i) y (0. 150g. 0. 9 1 mm 0 1 ) iiXXfZ- (4 - 
^5 ^ ^^■^^->^•?■^^) ^4-:7^> (0. 190g>0. 93mmol)*^ 
mB■}Z'^^.^x.■^ y - )V (15ml) 4 5 ^MiD^^lStt ? -^/tio Hfe 

J: ^ ~ i^'Qmi^l.tiiiK t 1 c i 19 M 

^JSiSL (i#7Scofe{i||-fe:d-ib4tt-felc^-fhL;t:) , te-fecT^g^ 
^ ^^/v:o v';;«?<7>:*^Ai5'n-v'^;>'-^7^ - (2 : 1 ^ 
■9->-^-;#^L/c) {C75-tt;i>i, ^S6:l^>6^'^^i£^<b LT#fbtL7^c. Sii * 2 0 0 - 
2 0 2 1C ; (*iftm :C> 67. 45;H, 4. 49; N. 12. 13oCi»H 
uNjOS-HC1-0. 2EtOAc {io i/^tTcDft^fit : C > 6 7 . 7 5 ; H 
. 4. 77;N. 11. 97%) ; d n VKs] -DMSO 9. 99 (IH^ 
br s. NH) . 8. 69-8. 77 (2H> 8-H. 2-H) . 7. 9 
7-8. 09 (2H. m. 5-H. 7-H). 7. 94 (2H. d. J9. 2' 
-R. 6' -H) , 7. 75-7. 89 (3H. m. 6-Hx 2" -H. 5" - 
H). 7. 43 (IH. d. J6. 4"-H). 7. 29 (2H. d. J9, 3 
• -H> 5' -H) . 5. 35 (2H. s. CH2) ; m/ z (%) 3 3 3 (4 
5.M+l*),236 (100). 97 (62)o 



(165) nmW- 10-505600 

^rti^^m^iy^. ctL^tSiitc J: J}*a6. 7KT-i5fe?tL^ m^m-r^t. i^m^Tbm 



H, 4. 23;N. 10. 80oCi»HisNiOS-HCl-0. SHjOJCOu^ 

xmfnm. :c. eo. 23:h, 4. 52;n> ii. 09%) ;(JH['H6 

]-DMSO 11.29(1H, br s.NH).8. 72(1H. s>2 
-H). 8. 68 (IH. d. J9. 8-H)> 7.. 95 (IH. t. J9, 7 
-H), 7. 80 (IH, d. J9. 5-H). 7. 71 (IH, t. J9, 6 
-H) . 7. 3 9 - 7. 5 2 ( 4 H> 2' -H> 6* -H> 2" -H> 5" 
-H) . 6. 98-7. 10 (3H. m> 3' -H. 5' -H. 4" -H) . 5 
. 0 2 (2 H. s, CHz) ; m/z (%) 333 (31, M+1*) . 236 ( 
1 0 0 ) , 9 7 ( 5 8 ) o 
g^M^J 1 4 6 

6, 7--yp<h^v-4- [4- ( 3 -5^ j^— h ^ ->) T— ^-j-v; 

4-^nn-6, 7 — h ^ V 'J > (0. 142g. 0. 63mmo 
1) ii^ZfZ- (4 -7<y 7^y^->p<f^;b) ^;i--7ji> m^LrzX^K^ 
iit/c) (0. 180■g^ 0. SSmmol) ^MB ^r. ^ j - )V ( i o 

m I ) ^'T-^g'i-L. 3 0^5-MiPifefc^-^$-id:;t:o n^^^m'S.mmk^^'MK ^ ^ 

li* 247-248t:; (SllUfil :C, 58. 68;H> 4. 67;N 
> 9. SOoCiiHisNsOiS-HCl ov^TcT^ItlTM : C^ 5 8. 6 8 ; H 
. 4. 42:N> 9. 78%) ['H*] -DMSO 11. 36 (IH, 

br Ss NH)^ 8. 52 (1H> d, J8, 2-H)s 8. 32 (IH. s 
. 8-H) , 7. 50-7. 65 (4H. m, 2' -H. 6' -H. 2" -H> 
5"-H) , 7. 39 (IH. s, 5-H) , 7. 22 (IH. d. J6. 4" 
-H), 7. 10 (2H, d. J9. 3' -H. 5' -H) . 5. 14 (2H, 
s> CH2) , 3. 99i3j:?>^3. 97 (2X3H> 2xs. 2xOCHj) ;m 



C166) 



l^mW- 10-505600 



/ z 

(96) 3 9 3 ( 2 9 ^ M*) . 2 9 6 ( 1 0 0) o 
1 4 7 

4 - [4 - (77>-2-^h^-» T-';y] ^i-v^)yi^m.^ 

4-7 ;u:tn^hn^>' -if y (Lancaster) (28. 2g. 200m 
mo 1) . 2-7-7 >'^^y-;u (Aldr ich) (19. 62g. 200 m 
mo 1 ) ^XU^-f h ^T'^JL'T ^^--i? A 7*0 = K (6. 45g> 0. 020m 

0 I ) ^m^iz n- ( 2 5 0 m I ) lc-^jDL> 0 ~ 5 "Ctii^ip L 
/c?^, m.L <mi^Lt£'/}^ib 5 0 %7Kt4N aOH (100ml) < ^iJD L 

J: iQ^ab. (150ml) hW^Fm^t-^ t . ^ 'J -i^-fecoif 

^^m^i}^nhn,fc. mj^. 9 6 - 9 7 r ; (^aiKa :C, 59. 95;H. 4. 

1 2 : N. 6. 3 5o CxiHi>N04 -0. 1 E t O H tCoi/^Tcolt^'fil : 
60. ll;H. 4. 32;N. 6. 26%) CEc] -DMSO 8. 
19 (2H. d, JIO, 3' -H. 5' -H) > 7. 72 (IH. s. 5-H 
), 7. 25 (2H> d, JIO, 2' -H. 6' -H). 6. 68 (IH, t 
. J 2. 4-H). 6. 49 (IH, d. J 2. 3.-H). 5. 25 (2H, s 
. CEz) ; mX z (%). 2l9(l,M*).81(100)o 

2 - (4 - ^ hn^^y^vy^jb) y9> (0. 50g, 2. SOmmol 
) (60ml) ^l>zmmL. Pd/'C10%(0. 040g) T-fe 

Mb. i^%!±iZi3\.^X. -^Stl 4 Om 1 <7?7k^;6^'i®ll2^ TkMitLfCo 

mm<DmwiJ^^)\^x-mr^L. ■mm'kmm-&mt& 2- (4-T5y7 



C16/) ■^mW- 10-505600 

±<om§k'^U^-r^.^ti^^-ibiZ'mmLfc ; ;m/z (%) 1 8 9 (5 3 , M* 
)x 108 (93). 81 (lOO)o 

4-i^nn^fV*';>- (0. 160gx 0. 9 7 mm o 1 ) i3j:Zf2- (4 - 
T^yy^y^^y^ -^ju) y^y (o. I83g. o. 97 mm o i ) ^^MB 
iz'^\,^^^ y-ju ( 1 0 m I ) "f" -C4 O^WRJr^$^^^t:o \im^ fzM'&m 

mJimt LX^i^hiif^. M.'^,! 8 5 - I 8 7 V : (^ilijfit : c. 6 1 . 14 ;H 
. 4. 78;N> 11. 30oCi9HisN3O2'HCl • Ei 0 K-d\j^X (Dttn 
m: C. 61. 37;H. 4. 88;N. 11. 30%) ;<?H['H6]-DM 
SO 11.60(1H, br s>NH), 8. 80-8. 95 (2H,m, 
2-H, 8-H). 8. 09 (IH, t. J8, 7-H). 7. 96 (IH. d 
> J9> 5-H)> 7. 86 (1H> t. J8. 6-H). 7. 59 (IH. s 
X 5"-H). 7. 65 (2H. d> JIO, 2' -H. 6' -H)> 7. 13 

(2H, d, JIG, 3' -H. 5' -H) . 6. 61 (IH. d. J2. 3' 
-H_) . 6. 4 7 (1 H, t . J 2, 4" -H) . 5. 11 (2 H, s . C 
) ; m/z (%) 317 (28. M*), 236 (100). 81 (74)o 
1 4 8 

6, 7 -'JM h^-y - 4 - [4 - (-7^>-2-.pth^i>) T—'}y] 

4_^cin_6, 7_-y^h#->^^^/.;> (q. 218g. 0. 97mmo 
1) i3cfcCf2- (4 -T5 y 7^y^->^^;i/) y^v (mri£t;t=fc 9 tcMiiL 
T^c) (0. 183g. 0. 97mmol) ^^MB ^ y - ;u (10ml 

Si * 2 3 7 - 2 3 8 r ; (^aijfit :C. 60. 75:H.4.80;N. 10. 
06oC2iHisNjO4-HC1 tCov^T^tt^fit :C. 60. 95;Hs 4. 8 
4;N. 10. 16) icJHC'He] -DMSO 11. 29 (IH. br s 
. N 

H). 8. 73 (IH. s. 2-H). 8. 31 (IH. s. 8-H). 7. 6 
9 (IH. s. 5"-H). 7. 51 (2H. d> JIO. 2' -H. 6' -H 
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) . 7. 39 (1H^ s> 5-H). 7. 13 (2H^ d. JIO. 3' -H^ 
5' -H) . 6. 51 (IH. d> J2. 3-H)^ 6. 49 (IH. t. J2 
s 4-H)^ 5. 09 (2H^ s.CH^)^ 4. 01*3j:?>'3. 99 (2X3 
H. 2Xs> 2X0CH0 ; m/z (%) 3 7 7 ( 1 1 . M^) . 8 1 (2 4) 

O 

m&m 1 4 9 

4 - [4 - (T7>-3->h^v) T-'jy] ^^hv; 

4-7;i/:tn:^hn^>-tf>' (Lancaster) (28. 2g. 200m 
mol). 3-7-5>^:J'y-;U(AIdrich) (19. 62g> 200m 
m 0 1 ) ^ iZ/x N ^y^Ji^ry^-^J^yu 5K(6. 45g> 20mmol 
) "^m^^z n-y^)Usc-y-)i. ( 2 5 0ml) ^z^^MLfz^MM^O^SX^K^ 
^L> fS^ L <ti^^L'S:;6^'fj 5 0 %7k^±ykm<ti- h Vy (lOOml) ^^-o < 

. M^^m-t^h t . V - ^'^(Dimfi^B^^m h ntz . m^. s 2 - s 3 ; ( 
nmm: c> 59. 8o;h. 4. 10; n, s. 28oCiiH,no4-o. 1 

OHou^T<?>ft#-(I : C. 59. 78; H, 4. 20; N. 6. 34) ; S 
H ['He] -DMSO 8. 20 (2H> d> JIO. 3' -H, 5' -H) . 
7. 82 (IH. s> 5-H) , 7. 68 (IH. s. 2 - H) . 7. 22 (2 
H. d, JIO. 2' -H, 6' -H). 6. 59 (IH. s. 4-H) . 5. 
15 (2H> s> CH:) ; m/z (%) 2 19 ( 2 0\ ) . 8 1 (10 0) 

O 

3 - (-hU7iy^->>^;i.) y^y (i. oOg. 4. 6mmol) 

Sgjc^ju (10 0ml) ^KmmL. Pd/^C10%(0. 080g) T'^!!kSL 
. ;^^J±tci3i/^T4 5^M7lc^'ft:L;'jo t l c fitB^^®;6^^^icmS? tLfc c: 

o 'mi^^m^m^-^^^bt. ■=i-j^ixm-bmh^fzo 7o%7jct4ifesi (i omi) 
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^>^JDL> :^v^T-K^^^^-^^ 3- (T ? y 7 ^ / ^ y^y^t^ 

fzm'f^^ t Lx^hfifc. mi<^.5 4 - 5 ex: ; i^m-m-.c. 54 

. 84;H> 6. Ol;N^ 5. 71oCiiHiiNO2-0. SHzOtcoi/^TO 
tm<iS : C ^ 6 4 . 9 0 ; H> 6 . 1 9 ; N. 5 . 8 8) : ^ H [' He] -DM 
SO 7. 67i3J:Cf7. 60 (2X1H. 2Xs, 2-H. 5-H)> 6. 6 
9 (2H. d. JIO, 2' -H> 6' -H) , 6. 40-6. 57 (3H> m 
. 4-H. 3' -H> 5' -H) . 4. 28 (2H> s> CH.) ; m/ z (% 
) 189 (23>M*). 108 (100). 81 (98). 53 (96)o 

4-^^^^:^v•'; > (0. 160g. 0. 97mmol) (T5 
y ^^y^v^^jU) 7v> (0. 183g. 0. 97mmol) ^m^BK'^ 
(10ml) '^'-^4 S5^mK]B^^tzo ^^m^tn^^tzM'^^^^B^ 

mmkisa t Lxm h iifz . 2 i e - 2 i 7 1: ; {nmm : c . 53. 74; 

H> 4. 47;N. 11. 72oCi»HisNj02-HCI-0. 2H20t::oi/i 
X(DtfWm. : C. 63. 85;H. 4. 62:N. 11. 76) ;ll. 54 ( 
IH, br s>NH). 8. 92 (IH. d, J9. 8-H) , 8. 88 (1 
H. s. 2-H). 8. 09 (IH. t\ J 8. 7-H). 7. 99 (IH. d 
. J8> 5-H), 7. 78-7. 90 (2H>m. 6-H. 5"-H), 7. 
60-7. 69 (3H>m. 2' -H> 6' -H> 2''-H). 7. 12 (2H 
> d. J10> 3' -H. 5' -H) , 6. 58 (IH, s. 4" -H) . 5. 
12 (2 H> s , C HO ; m/z (%) 3 17 ( 8 4 > M* ) . 2 3 6 ( 1 0 0 
) o 

^t^M 1 5 0 

6 ■ 7 - -y y h ^ -> - 4 - [ 4 - ( 7 7 > - 3 - ^ h ^ -» T ^ y ] ^ V 

4-^nn-6, 7-->'yh^v^:hv-U>' (0. 2l8g. 0. 97mmo 
1) isicrs - (4-T<y7iy^->y^;u) (o. I83g. 0. 9 

7 mm o 1 ) ^^JISB ic^jev^^rJ' y-;u (lOml) 0 5^mKm?-tfco 

^^^tin^^^^st Lxmcb^fz. m!^,2 3 3 - 2 3 5 x: ; (mmm-.c. eo 



a70) i^mw- 10-505600 

. 07;H^ 4. 86;N^ 10. 18oC2iHx>Nj04-HCI - 0. 25H 
2 0 (cov^TOtmM :C. 60. 29 :H^ 4. 94; N. 10. 04) ;i 

1. 25 (1H^ br s>NH). 8. 70 (IH. 2-H). 8. 32 

(1H> s. 8-H). 7. 80 (IH. s. 5"-H)> 7. 68 (IH. s 
. 2"-H)> 7. 59 (2H. d> J9. 2' -H. 6' -H) . 7. 38 ( 

IH. s. 5-H) . 7. 09 (2H> d. J9. 3' -H, 5' -H) , 6. 

59 (IH. s, 4-H) . 5. 01 (2H. s. CH2) . 4. 01i^J:Cf='3 
. 99 (2X3H. 2Xs> 2XOCH3) ;m/z (%) 3 7 7 ( 5 6 . M*) 
, 2 9 6 ( 1 0 0) o 

nmM 1 5 1 

(S) - 4- U- [ (2 -t^y- 4 -t^^VO T-';y| 
4-i:7nn^f-V*i;>(0. 164g. l. 00mmol)^J:a'"(S)-4 

- (.4 5 y'^>->*ju) -1, 3 >- 2 > {p crmm^w 

wo 9 1 1 8. 8 9 7#icti£i/>i&itL/c) (0. 166g. 1. Ommol) 
'$r^JliB^::^^|l.^ii5^ (2 0 m I )>-e 1 . 5 B^ffiSiS ^ -fr CI^t^J: ^ tc . 

V^xnh^tzn^mWiimii^Wu^X'^^tc (O. 231g, 65%) » -^35- 

^ ~ )V:^^hwm^^it^^i> n^.^^^^'s.mw^mTbmh^tz^ m^.2 i 

7 °C {^m) : (^illJflt :C, 60. 59;H, 4. 84;N. 15. 54oC 
18 His N4 Oj • H C 1 icov^t:(7)ft^M :C. 60. 59;H^ 4. 80;N> 

15. 71%) ;5H['H6]-DMSO 11. 77 (IH. br s.NH 
9. 01 (IH. d, J9^ 8-H) . 8. 90 (IH. s. 2-H) . 8 
. 10 (IH. t, J8. 7-H). 8. 01 (IH. d. J8^ 5-H). 7 
. 86 (1H> t, J8. 6-H)> 7. 79 (lHs CONH). 7. 5 

9 (2H. d. J9. 2' -H. 5* -H) . 7. 38 (2H. d. J9. 3' 
-H, 5' -H). 4. 34 (IH. t. J8> 4''-CH). 4. 08-4. 

17 (lH>m. 5"-H). 4. 05 (1H> dd. J9. 7. 5. 5''-H 
). 2. 7 5 - 2. 93 (2H.m>C6H.CH2_) ; m/ z (%) 3 2 0 (1 



C171) 1 0-505600 

8>M*). 234 (100) > 106 (48) ;umax (KB r T-^ 7.^) 
/cm"' 1758^ 1534s 1616> 1564. 1439, 1377o 
jIMfflJ 1 5 2 

(S) -6, h^->-4- |4- [ ( 2 -^^y- 4 -;j-^^V'; 

) ^-^ju] T-';y| ^^vu^^mt^ 

4 _^ nn - 6, 7 - vp< v^:hV<J > (0. 224g. Immol) i3 
ic/ (S) -4 - (4 -T5 y^vv;u) - i , 3 -^^+i-v*'J >- 2 -^y ( 
PCT1|^#^W0 9 1 18, S 9 7-^K^\^^m:m.Lfz) (0. 179g. 1 
mm 0 1 ) S-^WMB tc^g^v^^ ^ y - ju ( 1 0 m I ) 4^T-4 5 ^^mKfic^^ "tfz^ ±. 

^:C, 55. 43;H. 5. 05;N. 12. 78oC2oH2oN4 04-HC1 
• 0. 8 H2 0(Coi/^Tcoft»-fifi : C, 55. 70; H, 5. 28: N. 12. 
99) ;<?H['H.]-DMSO 11.37(1H. br s.NH),8. 
8 9;(.1H, s> 2-H), 8. 44 (IH. s> 8-H) . 7. 89 (1H> 
s, CONH) , 7. 75 (2H, d. J9> 2' -H> 6' -H) > 7. 40 

-7. 50 (3H>m, 5-H, 3' -H, 5' -H), 4. 41 (IH, t, 
J9, 4"-CH)s 4. 05-4. 28 (8H. m> 2XOCH3, 5" -Hz 
)> 2. 89-3. 02 (2H. m. C6H.CH2_) ; m/ z (%) 3 8 0 (1 

8> M*) , 2 9 4 ( 1 0 0 ) , 1 0 6 ( 3 4 ) o 
^t^M 1 5 3 

(R/S) -4- |4- [ (3 -y^;u- 2 -^^y- 4 -^^^f v^';-;u) ^ 
^)u] T-'jy] ^ i- y ym.mi^ 

4-^nn^:hv''jy(0. 165g. lmmol)^J:c;^3-y^;i^-4- 

(4 -T < y-<>->'ju) - 2 -^^-y-yj y :t y ( P C T1II^#S^W0 9 l 1 
8. 8 9 7-^ictJfev^M]itL7t:) ( 0. 2 0 6 g. 1 mm o 1 ) ^ MB ti^J^v^ 
^y-JU (10ml) ^-^4 55^mKB^^fz6 ±^^iim^^fzM'^m'(^:l^^t 
LT^ibtLfc. 14.>S 2 3 6 - 2 3 S^Co (^iHKit : C > 5 1 . 3 0 : H. 5 . 1 
0 : N. 14. 8 8 o Ci9 His N4 Oj • H C 1 Coi/'>T<^it#-(it : C > 61. 5 



(172) mm.^ 10-505600 

5;H. 5. 13;N. 15. 11) ; S H CK^] -DMSO 11. 75 ( 
IH, br s.NH)v 8. 97 (IHs J9. 8-H) . 8. 92 (1 
H^ 2-H)^ 8. 10 (IH. t. J8^ 7-H). 8. 01 (IHs d 
. J9. 5-H)> 7. 85 (IH. t. J8. 6-H). 7. 69 (2H. d 
. J9. 2' -H> 6' -H) , 7. 39 (2H. d. J9. 3' -H. 5' - 
H). 4. 25 (IH. t> J8> 4"-H), 3. 93-4. 10 (2H.m 
> 5" - HO. 3. 09 (IH. dd. J12. 5. 6. . 1 OQCs H4 C Hz 
) , 2. 7 8 - 2. 8 8 (4 H> m. NCHj. I00C6H4CH2) ; m/ z ( 
%) 334 (34, M*). 234 (lOO)o 

Mmm 1 5 4 

(RXS) - 6. 7-v^^^^/-4 - |4 - [(3-^^;u-2-;j-^V-4 



6, 7-->*p< h^v-4-i5'nn^:hV-'J > (0. 112g. 0. 5mmol 
) iJiO^ 3 -f-JU- 4 - (4: - T < y -J )U) - 2 ^•^ V*U y :t > (P 
CTli^ijffFWO 9 1 18, S 9 7 4iZ'^^^m^L/c) (0. 13 0. 0. 5 
mm 0 1) ^^jlllB y -ju (1 0 m 1 ) 5 35- W RJS ^ /c, :^ 

^■^fiS^ ')--u^mmkmt Lx'^hfifc. m!^.2 4 3 - 2 4 5 t:o mmm 

:C> 58. 7l;H> 5. 34 ;N, 12. 95oC2iH22N4 04-HCl{c 
ov^T<75it^fit :C> 58. 54;H, 5. 34;N, 13. 01) ;<JH[' 
He] -DMSO 11. 29 (IH, s, NH), 8. 79 (IH. 3, 2- 
H) , 8. 30 (1H> 8-H) , 7. 67 (2H> d> J9. 2' -H, 
6' -H) , 7. 31-7. 40 (3H. m, 5-H, 3' -H. 5' -H) , 
4. 24 (IH. t. J8> 4"-CH). 3. 96-4. 12 (8H. m. 2 
xOCHi. 5" -H.)^ 3. 09 (IH. dd, J12. 5. 6. lo<75C6 
H4CH2_) > 2. 7 8 - 2. 8 9 (4 H. m> NCHj, 1 o<;5C6 H4 C ji^) ; 
m/z (%) 334 (59. M*), 294 (100), 106 (84)o 
^l&M 1 5 5 

4- [4- [ ( 2 -^TV; jb) y ^;u.i^^;u] T ^ y ^^y; yf^mm. 



C173) ^mW- 10-505600 

4 -jj' n a^t-V; > (0. 1 6 4 g. 1 mm o 1 ) iScfcU^N'- (2 -^T 
V) )V) 7.)Vy T ^)l'T < K (A 1 d r i c h) (0 . 2 5 5 g^ 1 mm o 1 ) 
^^MBK'^^^^^ ^ (lOml) 4^T-zi-^Ls A 05^mtimMm^^tzo 

±^'i^\±n.^^fzn'^mim.mthxnh^tz. m^,2 & 1-26 3t:o {%mm 

:C, 48. 48;H> 3. 36:N> 16. 42oCi7Hi3Ns02S2-HC 

I tcoi/>-c^tt^fit :c. 48. 6o;h. 3. 34; N> 16. 68) :<5H 

['Hs] -DMSO 12. 75 (1H> br s. SO2NH) . 11. 63 
(IH. br s. NH) > 8. 88-8. 98 (2H. m. 2-H, 8-H) 

. 8. 10 (IH, t, J8. 7-H). 7. 82-8. 04 (6H. m> 5- 

H s 

2* -H. 3' -H. 5" -H> 6' -H) . 7. 24i5j:i>'6. 85 (2X1 
H. 2xd,J5. 5>4"-H. 5"-H) ; m/ z (%) 3 8 3 ( 2 3 . M 
*). 319 (68), 220 (90), 92 (6 8 ), 4 4 (lOO)o 
glMfflJ 15 6 

6, 7-->'^h^->-4- [4- [ ( 2 -^yy; ;b) y ;u] 

4 _^ nn^- 6 , 7 -->*^ h ^->:hv*'; > (0. 224 g, Immol) i3 
ia'N'- (2 - -^TV-'J^l-) X;V77^;l'r5 K (A 1 d r i c h) (0. 2 
5 5 g > 1 mm o I ) ^^MB t^tJfev^ jii:^^ y - ;u ( l 0 m 1 ) 4'-e4 0 ^W>5:j£ 
?^/Co ^SfetJliJ^v^/cJim-feSfr^^^i LT^^jtiTt, ii* 2 5 3 - 2 6 5 t: 
o (^iaiJfa :C, 47. 26;H, 3. 73;N> 14. 40oCirHi7Ns04 
82 • HC 1 K^^^X<Dt\mU :C, 47. 52;H^ 3. 75;N^ 14. 5 
9) ; <? H ['He] -DMSO 12. 72 (IH, v br s, SO2NH 
), 11. 40 (IH, br s,NH), 8. 82 (IH, s, 2-H), 8 
. 35 (IH, s, 8-H) , 7. 8 3 - 7. 9 8 ( 4 H, m, 2' -H, 3' 
-H, 5' -H, 6' -H) . 7. 39 (IH, s, 5-H) , 7. 2 A io X XI 
6. 84 (2X1H, 2Xd, J5. 5, 4"-H, 5"-H), 4. 03*5i 
^A. 00 (2X3H, 2Xs, 2xOCHj) ; m/ z (%) 4 4 3 ( 2 4 , 
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M'). 379 (50)x 280 (100)0 
^MfflJ 1 5 7 

4- [4- (1, 2, 3 -^TvTV;t^- 4 --f ;w) T-U/] y]^Wt 

4 - ^ n n^-t-l/'J > (0. 164g. Immol) i3j:U='4- (4-T5y 
- 1 , 2, 3 -5^TvV*-;u (Maybridge) (0. 177g 
. I mmo 1 ) ^-^IKB l^t^.!/^^^ y (10ml) ^^1-^4 ^ 5tmKlZ-^^tz 

o 

{nmm. :c> se. 27;h> 3. 57;n> 20. 4O0C16HX1N5S- 
HC 1 iz-o\,^X(Dtfnm. :C. 56. 23;H. 3. 51; N. 20. 50) ; 
5H ['H6]-DMS0 11.65(1H. br s.NH),9. 65(1 
H. s.> 5" -H) . 8. 9 0 - 8. 9 9 ( 2 H. m. 2-H. 8-H) . 8. 
25 (2H, d. JIO, 3' -H> 5* -H) . 8. 09 (IH, t. J8. 
7-H) > 7. 9 3 - 8. 0 2 ( 3 H>'m. 5-H. 2' -H. 6' -H) . 7 
. 88 (IH, t. J8> 6-H)> ; m/z -(%) 305 (24. M*).. 2 
7 6 ( 1 0 0) o 

1 5 8 

6, 7--yyh^v-4- [4- (1, 2, 3 -^T V T 4 ;u) T- 

4_^nc7_6, 7-vy h^->^:hv*';> (0. 244g. Immol) i3 
J:a'4 - (4 - T? y 7i^;u) - 1 , 2, 3 -^T->'y--;ix (m a y b r l d 
ge) (0. 177g> Immol) ^^MB iz^\,^j.^ y (l 0 m 1 ) ^ 

i^is^>x6^mLfco mmm :c. 53. 37; h. 3. 99; n, 17. 31 

o CisHiiNsO. S • HC MCov^TC)fmfl : C, 5 3. 7 7 ;H. 3. 9 8 
;N. 17.43) :5H['H6]-DMSO 11.43(1H. br s. 
NH). 9. 60 (IH. s. 5"-H). 8. 82 (IH. s. 2-H). 8 
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. 39 (1H> s. 8-H), 8. 22 (2H. d. J9. 3' -H, 5' -H 
)> 7. 95 (2H. d. J9> 2* -H. 6* -H)^ 7. 38 (IH. s. 
5-H) > 4. 02i3J:O'3. 99 (2X3Hs 2Xs. 2XOCH3) ; m/ 
z (%) 365 (21.M')^ 336 (lOO)o 

1 5 9 

4-^nn^t-v''J>(0. 164g. I mm o [ ) ^ X V 4 - ^ a -y 
)UT^')y (Aldrich) (0. 175g. 1 mm o 1 ) =^^jliB K^.^^^ 

^ (10ml) 4^-e4 5 ^^m^jit^^ -t/zo ^i5;ti(ia-fe@#:t^t;t Lxm 

h^fz. m^. 273-275 t^o {^mm :C> 70. 51;H. 6. 64;N 

> 12. 1 7o C^o H^iNj - HC 1 tCov^T<Dfm^ : C. 7 0. 7 0 : H, 
6. 48;N. 12. 37) ;<yH['H6]-DMS0 11. 55 (IH. b 
r s . NH), 8. 87-8. 92 (2H,m. 2-H^8-H)> 8. 13 ( 
1H> t> J8, 7-H), 7. 98 (IH. d. J9, 5-H) . 7. 86 ( 
IH. t> J8. 6-H)> 7. 6.3 (2H, d. J9> 2* -H. 6' -H) 

> 7. 34 (2H> d> J9. 3' -H. 5' -H) . 2. 49-2. 61 (1 
H. m. 1"-H)>1. 63-1. 90 (5H. m)i3=t:C/l. 19-1. 5 
2 ( 5 H. m) (viJ' n-.^->;uc H^^) ; m/z (%) 3 0 2 ( 1 0 0) o 

^MfflJ 1 6 0 

4- (4 - o---^->;u) T-';y-6, 7 -y^ h ^v^^v^'; v^g^jj 

4 - ^ n n - 6 , 7 - ->'^ h ^ V- > ( 0 . 2 2 4 g . 1 mm o 1 ) 

i.XfA - vi^ n-N-\r vJl/T-V > (A 1 d r i c h) (0. 1 7 5 g> 1 mm o 
1 ) ^^m.BK%^^J^^ / (10ml) 4'-e4 5^WRjS$4^7t:o ^^^\t 

V-A-feS-l^^t^i: L-C^#<btLAc. S!* 2 6 4 - 2 6 5 ^0 (^MlC. 6 
5. 76;H, 6. 57:N. 10. 43oC22H25N3O2-HCl-0. 01 
E t 0 HlCoi/>-C<75ft#ffi :C. 66. 06;H> 6. 56; N. 10. 49) 
:5H['H6]-DMS0 10.89(1H, br s.NH).8. 72( 
IH. s. 2-H). 8. 12 (IH. s, 8-H). 7. 58 (2H. d> J 



9 > 2 • -H. 6' 
> 7 . 
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-H) . 7. 32 (2Hx d. J9. 3' -H^ 5" -H) 



29 (IHs s. 5-H). 3. 99 (6H. s. ZxOCHs), 2. 50- 
2. 60 (IH.m, 1"-H). 1. 68-1. 88 (5H. m)i3<i:0^l. 
10-1. 5 5 (5H. m) ( iJ' n -n^ -> ju c S) ;m/z (%) 36 2 
( 1 0 0) o 
mSgO 1 6 1 

4- [4- (v^ n^^->ji/^ h ^->) T-'jy] ^j-y'V y-i^mi^ 

4-^}.ay^y-)U{4. 17g> 30mmol) M^^H^TJ^^:^ 
DMF4'c757R^'^!:::^ h (0. 80g. 33mmol) coM?S?S(::/^^ LT o 

n~hM5. 31g, Slmmol) X^fSkmL. M^^^ 6 5-7 0"Ctci3(/^-C 
2 8_^Mi^^^^L;to Ci^h-^Miitc i 7lci3 J: 0^--? > ^ >-e^5fej^ L> ^:^-r 

^i:. 4- (S/^ n^^->;u^ h ^->) — h n^>-if i^ti;^^. i^,iir 4 . l 

6 g . 5 9%) ia,*: 7 7 - 7 8 t: ; (^mm : SS. 94:H. 7. 383 
; N, 5. 9 5o Ci3Hi7N0j{Co(/iT60ft#-fiI :C, 66. 38;H,7. 
2 3 ; N. 5. 9 6 %) o 

4 - (->^^'^^#->J^^^^->) J:L^a^>^-> (o. 879 g. 3. 74m 
mo I ) /i'-t-f 075-ok v>7K^0t! (0. 567g. 11. 25mmo 
1 ) t^S.K. y-)^ (3X10ml) T-hIT * o T^it L/t 7 ^ - - y ^ ;W 

(^0. 50g)<7:)^^y-;u(i5mi) ^<7^mmm^maL. MS^^ 3 

5 t:J':^Ttc|ti^L/Co ^M'^^±i}'±t^t-C (10^) , i^#^SItt> :^«/^T-4 
oriCisv^-Cl O^KStS^L-C. Ji^J^t: K v v > tK^O t/ * L 7t o )|i!l^=^zt 
alt^ J: iJg^^L. ii^J^>< ^ y -;WT-?5fejt L. v§?S^K^#||-r i: ^ 4- (v 

4 -i^ n a^f-v*'; >(0. 165g. 1. 00 mm o 1 ) ^XV^- 



(1773 10-505600 

n-.^~>;up< T-';>- 1 3 . mi. 2 5mmo 1) 

^^MB tctifev^ 2 - yn/N-y (5ml) ^Ttl-^L^ 3. 5 Jpf^iS-JiE ? 
-ttTtio rtm^mMi^^ ^^ib. <^2 - yn/NV / (1 : 1) ^j: 

0. 322g. 87%)S4.^,255-257'C; (mmUM. : C . 6 8. 0 2 ; H 
.6. 59;N> 11. 19oCjiH2jNjO-HC1 iCO ToOftWfit : C > 
68. 20 ;H, 6. 49;N> 11. 36%) ;<?H ['Hb] -DMSO I 

1. 64 (IH, br s.NH). 8. 93 (IH. d. J9. 8-H), 8 
. 85 (IH. s. 2-H). 8. 07 (IH. t. J8, 7-H). 7. 98 

(IH. d. J8. 5-H). 7. 82 (1H> t> J8> 5-H). 7. 62 
(2H> d. J9. 2* -H, 6* -H) . 7. 04 (2H. d. J9. 3' - 
H. 5' -H). 3. 82 (2H, d. J7>CHO> 1. 58-1. 89 ( 
6 m) ioXVO . 94-1. 35 (5H. m) (zy ^ u )U) ^ 

16 2 

4- [4- p^^-> h ^->) r-uy] -6, 7 - ^ ^ v^-j- v 

4 _^na - 6, 7 - ->'^ N ^ U > ( 0. 2 2 5 g. 1 . 0 Ommo 
1) m:ZJP'4- (v^' n^^->;u^ h T-'J> {^m.Lfz^M<^ 1 3 . 

#tH. 25mmol) (Itit Lt^: J: ^ (cS^it Lt^:) =^^|IIMB t^ei&v^ 2 - y n/N-y 
(5 ml) ^'T-ii'^L. 1*34 . 5 ^WifD*t310^$;-^7t:o it^ ^ J: ^9 * 

<^2 -yn^NV y (i : i) is ^v^'jl- -f )]yX~rk^L. 

^i^-t^ t. V -j^-^mmjt^tLxmhfitz (o. sssg. s 

8%) ii* 2 4 6 - 2 4 7 r ; (*SiJ^ :C. 62. 98; 5. 54;N, 
9. 58oC2jH2 7Nj03-HCI-0. 5H2 0 ov^T^ft^ft : C. 6 2 
. 94;Hx 6. 61;N. 9. 57%) ;<yH['H6]-DMS0 10. 9 
8 

(IH. br s. NH) . 8. 71 (IH, d> J8. 2-H) . 8. 21 ( 
IH. s. 8-H). 7. 58 (2H. d. J9. 2' -H. 6' -H) > 7. 



(178) ^mW- 10-505600 

32 (IH. 5-H). 7. 03 (2H^ d. J9. 3" -H^ 5* -H) 
. 3. 99*3J:J7 3. 98 (2X3H. 2Xs. 2X0CH0. 3. 85 (2 
H> d. J7^CH0v 1. 61-1. 92 (6H^m)i3<i:C/0. 99-1 
. 3 9 ( 5 H> m) (vi^ n-.^ ; z (%) 3 9 3 ( 7 8 > M*) , 

2 9 6 ( 1 0 0 ) o 

nmm 1 6 3 

4- [3- (2 -^f-ju- 4 - ^ ->•- ;u) T-';y] ^ :hv''; 

4_^nn^f:/'J> (0. 165g. 1. Ommol) isJiU'A- (3-T 
<yy^-)iy) - 2- ^^ ;i/t: (Maybr idge Chemi ca 

Is) (0. 185g. 1. Ommol) ^MB tctJfei/^ 2 - 7"nyNV - ;u ( 
5ml) cfiTM 5 5^MS:B$•^/co «0 ct d LT^Sfet/fi i5"J - i^-fe^^^j^t; 
t LXm (bfifz ( 0 . 3 4 3 g ; 9 8 %) Uj^. 257-259t: (^) ; (5^ 

SIM :C. 64. 45;H. 4. 62:N, 19. 68oCi,Hi5N,-HCI 
• 0. ,2 5 HzOil<2^^r<Difm^ :C> 64. 40; H. 4. 56: 19 

. 7 7) : t 1 c (1 0%^ y -}UyW^WL^^)i.) R f 0. 3 4 : <? H 

1-DMSO 11.34(1H, br s.NH).9. 02(1H, d.J 
9, 8-H)> 8. 96 (1H> s, 2-H)> 8. 80 (IH. d, J7, 6 

"-H)> 8. 52 (IH. s. 2' -H). 7. 60-8. 18 (7H, m, 

5- H, 6-H, 7-H, 4* -H> 5' -H. 6' -H. 5" -H) > 2. 7 
0 (3 H> s . - 2' -C H3) ; m/z (%) 3 13 (5 6 > M*) , 3 12 ( 1 
0 0 . M- 1 ) o 

^tkM 16 4 

4- [4- (1. 3 -v^^v 2 -^;i.) ^ h^->] ^i-v'^) yj^Wtm. 

MM^W%T ^ }U ^ M> T < K (lOOmi) '¥<^7KM'(ti~ h V 'y 

^ (1. 06g:44mmol) <DmM'}^ $:4--=.hn7jiy-;i/(4. 92g 
; 3 5mmo 1) "ei^^ fTo^S L. 7K^(D^^i}^±ij iTT^ iM^-^^'t^WLtz 
o >X>/^T2 -rn^>^;b- 1, 3_y^^v^y (6. 6 8 g : 4 Ommo I 
) i3j:C/3'i7'ft*') ■:7A (3g) ^r^jDL. ii^tJ^ 9 5 rfi^i/^T 2 8 



C179) ^mW- 1 0-505600 

WLfZo 3 OViz^tHLfzl^. RtCrl-a-tJ^Jt^^LTtifff^i/Vc^/Tk (3 0 0 g) 

3 -v'*^^ >- 2 ^ h^'y- h'^^y'if^yijmhfifz (4. 51g 
, 5 9 %) 1 1 7 - 1 1 8 r ; (nam :C> 53. 30;H. 4. 91; 

6. 2 lo Cio Hii NOs tcov^T<7)tt*M :C. 53. 33;H. 4. 8 
9;N, 6. 22) ;tlc R f 0 . 5 8o 

4-(l. 3 -zy^=^V ^ y - 2 - 4 >i h h u^y^y (I , 13 

g ; 5. Ommo I ) #)ISH (C^i&v^ t K 9 > Tjcffi 1^ ( 0. 7 5 6 g ; 1 5 
. 0 mm 0 I ) X'MytLfZo 4 - ( 1 , 3 - Vit^V ^y - 2--( JU) p( h -> 
T-';>(0. 9 7 5 g. 1 0 0 %) ;6^'iE-feM^^t)i: LT^^C,tL;^c. t 1 c (g^ 
^^^;^) R f 0. 4 2o 

4 -i^ n n^t-v*'; > ( 0 . 1 6 5 g. 1 . 0 mm o 1 ) i3 J: 4 - ( 1 , 3 
--y^,^V^>- 2 --fJU) p< > (0. 2 4 3 g. 1. 2 5mmo 

1) ^, ^|1|SB{C^^&V^ 2 -rnyN-y-;b (5ml) '^'T- 6 0 ^MS^i> ? -i^/io ^ 
OJ: -5 {iLTi^gi^limfeim^Bli^i: L-C#t,tL/c (0. 3 19g. 8 9%) 
iiil,'^,2 4 1 - 2 4 3 t: (f&TZo) ; (^iffiHII :C. 59. 97; H, 5. 14; 
N, 11. 5 2 o Ci. Hi7 Nj 03 • H C I iz-Di,^X^tfn-M : C. 6 0. 0 8; 

5 . 0 0 ; N. 11. 6 8) ; t 1 c (S^®ejcf^;u) R f o . 2 7 ; <J H [ 
'H«]-DMSO 11. 57(1H, br s.NH).8. 78-(lH> 

d, J7. 8-H). 8. 70 (IH. s. 2-H). 7. 64-8. 02 (3 
E. m. 5-Hx 6-H> 7-H) . 7. 51 (2H. J9^ 2' -H. 5 
• -H). 6. 89 (2H. d. J9. 3' -H. 5' -H). 5. 10 (IH 
. m^ 2''-H)> 4. 93 (2H. m. 4' -OCHO^ 3. 66-3. 8 

8 (4H. 2X0CH.) ;mXz (%) 323 (100, M*). 250 ( 

9 2) o 

hm^j 16 5 

4 - [ 4 - (1 , 3 - -y ^ ^ V ^ y - 2 - 4 ^ h ^ i^] -6. 7-v^h^ 
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- 5, h^v^fy'V >(0. 225g. 1. Ommol 

) i3J:{/4 - (1, 3-->'^^V7>-2--i';w) ^h^z/T^';> (0. 24 
3g, 1. 25mmol) "t. ^MB 2-7'n/N'y-;l/ (5ml) fp-C? 

S^S-WSi^^^-^fco ceo J: ^ K \^X±^m\t^ - A-fes^t^etli: L-C^#^b^i;'c 
(0. 407g. 97%) m^. 248-249t: (?&3Zo) ; (^M<iS : C > 5 
7. 14 ;H. 5. 29:N. 9. 99oC2oH2iNjOs-HC1 K-D\j^X(Dt\ 

nm :C. 57. 2i:H. 5. 24;n. 10. 01) ;tic (g^^x^jb 

) RfO. 13;<JH CK.] -DMSO 11. 40 (IH. br s. NH 
)s 8. 75 (1H> s> 2-H)> 8. 39 (IH, s. 8-H). 7. 62 

(2H, d. J 9> 2' -H. 6' -H) . 7. 40 (IH. s. 5-H) , 7 
. 08 (2H. d, J9, 3' -H. 5' -H)> 5. 21-5. 28 (IH. 
m> 2" -H) , 3. 84-4. 12 (12H. m. 3XCH.> 2X0CHO 

; m/z (%) 3 8 3 ( 1 0 0 , M*) . 3 1 0 (9 2 ) o 
j^ja^J 1 6 6 

6 -^^-^-4 - [4 - ( 1 , 3 -y:t^Vv>- 2 -^;u) p< K#->] ^^y' 

6 -rn^- 4 -iJ' ntiT^t-V*'; > (0. 244g. 1. Ommol) is J: 
4 - ( 1 , 3 - ^ V V > - 2 ;u) ^ 'r ^ -> r - >; > ( 0 . 2 4 3 g , 1 
. 2 5 mm o 1 ) ^MB tc^J^i,^ 2 -^n/NV (5ml) 4^-e6 0 ^HR 

3 8 3 g . 8 7 %) i!i!,>^. 2 5 2 - 2 5 4 r ; (I^illj-<1 :C, 49. 05:H. 3 
. 8l;N^ 9. 43oCuHi6BrN3 0j-HCl ov^ T<75ft#ft : C ^ 4 
9. 25;H. 3. 87;N. 9.57);tlc (f^^x5^;U) R f o. 3 8 
:oH['H6]-DMSO 11.44(1H. br s.NH).9. 20( 
IH, s. 5-H) , 8. 89 (IH, s. 2-H) . 8. 24 (IH. m. 7 
-H). 7. 94 (lH>m> 8-H). 7. 16 (2H. d. J9> 2' -H 
. 6' -H) . 7. 08 (2H. d> J9. 3' -H. 5' -H) . 5. 21 ( 
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lH^m^ 2"-H)s 3. 81-4. 10 (6H^m, SxCHj) ; m/ z 
(%) 401> 403 (62.M*)> 330^ 328 (48)o 
1 6 7 

4- [4- (1 r-vy] ^i-V').yi^m^ 

4 u u^^V'; (0. 155g. 1. 0 mm o 1 ) i3 J: f/N- (4 -T 
^y'7^-;i')^JU'-^V>(Maybridge Chemicals) (0. 
178g. 1. 0 mm 0 1 ) #]liB tc^ifev^ 2 -yn/>V -;l/4'T'6 0 
)S?-ii:/Co CO ct ^ LT^B)c!iJ{i||'fe@#t^t^<?: LT#t)tl7t: (0. 34 Og 
. 9 8%) M)^ 22 9- 230^; dlfflft :C. 59. 87;H, 5. 81; 
N> 15. 2 5 o Ci. HisN4 O • HC 1 • O tCO(/^ TcoSt^'fit : C. 5 9. 
9l;H. 5. 82;N, 15. 53) :tlc (10%;>f ^ y - jcf- 
;i^) RfO. 39;5H ['Hs] -DMSO 11. 58 (1H> br s. N 
H) > 8. 90 (IH. d> J9> 8-H) > 8. 85 (1 H, s. 2-H) , 
8. 0 5- 8. 14 (IH. m. 7-H) > 7. 99 (IH, d. J9. 5-H 
) . 7. 

86 (1H, t> J7> 6-H) > 7. 60 (2H> J9> 2' -H^ 6' 
-H). 7. 06 (2H, d, J9. 3' -H, 5' -H) , 3. 72-3. 8 
2 (4H^m> 2XCEz) . 3. 13-3. 20 (4H^m. 2XCH0 ;m 
/z (%) 306 (100. M*). 247 (98), 219 (26)o 
1 6 8 

4- [4- ( 1 -1^°-^ V y-;v) T-yy] ^-rv^v yM.mm. 

4 CI n^-^v*>; y (0 . 165g. 1. 0 ram o 1 ) *3 J: O^'N- (4 - T 
< y y ti ^ ';v:^(Maybridge Chemicals) (0. 

176gv 1. Ommol) ^MB'iZ'i^t^^ 2 -7°n/>v (5ml) 4="^ 
7 5 :S-MS:^i>?H^7t:o Z(DJ:oi^LX^m.^i±m'^m<^^mtLX'^hfifc (0 
. 2 1 8 g > 6 4%) m.^. 228-23Gt:; (^SiJfiS I C , 66. 2 1 ; H , 
6. 07:N. 16. 21oCi9H2oN4-HCl-0. 25HiO icov^Tcolt 
: C. 66. 09;H. 6. 23:Ns 16. 23) ;tlc (10%p<^^ 
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y Rfo. 46;^H ['He] -dmso ii. 30 (i 

br SsNH)> 8. S3 (1H^ d. J9. 8-H). 8. 80 (IH 
> s> 2-H) . 7. 55-8. 10 (5H. 5-H^ 6-H^ 7-H. 2 
• -H> 6* -H) > 7. 09-7. 22 (2H. m. 3' -H. 5' -H) , 
3. 20-3. 31 (4H>m. 2" -Hz. 6"-H2). 1. 56-1. 76 
(6H, 3" -Hi, 4" -H2. 5" -HO ; m/ z (%) 3 0 4 ( 9 8 
.M*). 303 (100^M*), 247 (75)o 

nrnm 1 6 9 

4- [4- (1. 3 2 h^->) T-';y] ^i-V')y^ 

^mw^mMTK^-mv^i-)v^>)UM,T^ doomi) ^<7)yKm<ti- h ^} 

(1. 06g;44mmol) 'DM^^-M't 4--hn7j:y-ju(4. 92g 

3 5 m mo 1) -^4'^ LT 0*2,31 L , 7Km<^^^:b^±tftX-. m-^'^^mWl.fzo 
:^v^-e2 - (2 -■7'n^p{^;W) - 1 , 3 -~J:^^-^y (7 . 8 g ; 4 0 mm o 
1 ) ^J:U'B^iti7^)^J^ (2 g) *^inL> m^^^ 8 5 ■CHi3\/^-C 1 6B#M 

mwL. 2 svizi^mL. mwLfcm^f-z^Ky7i<i (2 o o g) ±iz^i.¥. ^<^m 

^i^-r^t. 4- [2- (1, 3 -v^^-9->- 2 ;v) jch^-y] ^hn^ 
V -i^-fe^^*t>t!^<!: LT^j^KT^c (7. 22g. 82%) 9 
-9 OV : (ifeSiKi : 5 7. 0 0 ; H> 6. O 7 : N> 5. 5 6o CwHis 
NOs t^ov^-C<50ft#iit :C^ 56. 9l:H^ 5. 92; N^ 5. 53) :t 

1 c (f^SI^^^I^) R f 0. 5 6o 

4- [2- (1, 3 -v^^'y-'^- 2 --f ;i') ih^->] =.h u^y-ify (i 
. 5 2 g ; 6. 0 mm o I) ^MH t^tifev^ t: K7v>;dcSl!^ (0. 9 0 0 g 

; 18.0 mm o I ) -CMjtLfZo 4 - [ 2 - ( 1 , 3 - z/ 1 .fr y - 2 ;i/ 
) j^h^zy^] ^ h'o^y-iiy {1 . 34g> 100%) i: LT# 

f)tL;^c. iS!ll,#. 7 8-8 Ot: : t 1 c (@tmJ^•?■J^) R f 0. 4 2o 



C1S3) 10-505600 

4 - aa^-ry"^) y (0 . 165g^ 1. 0 mm o 1 ) C/4 - [ 2 - ( 
1, 3-v*^+^>'-2--f;i^)J^h^v]^hn^>'-t-:^ (0. 279 ;1. 

2 5 mm 0 I ) ^^ ^JUIB ic^j^v^ 2 - (5ml) 4'-r4 5 j3-WRC5 

^^fzo c<7:)j: ^i^Lx^m.^itn'&m^f^ntLrmhfifc (o. seig. 

9 3%) ®llA 2 0 9 - 2 1 ; (^ilU^ :C. 61. 98;H. 5 

. 72 ;N. 10. 82oCjoH2iNj03-hci iz-o\,^rmfnm : e i 

. 93;H> 5. 68;N^ 10. 82) ;tlc (W^m.^'f-}^) R f 0 . 3 3 
:5H['H6]-DMS0 11.62(1H, br s.NH),8. 91( 
1H> d, J8, 8-H), 8. 85 (IH^ s> 2-H) . 8. 04-8. 1 

3 (IH.m. 7-H), 7. 98 (IH. d^ J8. 5-H) ^ 7. 84 (1 
H, 

t. J .8 . 6-H) , 7. 62 (2H, d. J9. 2' -H^ 6' -H) . 7. 

04.i(2H. J9, 3' -H, 5' -H) > 4. 71-4. 79 (IH. 2 
' " -H) . 3 . 9 8-4. 12 (4 H. 4 ' " - H2> 6" ' -H2) . 3 
. 75 (2H, t, Jll> 1"-H2). 1. 81-2. 04 (3H>m> 2 
"-H^ 5'''-H2), 1. 38 <1H, d^ JIO. 2"-H) ; m/ z ( 
%) 351 (100. MM, 236 (lOO)o 
^MM 1 7 0 

6, 7-yp<h^v-4- [4- (1. 3 -y^^-^f >- 2 --f JUJc h:^-» r 

4_^nn-6, 7 ~ y< h ^ i-V) y {0 . 135g> 0. 6mmol 
) *3J:?>'4- [2- (1, 3 -z/^^'^y - 2 JU) -x-h^v] T-';> (0 
. 1 6 7 gs 0 . 7 5 mm 0 1 ) ^MBiz^\,^ 2 -7°n/NV ( 3 m I ) 

s^MRiH^^-eTto ^(DJ: n ^z Lx^^mmw^^tzM'^m^^mt Lxm 

hn/ziO. 2 6 3 g> 9 8 %) St,<^r 2 4 6 - 2 4.7 *C (?^2:o) ; (HtUKS : 
C, 58. 37;H, 6. 10;N> 8. gioCj^HisNjOs-HCl-O. 
2 5 H2 OK^^^X<Dtfnm :C, 58.40; H, 5.97: N. 9. 29) 
; t i c (.W^m.^^}\y) RfO. 16;<yH['H6]-DMS0 11. 14 ( 
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IH, br SvNH)> 8. 78 (1H^ s^ 2-H)v 8. 31 (1H^ s 
. 8-H) . 7. 60 (2H^ J9. 2' -H^ 6' -H) > 7. 39 (1 
H^ s^ 5-H)> 7. 05 (2H. d. J9> 3' -Hx 5' - R) . 4. 7 
9 (IH. 2-"-H)^ 3. 99-4. 16 (4H^m. i ' " - Hz . 
6" ' -E2) . 4. 03i3J:O='4. 00 (2X3H> 2Xs> 2X0CHj) , 
3. 71-3. 83 (2H. m. I" -E2) . 1. 86-2. 03 (3H. m 
. 2"-H, 5" -HO. 1. 48 (IH. d> JIO. 2"-H) ; m/ z 
(%) 4 11 ( 1 0 0> M*) . 2 9 6 ( 1 0 0) o 

^mm 1 7 1 

6-rn^-4' - [4- (1, S-V^^^'^y- 2-4 fly^h^'y) T-';y 

6-7'o^-4-^5'^a^:^V'';> (0. I46g. 0. 6mmol)i3J:i/ 
4 - [2- ( 1 , 3 -v:^^-^-^- 2 - -r ;U) h^-^j T - U > (0. 16 7 
g, 0. 75mmol)=^. ^MBK'^H^^ Z-zfu^-^y ~)U (3ml) 4^T' 6 0 

( 0 . 2 4 3 g . 8 9%) Sll.^C 2 1 1 - 2 1 3 t: ; (^SOfit : C , 5 1. 3 7; 

H. 4. 6 5 ; N. 8. 8 5o CjoHjoB r NjOj • HC 1 J' o i/^T<?5lt#fit : 
C, 51. 44;H. 4. 50; N, 9. 00) ;tlc (ftS?^^;^) R f 0 
. 43;o^H['H«]-DMSO 11. 31 (lH.br s.NH)>9. 
18 (IH, 5-H). 8. 85 (IH. s. 2-H)v8. 20 (IH. 
d^ J9. 7-H) . 7. 90 (IH. d. J9. 8-H) > 7. 56 (2H> 
d, J9. 2' -E. 6' -H) , 7. 05 (2H. d> J9. 3' -H, 5' 
-H)> 4. 75 (1H, 2'"-H)> 3. 95-4. 10 (4H>m. 
4 ' " -Hzx 6" ' -HO . 3 . 6 7-3. 81 ( 2 H. 1 " -H2) . 

I. 85-2. 07 (3H>m> 2"-H. 5"-H2). 1. 40 (1H> d 

> JlOs 2"-H) :m/z (%) 43I> 429 (100^M + ). 316 
(93)0 
^Mfnj 1 7 2 
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4- [4- (2 -rp^^'^->';w;r^-» -3-^ppT-';y] 
mm 

2_^nn-4-"hn7:cy-;i' (Lancaster) (3. 50g;2 
0 . 0 mm o 1 ) , Tk^-fk^h hV {0 . 530g;22mmol)s B^'lt 
^U'^A (Ig) i3j;2/2-7'n^^>'->';i/^n'7'f K (Fa i r f i e 1 d 

Chemicals) (4. 53gx 22mmol) F tcti&v^ 4 5 ricia 

(/>-C T ^ K (5 0ml) 4" t?^B#KRJS ? -^/io ^c^J:ot^LT 

4- ( 2 - :7'n^^>'->';w^^->) - 3 - n n ^ h n -tf y^i^^i^ 'J — A-fe 
m^K^tf ^ LT# f>tL7!:: (6. 69g, 98%) M}^. 1 3 5 - 1 3 6 t: : (^iHJ 
m: C. 44. 21 ;H. 2. 58; N. 3. 76oCi3H»BrClN03-0 
. 5 H2 0 K^\^^XaytfmiM. :C, 44. 38; H, 2. 84; N> 3. 98) 
; t 1 c imm^^)\^) R f 0. 7 5o 

4 - '(2 --rn^ '-^^'->';v;^-^->) - 3 - ^ a h xj y<y ^ y (1. 48g 
; 4 . 2 5 mm o 1 ) ^JKH t^^J&v^ K9->'>7K^tl ( 0. 6 3 8 g ; .1 2 
. 7 5mmo 1 ) -^Mvx^Lfzo 4 - ( 2 - "Tn^^^ ->';i.:^ ^->) - 3 - n n 
T-U>(1. 3 3g> 1 0 0 %) 7{|Jte'fec7)7''; XAifct/S t LT^#^>i^;^:. ii 
.•^ 8 4 - 8 5 "C ; (llzfiiHiS :C. 49. 61 ;H. 3. 6 6;N^ 4. 21oC 
13H11B r C 1 NO t^ovv-COtmfil :C> 49. 92; H. 3. 52; N^ 4 
. 4 8) ; t 1 c (mm^-f-}^) R f 0. 6 3o 

4-i>'^^^:^V■'';>(0. 164g;i. 0mmol)*5J;C>'4-(2-y 
n^^> ^->) - 3- ^'nniT — (0. 390g^ 1. 2 5mmo 1 

) ¥^)IKB t^t*&v> 2 -yn/N-y (7ml) 4^-^ 3 0 ^5•WS^c:^^^^7^:o ^<r) 
J:^KLX±^mitUm^j:m^fcn'^ii^f^^a!^tLX%hitfz ( 0. 4 3 3 g 
.91%) It,*: 240-242^; (IlifiiJfifi iC. 52. 39 ;H. 3. 99; 
N, 7. 98oC2iHnBrClNjO-HCl-0. SHjO-O. 6i-Pr 
0 Hllou>T<7)ffmfit : C > 5 2. 4 7 ; H, 4 . 2 4 ; 7 . 98) ; t 1 
c (rnm^^JU) RfO. 45;<yH ['H«] -DMSO 11. 62 (IH. 
br s. NH), 8. 95 (2H> s> 2-H> 8-H) . 8. 10-8. 1 



(186) 1t^m.¥ 10-505600 

8 (lH>m^ 7-H), 7. 95-8. 03 (2H. m^ 2* -H^ 6" -H 
). 7. 84-7. 91 (IH^m. 5-H)> 7. 64-7. 76 (SH^m 

3" -H. 6" -H) . 7. 47 (1H> J9, 5" -H) > 7. 30-7. 4 
1 (2H. 5' -H> 4''-H)^ 5. 31 S.CH2) ; m/ z 

(%) 441 (86.M-f-). 270 (100) o 

^mm 1 7 3 

4- [4- ( 2 -rn^^v v;V/;t-^-» -3-^nnr— 'Jy] -6, 7-v 

4 _^nn - 6, 7 -v-'^ h^->^:h:/'; > (0. 135g;0. 6 0 mm o 
1) iiXU^4r- (2 -yu^^y - 3 - iJ' n n t- U > (0. 2 3 

4 .0 . 7 5 mm o 1 ) ?r> #JIIMB 2 - T'nyx-y ( 4 . 5 m 1 ) 4= 

h^fz ( 0 . 3 0 8 g , 9 6%) m^. 258-259*c: {%mm : C , 5 

1. 33;Hx 3. 75;N. 7, 91oC2jHi9BrClN3 03-HCM::o 

\.^xmfnm : c> 51. 3 9 ; h> 3. 7 2 ; n, 7 . 82) ; t 1 c mm. 

^^Jl')RfO. 30;^H['H6]-DMSO 11.61(lH>br s 
> NH) > 8. 73 (IH. s> 2-H) > 8. 34 (IH. s> 8-H) > 7 
. 93 (IH. 5-H)> 7. 63-7. 78 (3H^m> 2' -H> 6" 
-H. 6" -H)\ 7. 30-7. 51 (4H, m. 5' -H. 3" -H, 4" 
-H. 5"-H)> 5. 30 (2H> s^CH2)> 4. 06*3J:U''4. 01 ( 
2X3Hv 2XS. 2XOCH3) ; m/z (%)501 (18^M + ).33 
0(100)0 
%mM 1 7 4 

4- [4- ( 2 -y^O'^^>' v;W:^^ v) - 3-^nn) T.r.»j/] -6, 7- 
V h ^ -> ^ :h y ij > li^mM. 

4_^on-6, 7 - v-x. h^->^-:hVJ>(0. 063 g;0. 25mmo 
1 ) ioXXfA- (2 - ^ )V :^ ^ iy) - 3 - i7 u u T - y {Q . 10 
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Og, 0. 32mmo 1) ^MB iZ-U^^ 2 -yn/NV-;w (2ml) -^T'S 

( 0 . 1 0 6 g . 7 5 %) 278-280*C (f^AZlo) ; (^rJUJfit : C v 
52. 94;H> 4. 19;N> 7. SSoCisH.aBrClNaOj-HCU- 
oi/>T<75imfiS :C> 53. 10;H>4. 25;N. 7. 43) ;tlc 
m^f^;w) RfO. 43:<yH CKb] -DMSO ll. 44 (IH. br 
s>NH)> 8. 79 (1H^ s> 2-H)s 8. 23 (IH. 8-H)> 
7. 89 (IH^ s. 5-H) . 7. 62-7. 75 (3H,m. 2" -H, 6 
' -H> 6" -H) > 7. 5 0 ( (2 H. t . J 9. 4" - H. 5" -H) , 7 
. 30-7. 41 (2H^m^ 5' -H> 3"-H). 5. 29 (2H. s^ C 
Hj). 4. 29 (4H> t> J7, 2XOCH2). 1. 48 (6H> t, J7 
. 2 X C HO : m/ z (%) 529 (ll,M + ). 358 (100)o 

^mm 1 7 5 

6-'n:J^-4- [4- ( 2 --rn-^E-^^ V JU:»^-» -3-^nnT-';y] 

6-r^^-4-^^^^^:^^/';>(0. 146g:0. 6 0 mm o I ) i3 J: 
( 2 -•7'n^-^>-y;i/;j- -3-^nnT-';> (0 . 2 3 4 g, 0 
. 7 Smmo 1 ) - ^uj-^j -yu (4. 5ml) ^"CS 0^ 

. 3 1 5 g , 9 5%) m.^. 2 6 0 - 2 6 1 r ; : C > 4 5. 4 8 ; H ^ 

2. 72;Nx 7. 55oCiiHi<.BriClN3 0- HCl ico v^T colt^fii : 
C^ 4 5. 3 2 ; H> 2. 7 0 ; N> 7. 5 5) ; t 1 c {^W.^^ )\^) RfO 
. 57;<5H['H6]-DMS0 11. 47(1H. br s^NH)>9. 
26 (1H> s> 5-H)> 8. 95 (IH. s. 2-H). 8. 25 (1H> 
J9^ 7-H)^ 7. 91-8. 02 (2H^m^ 8-Hs 6"-.H)^ 7 

. 6 

2-7. 77 (3H>m> 2' -H. 6' -H^ 3"-H) , 7. 33-7. 5 
3 (3H, m> 5' -H> 4" -H. 5" -H) . 5. 29 (2H, s. CH: 



(188) 
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) ; z (%) 519 (22.M + )^ 350 (100) ^ 169 (48)o 

^mm 1 7 6 

4- [4- (2 -y - 2 -^^)i'T^') y] ^i-V') y 

3->^^^-4--hn7j:.y-;i/(Aldrich) (4. 0g;26. 1 
mmo 1 ) ^ TKMiti- h')^A(0. 710g:28. 7mmo 1 ) > a-Xk;^ 
'J 'i'A (1 g) ^XV^2 -V )V^u^yz/ n^'TKCAldrich) (5 
. 18g. 2 7. 4mmol) ^ F tctifev^ 6 0 ^c isi/^ T v ^ ^ JU* ;u A T 
5 K (70ml) ^'TM . 5 -SlS ? -^/j o ^<D X. ^ {^LTS - (2 - 7;U:t 

( 6 . 5 8 g . 9 7%) SI,*: 9 0 - 9 2 r ; (SliUJ-ffi IC. 64. 04;H, 4 
. 6 1 ; 5. 0 So Ci4 Hi2 FN05 l::o(/^T<?)Bt#ffi : C, 6 4 . 3 7 : 
H> 4. 60;N^ 5. 36) ;tlc {W^W.^^'f- R f 0 . 7 3 o 

5 - (2 --7 >»U:to^>i;;U:t^->) - 2 - — ^^ h ;U ji > (0. 3 3 9 g ; 

1. 3 mmo 1 ) ^, #JlSH^'^^£v^^:i K 9 > Tfc^ !^ (0. 195g;3. 9m 
mo I) -e3S5cL7!::o 4- {2 - y )V :^ ^ V )Vt ^ i^) - 2 - :^ ^ )VT 

y (0. 300g> 100%) ^m^^M-km t LT# t> *t7t ; t I c {W^m.^^ 

)V : 'y-^ xn^^^y , 4:i) RfO. 48o 

4 -i5^ na^t-v''J >(0. 082g;0. 50 mm o 1 ) ^ i:Xf A - ( 2 - 
7;i^4- n^v- v^P:^^-^) - 2 -;<^;t'T- V > (0. 15 0g^ 0. 6 5 mm 
0 I ) ^JUBt^tJfev^ 2 --/nyNV (6ml) 4^T*1 0 NfMRIS ^ -^/to 
c:<7?.t 9 bT^^!fe{i^ffi-felI#fttli: LT^iotLT^v: (0. 18 2g> 9 1%) 
U^. 275-277'C; {%mm :C. 65. 88;H^ 4. 85:N^ 10. 

35oC32Hi8FN3 0- HCl-0. 25 0 tcov^T<Olt^<iS : 6 6. 
00;H, 4. 85;N>10. 50) ;tlc (S^ma^^;U) RfO. 3 6: 
5H['H6]-DMS0 11.33(1H. br s.NH)>8. 80(2 
H>m. 2-H^ 8-H), 8. 11 (IH. m. 7-H), 7. 98 (IH. 
m> 5-H) . 7. 87 (IH. m. 6-H) . 7. 60 (IH, m^ 4" -H 
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)^ 7. 46 (lH^m^ 5"-H)x 7. 30 (3H^m^ 6' -H^ 3"- 
H. 6"-H)> 7. 10 (IHx s. 3' - E) . 6. 99 (1H> d^ J9 

> 5' -H)s 5. 20 (2H. CH2)^ 2. 21 (3H> 2' -C 
HO ; m/ 7. (%) 359 (24.M+). 250 (100)o 

%%m 1 7 7 

6, 7-y^^^'>-4- [4- (2 -•7JU:t n^>v;i/:t -2-p<-f-;W 

4 _^ n D - 6 , 7 - ->^:hV''; >(0. 112g;0. 50 mm o 

1) ^^Xf^ - {2--7 - 2 -^^;bT-U >- (0. 1 

5 0 g. 0 . 6 5 mm o I ) ^> ^JIIB 2 -t'o/nV (6ml) '^''e 

f5tL;t:(0. 190g. 8396) il!t,>^r 238-240r; {%mm. : C . 6 2. 
80::H> 4. 98 9. 13oC24H2zFN3 03-HCl tcov^Tcoim 

fii::C^'63. 23; H> 5. 08:n. 9. 22) ;tic (S^M-^^-'L') r 

fO. 24;<JH['H6]-D]yiSO 11.36(1H, br s.NH)^ 
8. 60 (1H, s> 2-H)> 8. 08 (lH>m. 8-H)> 7. 60 (1 
H> J7> 4"-H). 7. 47 (1H> t. J7. 5"-H), 6. 92 
-7. 4 1 (6H> m> 5-H> 3' -H. 5' -H> 6' -H. 3" -H. 6 
"-H). 5. 20 (2H^ CHO^ 4. 02i5j:?>'4. 00 (2X3H 

> 2Xs. 2X0CH0 ^ 2. 17 (3H> s> 2' -CHs) ;m/z (%) 
4 

19 (5 0. M + ) . 3 1 0 ( 1 0 0) o 
^M^l) 1 7 8 

6-rP^-4- [4- ( 2 - -7 ;W;t n^->y ;U;t-^->) -2-^^;W] T-V 

6 -7*o^- 4 -^'nn^:hv''; > (O . 1 2 2 g ; 0. 5 0 mmo 1 ) j3 J: 
?/4 - ( 2 - 7 Jl/:* n-^^vju:^ ^ v) - 2 - :>< ^ JUT ^ ') y ( 0 . 150g. 
0 . 6 5 mm o I ) ^MBi^'^^^ 2 - yn/>V (6ml) ^-T' 2 0 K^W 
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Km^-tfco C^J: 9 bT^figi^fifiS-fe^gBlfc brf#ibtL;t ( 0. 2 0 4 g. 

8 6%) M}^ 2 6 9 - 2 7 1 "C ; (^m<lS. :C> 55. 25;H, 3. 85;N 
. 8. 56oC22Hi7BrFN3 0- HCl iz-o\y^X <DtfnM : C ^ 5 5. 65 

;H, 3. 79; 8. 85) ;tlc immJ^^}\^) R f 0. 4 7 ; ^ H [ 
'H«]-DMSO 11. 23(lH^br s.NH).9. 08(1H>S 

> 5-H). 8. 78 (IH, s, 2-H). 8. 25 (IH. d> J9> 7- 
H)> 7. 90 (IHs d, J9, 8-H). 7. 61 (IH. J8. 4" 
-H)> 7. 46 (lH>m^ 5"-H)> 7. 20-7. 30 (3H. m. 6 
' -H. 3'*-H, 6"-H). 7. 09 (IH. s. 3' -H), 6. 98 ( 
IH. d. J8> 5' -H)^ 5. 20 (2Hs CH2) , 2. 19 (3H 

> s > 2 • -C HO : m/z (%) 437, 439 (50, M + 328 ( 
100)0 

1 7 9 

4 -.[4'- ( 2 -rn^^>y - 3 h ^->T-'J y] ^^V^'J> 

3- ^^^->-4--^^:7Jly-;^(Aldrich) (2. 0g:il. 
8 mm o 1 ) , Ttc^-fk:?- h'J'>A(0. 320g;i3. 0 mm o 1 ) , 3^ it 

^-U (0. 750 g) j3cty^2 - rn^-^'>->';u^ n^^ K (F a i r f i 
eld Chemicals) ^^jli F t^tife*/^ 4 0 v> t:->'^ > ^v'.i^^l/A 

K (4 Om 1) ft'T-e ^WSl&^-i^r/co co J; ^ LT 4 - (2-:/n^-< 
>v;u^^->) -3 h n^>-lf t L-CH^ti/t: 

(3. 33g, 99%)il4* 82-84'C; (*ilij-fi6 IC, 49. 45;H, 3 
. 57 ;N. 3. 84oCi4Hi2Br NOa tCov^-C(7?tt^# : C> 4 9. 72 

;H,3. 55;N,4. 14) ;tlc {'^m.^^)V) R f 0. 7 2o 

4- ( 2 -rn^^:/ v;l/:t^->) - 3 - j< h ^->- h- n^^-tf > (1. 2 2 
g ; 3 . 6 mm 0 I ) H IC^i&v^ ->*>7R^^ ( 0. 5 4 2 g ; 1 0 
. 8 3mmo 1 ) -CSTCbTtio 4 - ( 2 - 7' n > ^ ->) - 2 >^ 
VT-';>(1. lOg. 9 9 %) ;6^'$Sfe«^:fe!^gi: LT^f f^jtlT^c. ill,>^.8 0 - 
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8 2 ; t 1 c (f^^J^-^Jl') R f 0 . 4 9o 

n ^^:^y->; >(o. 082g;0. 50 mm o 1 ) i3 J: C/4 - ( 2 - 
7*n^'s->'v;U:t^'>) - 3 h^v'T-'J (0. 18 5g^ 0. 6 0mm 
0 l)^. ¥JliBlcii&(/^ 2 (6ml) ^-e3. 5 B#H;SJS? 7t 

o Z.(D^ n t-C^B^tKi^^fea^tfctlt \^X%h^fz ( 0. 2 0 0 g. 8 3 
%) 260-262t:; (^SlJflt :c. 54. 66;H. 4. 02;N^ 8 
. SloCjiHisBrNjOj-HCl - 0. 5 H2 0 tiov^TOst^fiS : C> 5 
4. 84;H. 4. 15;N. 8.72) ;tlc (g|^ai^;u) R f 0 . 3 7 
:5H['H6]-DMS0 11.48(1H, br s.NH).8. 88( 
IH, s> 2-H) > 8. 83 (1H> J9^ 8-H) , 8. 11 (IH, 
t. J8. 7-H) , 7. 97 (IH, d> J9^ 5-H) , 7. 85 (IH, 
t. J8> 6-H), 7. 70 (1H> d> J8> 2" -H)> 7. 61 (IH 
. d, .J8^ 3''-H)^ 7. 62-7. 50 (4Hsm> 6' -H> 4''-H 
. 5"--H> 6''-H). 7. 12 (IH. d. J9. 5' -H) > 5. 18 ( 
2H> s. CH2).3. 80 (3H, s. 3' -OCH3) m/ z (%) 43 

7 . 4 3 5 (3 0. M + ) , 2 6 6 ( 1 0 0) o 

1 8 0 

4- [4- (2 -^n^^> v?;w^^-» - 3 - ^ h ^ ->T - U 7 ] -6, 7- 

y p< h ^ -> % ^ y V > 

4_^nn-6, 7-v><^ + ->^:^y'•;>'(0. 112g;0. 50mmo 
1) ^^Xf^- ( 2 -■^a--e^>'i/;u^# v) - 3 - p« h ^ vT - >; > (0. 1 

8 5 gx 0 . 6 0mm 0 1 ) ^MBt^tifev^ 2 -7*nyNV (6ml) ^"C 
4. 5 l^MM^?■ti:7t:o c): ^ LT±Bictl{4a^ll'fe@#:^!il t LT# ^ 

(0. 264gx 97%) It,"^, 260-262^; (HMffi : C . 5 3. 19: 
Hv 4. 43;N. 7. 75oC2<.H22BrN304-HCl - 0. SHzOHo 
\y>-C<7)6t^'fl :C> 53. 19; H. 4. 43; N> 7. 76) :tlc (S^® 
;u)Rf0.37:(JH['H6]-DMSO 10. 83 (lH.br s 
.NH). 8. 71 (IH. s. 2-H). 8. 10 (IH. s. 8-H)> 7 
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. 68 (IHx d^ J9, 2' -H) > 7. 60 (IHx J9^ 3"-H) 
. 7. 0 4 - 7. 4 6 (5 Hv m^ 5-H. 5' -H> 6" -H^ 4" -H> 5 
" -H^ 6" -H) ^ 5. 16 (2Hv Ss CHO s 3. 98 (6H. s> 6 
-OCHj. 7-OCHO . 3. 80 (3H. Ss 3' -OCHb) ; m/ z ( 
%) 495> 497 (15. M + ), 326 (100) o 
HjSfni 1 8 1 

4 - [4 - (2 - rn^^> V - 3- ^h^vT-Uy] - 6, 7- 

->' h ^ -> ^ :h V V > ^^^^ 

4-^nn-6, 7 - v J^- h f- V (0. 0 7 6g;0. 3Cmmo 

I ) jo ct 4 - ( 2 - rn -^^ > V ^ v) - 3 - ^ b ^ -> T - U :^ ( 0 . 0 
9 2 g. 0 . 3 0mm 0 1 ) ^JKBtctifev^ 2 -7*n/NV (3ml) 4^-^ 

#fbtL7t (0. 14 3g> 8 5 %) ®l!,'Si;2 6 7 - 2 6 8 "C (f&3io) ; (^SlJfit 

C^ 53. 61 5. 62 ;N, 6. 87oC2 6H26BrN304-HCl- 

0. 5i-PrOH-l. 5 Yiz OK^^^X (OnmU :C> 53. 44;H. 5 
. 50;N^ 6. 870; tic {I 0%^ ^ y ~ ;w/g|^ jc^ ;b) R f 0 . 4 
6;^H['H6]-DMSO 11. 09(lH.br s>NH),8. 74 
(IH, s> 2-H) s 8. 20 (1H> s> 8-H) ^ 7. 70*^:0=" 7. 6 
1 (2xiHx 2Xd, J9v 3"-H. 6"-H) . 7. 48 (IH. t s J 
8^ 5" -H) > 7. 3 0 - 7. 4 0 (3 H. m> 5 - H. 2' -H. 4" -H 

7. 22*.i:C/7. 14 (2X1H> 2Xd^ J9, 5' -Hx 6' -H) 
. 5. 17 (2Hs s.CH^)^ 4. 20-4. 37 (4H. m^ 2XOCH2 
)s 3. 81 (3H. SsOCHj). 1. 41-1. 50 (6H.m> 2XC 
Hj) ; m/ z (%) 524. 526 (lOO.M+1*). 354 (100) o 

^mn 1 8 2 

6-ya^-4- [4- {2 -zru^y<y - 2 - :A Y ^'yT ^ 
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6-rn^-4-^'OCJ:^fV*';>'(0. 122g:0. 50mmol)*<t 
(2 -y^a^^y-y jut ^'y) - 3 - ^ h ^ -> T ^ 'J > (0. 18 5g^ 
0 . 6 0 mm 0 I ) ^^ ^URB KVt^^ 2 - 7■^/^V (6ml) -^"CM StM^R 
0?-i^7to J: -5 t:: L-C±B)<;tJfillfeia#tfctJi: LT^fjaTt ( 0. 2 6 6 g 
> 9 6 %) M}^ 267-270*0: (^ifiHit :C. 47. 34;H. 3. 28; 
7. 35oC:jHx7Br2NjO2-HCl-0. 25H2 0 tcov^TcT^ft^fii 

:c> 47. 49;h. 3. 33:n> 7. 56) :tic (@tm^-5^^^) R f 

0. 4 7 ; $ E ['H«] -DMSO 10. 91 (IH. br s. NH) , 8 
. 87 (IH, 5-H)> 8. 62 ( 1 H, s. 2-H). 7. 95 (IH 
. d, J9, 7-H). 7. 62 (IHs d, J9. 8-H). 7. 48 (IH 
, d. J8> 2' -H) , 7. 39 (1H> d. J8> 3" -H) > 7. 03- 
7. 2 

6 (4H. m. 6' -H> 4" -H> 5" -H> 6 " - H) > 6. 9 0 (IH, 
d, J 9. 5' -H) . 4. 90 (2H. s. CHO , 3. 57 (3H, s, 
3' -OC H») : m/z (%) 515 (20, M + ), 513> 517 (10 
, M4-) , 344> 3 46 (100) o 
mM^i 1 8 3 

4- [3-^PP-4- (2, 4 -->'^nn-7j^y^->) T — U 7 ] ^j-V^^J y 

m.mm. 

3_^nn-4- (2, A - 'J u u y y ^ Z/) -Y^o^y^y (Mayb 
ridge) (1. 50g;4. 71 mm o 1 ) ^MH t^tJ^v^i^ K9 v^'tK 
fOtf (0, 710g; 14. 13mmol) X-mitLtCo 3-i>nn-4 - (2 
, 4:-y'^uuy^y^-y)T=.')y{l. 35gs 9 9 %) /6^'jg^'fe@#t^tl 
t LXn^flfc. it,"^. 8 7 - 8 9 t: : (*7l!lfit :C, 50. 08;H, 2. 90 
;N, 4. 80oCiiH»C 1 3N0tCol/^TC0It»^ :C. 49. 9l;H, 2 
. 77:N>4. 85);tlc (MWLJ:--^)V) R f 0 . 5 9o 

4 - ^' n n^:hv*'J > (0. 099g;0. 60 mm o 1) mxf 3 --^ uu 
-4- (2, 4 -v:^ nn-7iy ^->) T-U> (0. 202g, 0. 7 0 mm 
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ol) ^HKBlctJ^v^S -T'n/NV (4ml) ^X- 2 mm^Jt^ ^fco C 
(7yJ:oi^'LX±m,^\ti7'}'-2>,'^m<t^^tLX^h^fc {0. 2 6 4 g. 97 
%) ii,"^, 255-258*C; (^tflOft :C^ 52. 83;H. 2. 83;Ns 9 
. 14oC2cHx2CUNsO-HCl (cov>T(?5lt#fii I C^ 5 2. 9 8 : 

2. 87;N. 9. 27) ;tlc (g^mJ^^^il^) RfO. 48:(yH['H6] 
-DMSO 11. 80(1H. br s>NH).9. 12(1H, s.2- 

H) ^ 9. 08 (lH>d> J9> 8-H)> 7. 88-8. 34 (5H.m> 
5-H. 6-H. 7-H. 2' -H. 6' -H^ 3" - H) ^ 7. 62 (1H> 
d> J9> 5"-H)> 7. 31 (IH. d. J8, 5' -H)> 7. 21 (1 
H> d. J 

8> 6" -H) X ; m/z (%)416(100.M + )o 
^jfegiJ 1 8 4 

4- [3-j^Pn-4 - (2. 4-->'j^nn-7jiy^->) T — OV] - 6. 7- 

4 u a - 6 , 7 -i''^ h ^->^:?-^yU ^(O. 135g:0. 60 mm o 

I) i3j:0''3-i^nn-4 - (2. 4-v''i5'nn-7^y^v) T-U^ (0. 2 
0 2 0. 7 Qmmo 1 ) ^MB t^i^Jfe^/^ 2 - /nV - ;u (4ml) ^PX 

2mmK}t^^/co :i<^^ ^ ^^Lx^m^^±mn'&m^^mtLx^hfl/•: (o 

. 2 8 2 g . 9 2%) ii!t,*f 269-272*0: (*z|ljfit : C ^ 5 1. 2 8 ; H , 

3. 1 9 ; 8. 2 5o Ca2 Hi6 C 1 3 Nj Oj • H C 1 ov>-C<?>ft#'fit : C 
s51. 46;H>3.3l;N^8. 19) ;tlc (mM^^ )\^) RfO. 
26:<?H ['He] -DMSO 11. 30 (IHx br s> NH)^ 8. 7 
0 (IH. s.2-H)^8. 30 (IH^ d^ 8 - E) . 8. 10 (1H> s 
. 7-H) > 7. 68-7. 80 (2H. m. 2' -H> 6' -H) ^ 7. 44 

(lH.m> 5"-H). 7. 35 (IH. 3"-H)> 7. 17 (1H^ 
d> J8> 5' -H) . 7. 04 (IH. d. J8. 6''-H) . 4. 03i3j: 
Zf4:. 00 (2X3H. 2Xs. 2X0CHj) ; m/ z (%) 4 7 5 ( 1 0 0 
. M+) o 



^^mW- 10-505600 



6 - yu^- 4 - uu^i-y'^) y (0. 146 g;0. 50 mm o 1 ) *3 J: 
Xf3-'^uu- ^- (2. ^ - V iruuy X. y ^Z/) T-'J> (0. 202g. 
0. 7 Ommo 1 ) ^MB 2 - ^ ^/^•y - (4ml) 4-1? 2. 5 B# 

wRir^^^^co z.(Diio^^Lx^m.mitnn'^m^^mtLxnhiifz (o. 2 

9 6 g , 9 3%) 244-247t:: (*SiJfiS :C. 45. 2i:H, 2. 

25 :N. 7. 82oCjoHiiBrCljNjO-HCl tCO(/^-C(75fm'(l : C> 
45. 12:H, 2. 26: N, 7. 90) Itlc (S^gjjn^ju-) R f 0 . 6 
i;5H['H«]-DMS0 11. 42(1H. br s,NH),9. 20 
(IH, 5-H)s 8. 91 (IH. s^ 2-H). 8. 10-8. 27 ( 
2Hvm. 7-H> 8-H) , 7. 7 0 - 7. 9 8 ( 3 H. m. 2' -H> 6' 
-H, 3''-H), 7. 44 (IH. d. J9. 5"-H), 7. 67 (IHs 
d> J8> 3' -H)> 7. 56 (1H> d> J8^ 6''-H) ; m/ z (%) 
495 (100.M+)<, 

%mm 1 8 6 

4 - [3-:»nP-4 - ( 2 - 7 p--<> ->';V:t ^ ->) T-V^] 

2-j^uu-A-=-Yuyx.y'-)V (Lancas t er) (1. 75g; 1 
0 mm o 1 ) > T^mti- h U ■> A ( Q . 2 6 5 g ; 1 1 mm o 1 ) , B^it^^) 
(0. 500g)i3cfc?/2--7;W;!-n^>v;v-7'n5K(Aldrich) 
(2. 0 8 g. llmmol) ^^MF tctJfei/^ 5 5 t:i-i3i/^T->'^ T 
^hM25ml)4'-C4. 5 ^WKtS^-^/tio ^c7)J;-9fCLT3-i^nn-4- 
(2 -7;u*n'N;>->';u^^V) - h u^y^yii^%n^mm.mh LX^hfi 
fz {2. 80g. 100%) I4,^r 1 2 0 - 1 2 1 r ; (^tfiiKit : C > 5 5. 57 
;H>3. 33:N>4. 94oCijH9C1 F NOb tcov^-C<75Bt»fii : C> 5 
5. 42:H>3. 20:N>4.97) ;tlc (S^®J^^;i/) R f 0. 6 7 



C193) 



:jtii^J 1 8 5 



6 -rn^- 4 



[3 -i^ nn- 4 - (2 , 4 -■ 



(196) ■mmW- 10-505600 

0 2-^vu-4r - (2-7 D7Jiy^>')— hn^>-fe*>(l. 4 1g; 
5 . 0 mm o 1 ) ^ M H (c-ti&v^ t K v :^ tK^ !^ (0. 750g;i5. 0 
mmo 1) -C'MTXiLfCo Z - ^ XJ ^- A - ( 2 - 7 ^W^t o ^ >' ^ v) T- 

V > ( 1 . 2 6 g, 10 0%) tmrn-mA-kWh x^xnh^tz. §k^.7 5-75 

■C ; (^iliJ-lifi :C> 61. 69;H. 4. 63;N, 5. SSoCi^HwClF 
NO 

\,z^\j^x (Dtinm. :C> 61. 80: H. 4. 76; n. 5. 56) ;tic ( 

g^^a:.-f-;v) R f 0 . 5 6 o 

4 _^ n n^-fVJ >(0. 165g;i. 0 mm o 1) iSi^fS-i^nn- 
4- ( 2 - 7)1^ :tn^>' ^->) T— 'J> (0. 316g^ 1. 2 5 mm o 

1 ) ^MB 2 -7'^^^•y-;^ ( 7 . 5ml) 4^-C4 Q^^mKlB^^fz 
o >rcoJ: ^ LT^fi5t!^{i^-->'i#,ll^lttfe^H^i^<b LT^it>;h.;^^ (0. 3 8 
3 g 9' 2 %) i!l!,^r 224-225*0; d^iBHiS :C. 60. 4i;H. 3. 8 
3;N, 9. 96oC2iHi5C1FNjO-HC1 \z^\,^X <Dt\n^ : C^ 6 0 

. 57;H^3.84;N, 10. 09) ;tlc (i|SeJi^;U) R f 0 . 13 
. tic ( 1 0 %y ^ J - }Vy'^m.^^)V) RfO. 55; ['He] -DM 

SO 11.62(lH>br s>NH)>8. 95(2H. m>2-H>8 
-H). 8. 13 (lH^m, 7-H). 7. 82-8. 07 (3H^m^ 5- 
H> 2' -H. 6' -H), 7. 59 -7. 78 (2H.m> 6-H> 5"-H 
) s 7. 40-7. 51 (2H. m. 3"-H. 4"-H)> 7. 23-7. 3 

2 (2H> m^ 5* -H^ 6" -H) > 5. 30 (2H> s> CH2) ; m/ z 
(%) 379 (19^M + )^ 270 (lOO)o 

1 8 7 

4- [3-j^Pa-4- ( 2 -7;l^:t P-^> v;l^;j-^->) T=-')y] -6, 7- 
y y h ^ V ^ :h y V y 

4_^nn-6, 7-vyh^->^:hV';>(0. 135g;0. 60mmo 
1) i3j:j/3-i^nn-4 - ( 2 - 7 n-^^ v-'^i^^ ^ v) T-'J^ (0. 1 
89g. 0. 75mmol) ^MB t^tifei/^ 2 - T^n y^v - ;b ( 4 . 5ml) 



(197) '^mW- 10-505600 

^hiltz ( 0 . 2 7 8 g ^ 9 7%) M!^. 2 6 1 - 2 6 2 t: : (^fflljfil : C ^ 5 6 
. 98;Hx 4. 17;Ns 8. 59oC23Hi9C1FNj03-HC1 - 0. 5 
H 

2 O tCov^TOftM :C^ 56. 90;H>4. 32:N,.8. 66) :ti 

c (10%;^ ^ y - RfO. 47; ['Hs] -DMSOl 

1. 49 (IH. br s. NH)> 8. 81 (IH. s> 2-H) . 8. 37 
(1H> s> 8-H). 7. 92 (IH. s. 5-H), 7. 58-7. 72 ( 
2H>m, 2' -H> 6' -H) , 7. 22-7. 47 (SH^m. 5" -H^ 
3" -H. 4" -H. 5" - H, 6" -H) > 5. 31 (2H, s> CH:) > 
4. lOi^XZfA. 04 (2X3H. 2Xs, 2XOCH3) ;m/z (%) 4 

3 9 C2 2 > M + ) ^ 3 3 0 ( 1 0 0 ) o 

mmm i s s 

4- [3-^nn-4- (2 -'7JV:^n.^>->';b::t^->) T •=• U y ] -6, 7- 

-y h ^ ^ :h ij > mmm. 

4_^nn-6, 7 - h^->^i-V'';>(0. 076g;0. 30mmo 
1) i3 J: 0^3 -^5^ n n- 4 - ( 2 - 7 n ^> ^->) T-V^ (0. 0 
8 9 g> 0. 3 5mmo 1 ) ^MB t^^Jfew^ 2 - /nV - ;U (2. 5ml) 

^ib^fc ( 0 . 1 1 6 g ^ 7 7%) * 267-268*C {^M) ; : 
C. 59. 2 5;H^ 4. 75;N> 8. 27oC23H23ClFN>03-HCl 
lcov^T<?>imflt :Cv 59. 52; H> 4. 76; 8. 33) ;tlc ( 
Sl^a.^;!/) RfO. 4i;<yH ['He] -DMSO 11. 63 (IH. br 
s>NH). 8. 80 (IHs Sx 2-H)^ 8. 28 (IH. 8-H) 
. 7. 88 (IH. s> 5-H) > 7. 58-7. 70 (2H. m. 2' -H^ 
6' -H)> 7. 20-7. 51 (5H. m. 5' -H. 3" -H. 4"-H^ 
5"-H> 6"-H), 5. 31 (2H> s>CH2)> 4. 20- 4. 36 ( 
4H>m. 2XOCH2). 1. 40-1. 51 (6H^m. 2XCHj) ; m/ 



C198) 



n^W- 10-505600 



z (%) 4 6 7 ( 1 5 V M + ) ^ 3 5 8 ( 1 0 0 ) o 

^mn 1 8 9 

6 - yu^ - 4 - -^^ xnn^i-y^) y (0 . 146g:0. 60 mm o 1 ) *3 J; 
ia«3-i5'nn-4 - ( 2 - "7 ;U:t n ^ > v ^ ->) T-'J>(0. 189g^ 
0.75 mm o 1 ) ^mBK'^\y^ 2 - T'n/N^y - ;i/ (4 . 5ml) 5 

flfz (0. 249g. 84%) m.!^. 253-254'C; (^ilUflt : C . 5 0. 8 
0;H> 3. 03;N> 8. 38oC2iHi4BrClFN3 0- HCl ICOU^T 
oft## :c, 50. 9i:h> 3. 03; N> 8. 48) ;tlc (10%^ 
^ y - )i'^mm^^)i^) Rfo. 62:<yH ['H*] -dm so 11. 42 ( 

lH, br s> NH), 9. 19 (IE. s> 5-H)^ 8. 91 (IH. s 
. 2-H) > 8. 20 (IH, d, J9. 7-H). 7. 97 (IH. s, 2' 
-H). 7. 92 (IH. d> J9> 6' -H) . 7. 73 (IH. J8> 
8-H) \ 7. 61 (IH. m. 4"-H)> 7. 21-7. 51 (4H, 
5' -H^ 3" -H^ 5" -H> 6" -H) .5. 3 1 (2H^ 5^ CHa) ; 
m/ z (%) 459 (19. M + ). 350 (100) o 
1 9 0 

4- [4- (2, 6 -v^ na^^y;!^^^-^) - 3 - p< h ^ -> T - 'J ^ ] 

2-p<h^->-4--hn7^y-;u (Aldr i ch) (2. 54g; 15 
mm 0 I) s Ti^M'fti- h'J-^/A (0. 396g; 16. 5mmo 1) . 
, 6 -'>'i^ nn-s> n^-T K (A 1 d r i c h) (3. 8 9g^ 15. 7 

5mmo 1) ^-^JliEJ^'ci&v^ 8 0 t:t::i3V>-C->'p<^jb*;UJ^T5 K (4 5ml) 
ff^-c 5 ^WRiS ^^■^/'wo c:<7)i ^ LT 4 - (2, d--y^ ^^■^y-y}ut^-y 
) 



(199) It^^ 10-505600 

- 3-;< Y^Z^-V^^y-^y^tmn-^^M^^tLX'^hn.fz (4. 8 3g. 
9 8%) M,^. 1 7 4 - 1 7 7 "C ; i^Wm :Cv 51. 79;H> 3. 35;N 
s 4. 27oCi4HiiCl 2 NO4 (COi/>T<75ft#fit :C^ 51. 2 2 ; 3. 
35:Ns4. 28) ;tlc (^m^-f-)^) R f 0 . 680 

4- (2, 6 - nn^>v;p:t^>') - 3-^h^v— hn^y-ify (1 
. 2 8 g ; 3. 9mmo 1 ) ^|IH H t h^yz/yjKm^ (0. 5 8 6 g 

: 1 1 . 7 mm 0 I ) X-MltLfZo 4 - ( 2 , 6 -->*i^ n n > :t ^ ) - 

3 - .^ h^rvT-U > (1. 0 9 g. 9 4%) tm^^i-i^^^B^tLXmhtlfz 
. Sl.iiL 114-115'C;tlc (@^^jc^;u) R f 0 . 6 2o 

4 -i^ ^^^:^V''; >(0. 082g;0. 50 mm 0 I ) ^XV^4- ( 2 . 

5 - n n--J > vJL':t - 3-^h^->T — (0. 180g^ 0. 6 

Ommo I) 2 -yn/>V'-;w (4ml) 4'-e2. S^WSlS 

^^d:;^:o J: d LT^ie^(imfe@«:tfe!il t LT# i^jLTt ( 0. 2 0 3 g, 

8 8%)' it,^. 263-26513; (^ilUfit :C, 56. 98;H> 3. 94:N 
. 8. 7 7 o Cjj Hx7 C 1 i Nb O2 • H C 1 i^^^^X <Dtfm&. : C> 5 7. 10 

: H. 3. 7 0 : 9. 0 8) : t 1 c (i^^J^^;U) R f 0. 4 6 : (J H [ 
'H.] -DMSO 11. 44 (IH, br s. NH). 8. 87 (IH, s 
. 2-H) . 8. 83 (IH, s, 8-H) > 8. 10 (1H> J8, 7- 
H). 7. 96 (IH. d> J9> 5-H). 7. 84 (IH. t. J8, 6- 
H) , 7. 30-7. 61 (SH.ms 2' -H. 6' -H^ 3" -H^ 4" - 
H, 5" -H) , 7. 25 (1H> d. J9x 5' -H). 5. 26 (2H. s 
, CH2) . 3. 78 (3H^ s. 3' -OCH3) ;m/z (%) 4 2 5 ( 6 > 
M + ) > 2 6 6 ( 1 0 0 ) o 
HMfflJ 1 9 1 

4- [4- (2. 6 -y^ Pn^>y;u;t - 3 - ^ h ^ v T - 'J y ] -6 
4-i>'nn-6, 7-vyh^v'^fV';>'(0. 112g;0. 50mmo 



(200) 1$^^ 10-505600 

1 ) jo ct 5/4 - ( 2 , 6 -V^ n l^^yV)V^^'y) - 3 h ^vT-V > ( 
0. 180g. 0. 60mmol)=Sr. ¥^)liB 2 - ■7'^/^"y - ;b (4ml 

tLTt: ( 0 . 2 2 0 g s 8 3%) 263-265 TD; dlSOfit I C ^ 5 4. 6 

9;H> 4. 08;N. 7. 98oC24H2iCl2N3 04-HCl - 0. 25 Hj 
0\Z-o\i^Xm\m.i% :C^ 54. 64;H> 4. 27: N^ 7. 97) ;tlc 
RfO. 19:^H['H6] -DMSO 10. 82 (1H> b 
r s^NH). 8. 70 (IH^ s^ 2-H)> 8. 13 (IH. s. 8-H 
) , 7. 4 2 - 7. 5 8 ( 3 H> m> 2' -H, 6' -H. 4" -H) . 7. 1 
5-7. 47 (4H, ms 5-H^ 5' -H. 3"-H^ 5"-H) ^ 5. 29 
(2H, CH2) , 4. 02i3c):O'4. 00 (2X3H, 2Xs. 6-OC 
Hj, 7-OCH3) , 3. 76 (3H> s. 3' -OCHO :m/z (%) 4 
86(95^M+l).326(100)o 

1 9 2 ; 

4- [4- (2. 6 -V nn.^>->';b;t^->) -3-ptF^->T-';^3 - 6 

4_^nn-6, 7 - vo^ h ^ :J- V 'J>(0. 126g;0. SOmmo 
l)i3j:2>M- (2, 6 --/^ n n^>->*ji.4- + ->) - 3 - ^ h ^->7- U > ( 
0. 180g. 0. 60mmol)=$r> ^IMB ^c^^&v^ 2 - •7''^/^°y - ;i/ (5ml 

fz (0. 253g. 92%) lifer's 273-275^; (*iflim I C ^ 5 6. 14 
;H^ 4. 68 7. 45oC2«H2!Cl2N3 04-HCl tcov>T<7?Ht» 

■ftlC, 56. 68;H. 4. 72;N^ 7. 63) ;tlc (g^m^^^^W) 

RfO. 27;o"H ['He] -DMSO 11. 17 (1H> br s. NH) 
, 8. 94 (1H> s. 2-H) . 8. 33 (IH. s^ 8-H) ^ 7. 63- 
7. 7 9 (3 H. m, 2' -H. 6' -H. 4" - H) , 7 . 3 9 - 7. 5 5 ( 
4H. m. 5-H. 5' -H. 3" -H, 5" -H) . 5. 48 (2H. s. C 
H2)> 4. 43-4. 534m2XOCH2). 3. 96 (3H^ s^OCHJ 



C201D 'mB.^ 10-505600 

)> 1. 64 (6H> t. J7> 2" -CHj) ; m/ z (%) 5 13 ( 1 4 > 
M + ) s 3 5 4 ( 1 0 0 ) o 
1 9 3 

6-rn^-4 - [4 - (2, 6 - v n □ ^ > ->';|^^ ^ y) - 3 - ^ h ^ v] 

S-yu^-^-'^uu^i-y-^)y (o. 122g;0. 50mmol)*3J; 
C^4-(2, 6 -vi^ nn^>->';u^i^-v) - 3 h > (0 . 14 

9 g. 0 . 5 0 mm o 1 ) ^MB ic^fev^ 2-ynyN'y-;L/ (3ml) 4^-e3 
0:9-WS:)S?H^/co ^ LT^getlli*? v^TtiSI-fey; XA^^tiS^ LT^i 

<bH7t: (0. 260g. 96%) 278-280*0; (^zfiij-fit ; C . 4 8. 
67;H. 3. 44:N, 7. 62oC2jHisBrCl2Nj02-HCl - 0. 
2 5 H2 0 \z^\,^X<7ytfnm : C, 4 8. 3 5 ; H. 3 . 2 1 ; N. 7 . 69) 
; t 1 c (HS^J^^JU) RfO. 55;^H C'Hs] -DMSO 11. 32 ( 
IH. -br s.NH) > 9. 13 (IH. s> 5-H)\ 8. 90 (IH, s 
. 2-H) , 8. 20 (IH. t> J8. 7-H), 7. 88 (IH. d. J8 
. 8-H) > 7. 57 (2H^ d> J9. 3"-H, 5''-H) . 7. 33-7 
. 53 (3H. m, 2' -H. 6' -H. 4" -H) . 7. 24 (IH. d, J 
9> 5* -H)> 5. 30 (2H> s.CH.)> 3. 81 (3H. s. 3' - 
OCHj) ; m/z (%) 505 (12. M 4-), 346 (ICQ). 344 ( 
1 0 0 ) o 

jlM^J 19 4 

4- [4- (2, 6 -v-7 ;t^;j- P^>- ->';P;j-^->) - 3-^h^vT-Vy] ^ 

2-yh+v-4--hn7iy-;b (2. 54g; 15mrao 1) . TKM'ft 
•r h ^ {Q . 396g;l6. 5 mm o I ) i5XZ/2, 6 - v 7 a y 
->';i/i^ a^-r K(TCI) (3. 36g> 15. 7 5mmo 1 ) ^^MEic^Jfev^ 
9 oricisv^Tvy ^;Ud^JU^T 5 K (4 5m l ) ft'T- 1 5^MS^o$-^/Co ^ 
<7yii^iZ'LX4- (2. 6-vT ;i/:t > ->';i/;t ^ ->) - 3 - ;< > ^ v h n 



C202) nmW- 10-505600 

^y-^^Tbmn'&^M^-^tLXmhflfc (4. 4 2g. 10 0%) ia,'^, 128 
- 1 3 or ; (^mm :C. 56. 92;H. 3. 85:Ns 4. 7I0C14H 
11 Fz NO4 tcov^T^Smffi :C> 56. 95;H^ 3. 73:N^ 4. 75) 
; t 1 c (gt^jc^;u) R f 0 . 6 5 o 

4- (2, 6 n-^o ->';i';t - 3 - h ^ h n ^ > -^f > ( 

1 . 1 5 g ; 3 . 9 0 mm 0 1 ) H tct^i/^ K 7 > tK^Q fel (0 . 5 8 

6 g ; 1 1 . 7 mm o 1 ) T-Stc LfZo 4 - ( 2 , 6 - ->'7 a 'N;>' ->'ju:t ^ 
-» - 3 ->< h^->T-'; > ( 1 . 0 2g. 9 9 %) i}m^^Vt^nt LX'^h 
fife. m.^. 9 9 - 1 0 1 "C ; t 1 c (Wpm.^^}U) R f 0 . 5 1 o 

4 - ^ u u^-^W y ( 0 . 082g;0. 50mmol)^J:<:>'4-(2, 
6 -v:7;U:tn^>v;u^^-» - 3 h^vT-'; > (0. 17 2g. 0. 
6 5 mm o 1 ) ^JUB 2 - 'T'n/NV - ;b (5ml) 3 K^MR^S? 

■lirTtio ceo J: ^ LT^sStJlimfeH-ft^^f^i: LTmf>tL;t: (0. ISOg. 8 
4 %) 253-256T3; (^SOM :C> 51. 55:H. 3. 98;N. 
9 . 5 9 o C22 Hi7 F2 N3 O2 • H C 1 lcoi/i-C<7)it»<it : C > 5 1. 4 7 ; H 
.4. 19;N. 9.78);tlc (g^SeJC.^;u) R f 0 . 4 5 ; H 
] -DMSO 11. 38 (IH^ br s> NH) . 8. 89 (1H> s^ 2 

H) , 8. 80 (1H> d> J9> 8-H) . 8. 10 (IE. t s J8^ 7- 
H) , 7. 92 (IH, d. J9^ 5-H) > 7. 87 (IH^ t . J8^ 6- 
H) > 7. 49-7. 59 (lH,m, 4" -H) . 7. 43 (IH. 2' 
-H). 7. 33 (IH. d^ J9. 6' -H) . 7. 13-7. 22 (3H^ 
m> 5' -H. 3" -H. 5" - H) . 5. 17 (2H. s. CH2) . 3. 2 
9 (3H. s. 3' -OCH3) ; my z (%) 394 (lOO^M+l'). 2 
66(75)0 
^jSf^J 1 9 5 

4- [4- (2. 6 -v'7;i/;j-n^>->';U:j-^->) - 3 - ^ h ^ T — 'J y ] - 
6 . 7 -->'p< ^ ^->^^y^ U > taS^ig. 



C203) l^mW- 10-505600 

4 _^ nn - 6, 7 -->-^ h^~y^±W y (0. 056g;0. 25mmo 
l)i3cfcU''4- (2, 6 - v7;u;^-n-s> v'ju:t^->) - 3 - ^ h ^ v T - 'J > 
(0. 080g^ 0. 30 mm o 1 ) ^JlB tc^&v^ 2 - ■7'^/^V ( 2 m 
1) 4'T-3 ^MS/S?-iJr7!io c:c7) i ^ L-C^^tHiH-fell-^f^i UT#(b.tL 
( 0 . 1 1 2 g . 9 2 %) 2 5 9 - 2 6 1 r ; (^ieUM : C . 5 8. 06 

;4. 45:N> 8. 37oC24H2iF2N3 04-HCl -0. 33H20(Coi/-> 
xa^%\m-i^ :C>58. 12:H, 4. 57; N. 8. 47) ;tlc (i^S^J^ 
^Jb) RfO. 26;<yH['H6]-DMSO 11. 18(1H. br s> 
NH). 8. 80 (IH. s. 2-H). 8. 25 (1H> s. 8-H), 7. 
50-7. 59 (IH, m. 4''-H). 7. 32-7. 39 (2H>m. 2' 
-H. 6' -H). 7. 15-7. 28 (4H. m. 5-H. 5' -H. 3"- 

5" -H) ^ 5. 18 (2H. s> CH2) . 4. 0 2 is J: 4 . 00 (2 
X3H. 2Xs^ 6-OCH3, 7-OCH3)> 3. 29 (3H^ s. 3' -O 
C HO' : m/ z (%) 453 (20,M4-), 326 (lOO)o 

1 9 6 

6, 7-->-J^h^v-4- [4- (2, 6 -y a--<>-y;i^^#->) - 3- 

4-i^an-6, 7 - ->'i h^->^:hv'';>(0. 126g;0. 50mmo 
l)^<i:?74- (2. 6 - v''7Jl^:tn'-?> vjl/:^^-^) - 3 - ^ h ^ -> T - 'J V 
(0. 17 2gv 0. 65 mm o 1 ) ^MB tc^g^v^ 2 - ^u/nV - ;u (5m 
1) 4^T'7 ^M.K)S$-ti:7t:o ^'^ ^ ^ \^\^X^^%\tnn^m^W^h\.X%h 
tL/t (0. 247g^ 93%) ®l * 258-259*0; : C , 5 8. 9 

7;H> 5. 00;N. 7. 92oC26H2sF2N3O4-HC1-0. 75H2O 
icov^r<7?it#^ :Cs 58. 75; H. 5. 17; N^ 7. 90) ;tlc ( 
g^i?jc^;u) Rfo. 30; (?H ['Hs] -DMSO 10. 83 (1H> br 
NH) . 8. 59 (1H> s. 2-H) . 8. 00 (IHs s> 8-H) 
. 7. 31-7. 4 1(lH.m. 4"-H)> 7. 12-7. 19 (2H,m 
. 2* -H. 6' -H) , 6. 9 7 - 7. 0 8 (4 H. m. 5-H. 5' -H. 



C204) 10-505600 

3" -H. 5" -H) s 4. 98 (2H> s> CHe) > 4. 05-4. 16 ( 
4H.m. 2X0CH2)s 3. 60 (3H^ Ss 3' -OCHj)^ 1. 28 ( 
6H> ts IS. 2xCHj) ; mX z(%) 481 (8sM + ). 354 (1 

0 0 ) o 
^iSfflJ 1 9 7 

6-7'n^-4 - [4 - (2, 6-->'7;u^n--<>->';i/:^^->) - 3- ;>< h^-> 

6-7'n^-4-^'nn^:hV';>(0. I22g;0. 50mmol)*3j: 
0^4- (2. 6 -v7;U:t n^>->'jU;J-^i/) _3_^fs^->^^i;>(o. i 
33g. 0. SOmmol) ^JKB t^tifev^ 2 -^a/NV -;u (3ml) ^X- 

#t,*L;t:(0. 244g, 95%)Sfe,'^. 243-245t: (5^) : (^iftlKiS : 
C, 5,l. 59 ;H. 3. 68;N> 8. 17oC22Hi6BrF2N3 02 -HC 

1 • 0 . 2 5 OiZ^\r^X(Otfnm :C. 51. 46:Hx 3. 41: N. 8 

- 18) : t I c (5%^ ^ y - }i-ynmj^^}\y) r f o. 5 2 ; <y h h.] 

-DMSO 11. 20 (IH. br, NH) > 9. 08 (IH. s. 5-H) 
. 8. 88 (IH. s> 2-H) . 8. 19 (IH. d, J9. 7-H) . 7. 
88 (IH. d> J9. 8-H) . 7. 50-7. 60 (lH^m> 4"-H) 
> 7. 18-7. 48 (5H>m, 2' -H, 5* -H, 6' -H. 3" -E. 
5" -H) ^ 5. 16 (2H. s> CHz) > 3. 79 (3H> 3' -OC 
Hj) ; my z (%) 473, 471 (32>M+1*) , 344 (100) o 
jIMfflJ 1 9 8 

4 - [ 3 - y h ^v - 4 - ( 2 - y h v) ] r ~') y ^j-V) 

2-^h^v-4--hn7iy-;U(Aldrich) (3. 38g;20 
. 0 mm 0 I) , :>i^Miti- h ') ^ ^ ( 0 . 530g;22. 0mmol).3^ 
-ftTJ ') 'y^ (1. 0g)^J:C>'2-yh^->'^>'v;U:J^n^-rK(Transw 
0 r 1 d) (3. 1 2 g ; 2 1 . Ommo 1 ) ^^Hl E 6 0 t: i3 v> T 



C205) !ft^^ 10-505600 

)V7i^)VAT ^ K (5 0ml) ^X- A . b^mKlZ^^^fco COJ: ^ UT 3 
V^i^-A - (2 h ^ ->*;u^^->) — h u^y^yt^':7 'j-A-fe 
<5: LT# 1^, tL/i ( 3 . 3 9 g ^ 6 1%) Sl!,'^. 8 7 - 8 8 *C ; (^ilU-fiS : 
C, 62. 28;H, 5. 31: N. 4. 67o C i s H n N 0 s ■ov^T(75It^ 
m: C. 6 2. 3 2 ; H. 5. 1 9 ; N. 4. 8 4) ; t 1 c (g^m^^^U) R 
f 0 . 7 2 o 

3-^ h^->-4 - (2-^ h^i/'^^vJl/i^^v) =.V u^y (i. g 
8g;6. 5mmol)$r. ^MS H t^^J&v^ t: K^v^TKlOtl (0 . 9 7 6 g ; 1 

9. 5 mm o I ) T-Stc t/io 3 - > h ^ v - 4 - ( 2 - p< h ^ v - v ;i/:t 

^v) T^u> (1. 6 2g, 9 6%) 'ti^^^m^'\^m^n^^BmtLx'^h 

t^tz^ m.^. 8 0-81 : {%mm. :C>69..7i;h. e. 59;n^5. o 

lo Ci5 HxTNOBlCov^T^T^tm-fit :C. 69. 50:H. 6. 56: N, 5 
. 4 0) ; t I c (g^Six.^jL.) R f 0. 5 Oo 

4 uu^±V') y (0. 099g:0. 60 mm oI)^<£0^3-^f* 
->-4- (2 h^->^>->';u^^-» T-';> (0. 181g> 0. 70m 
mo 1 ) ^> ^miB ^c^^&v^ 2 -yn/A-y-ji/ (3ml) ^X 2 0 :9-MM?-^rc 

o^<^^n^~\.x^^9^\tnn^m^m'Rt\^xmh^tc{o. 2 0 6 g. si 

%) Sk,"^. 1 9 9 - 2 0 1 t: : (I^SlJfit :C. 63. 25:H^ 5. 40;N^ 9 
. 4 3o CjjHiiNaOj • HC 1 • 0. 7 5 H: 0 oi/^Tcott^-fi!: : C> 6 3 
. 15;Hs 5. 38:N, 9. 61) ;oH['H6] -DMSO 11. 50 
(IH^ br s> NH) , 8. 87 (IH. s> 2-H) > 8. 82 (IH^ 
d. J9. 8-H). 8. 10 (IH^ t. J8. 7-H) . 7. 94 (1H> 
d. J9. 5-H). 7. 85 (1H^ t. J8. 6-H) ^ 7. 25-7. 4 
7 (4Hs m^ 2* -H^ 6' -H. 4" - H. 6" -H) ^ 6. 91-7. 1 
4 (3H>m. 5' -H> 3"-H. 5' -H). 5. 11 (2H. s.CH. 
). 3. 88i3J:a''3. 80 (2X3H> 2Xs. 3' -OCH3. 2"-0C 
HO : m/z (%) 387 (32,M-I-) > 266 (100) o 
1 9 9 



C206) ^mW- 10-505600 

6 . 7 - y ^ h ^ -> - 4 - [ 3 - ^ K ^ -> - 4 - ( 2 - ;^ r ^ v ^ > v :t ^ -> 

4 - ^ a u- e , ?-->'> h + ->^:^v*';>(0. 135g;0. 60 mm o 
I) i3j:0'"3-^h^->-4 - (2-p<h^->'^>v;l^^^-» T-';> (0. 

1 8 1 g> 0 . 7 0 mm o 1 ) ^MB ic^^&v^ 2 -rn/N-y - ;b (3ml) ff" 

T-4 0 ^mKm^^fzo ^cnx^ Lx±m.mii i^^yn^^y) x^m^nt l 

ibtL;^: (0. 284g, 98%) 14,'^ 250-252^; (^M : C , 6 
1. 62 ;H. 5. 34:N. 8. 38oC2sH2sNjOs-HC1 - 0. 25H 

2 0 icov>-c^It#-(it :C> 61. 47 5. 43: N. 8. 60) ; S E 
V K>] -DMSO 10. 94 (IH. br NH) ^ 8. 71 (IH. 
s. 2-H). 8. 15 (1H> s. 8-H). 6. 92-7. 47 (8H. m 
. 5-H. 2' -H, 5' -H. 6' -H> 3" -H. 4" -H, 5" -H^ 5 
" -:H) > 5. 10 (2H. s.CHa). 4. 0 2^XX/3. 98 (2X3H 

. 2Xs> 6-OCHj. 7-OCHO s 3. 85i5j:D^3. 80 (2X3H. 
2Xs> 3' -OCHj, 2" -OCHO : m/ z (96) 447 (16. M + ) 
. 3 2 6 ( 1 0 0) o 

2 0 0 

6 , 7 - ->'.x- h 4^ -> - 4 - [ 3 - ^ r ^ -> - 4 - ( 2 - ^ r ^ -> ^ > v?;U^ ^ -> 

) ] T-'; y ^f-v; yiM^mm. 

4: - ^ u u - & , 7-->'j:-h^-> + f-V'';>(0. 152g;0. 60mmo 

I) i3j;a='3-yh^->-4 - (2-yh^v-<>v;u^^-» T-';> (o. 

181g. 0. 70mmol)=£-> ^MB (Cti&v^ 2 - 7"n/N'y - ;u (3ml) ^ 

^Tt: ( 0 . 3 0 4 g . 9 9%) M!^. 244-245'C; (^WIM : C . 6 3. 0 
2 ; H> 5 . 8 d : N> 7 . 9 6 o C27 H29 Nj Os • H C 1 JCO v^Tcoimffl : 
C> 63. 34;H. 5. 86;N> 8. 21) ;tlc ( 5 % ^ / - )\y /W^ 

RfO. 52;dH['H«]-DMSO 11. 11(1H. br 
s , N H ) . 8 . 7 3 ( 1 H . s . 2 - H ) . 8 . 2 0 ( 1 H . s . 8 - H ) . • 
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7.2 9(4 H. m. S-H. 2* -H^ 6" 
. 22 (4H> 5' -H^ 3" - H. 5" 



^mW- 10-505 600 

-Hv 4" -H) ^ 6. 96-7 
-Hv 6" -H) . 5. 10(2 



s,CH2), 4. 20-4. 35 (4 H>m, 2XOCH2)> 3. S S i3 X 
3. 8 1 (2X3H, 2Xs. 3' -OCHj> 2" -OCHs) , 1. 38-1 
. 50 (6H. m. 2* XCHO ; m/ z(%) 475 (18>M + ).35 
4 ( 1 0 0 ) o 

^mm 2 0 1 

6-rn^-4 - [3-^h^v-4 - (2-^^^y^>v;l/^^v) ] T- 

U y ^ :^ V U > j^M^^ 

5-r□■^•-4-^'^^^:^y•';>(0. 146g;0. SOmmoDiDJ: 
VS-^ Y ^5/- 4 - ( 2 h ^'>'N'>->';U;t- + v) T- U > ( 0 . 1 8 1 g 
. 0 . .7 mm 0 1 ) ^MB 2 - (3ml) ^-^4 0 

(0. 276g. 92%) St,"^, 2 1 5 - 2 1 7 X: : (^M : C . 5 4. 7 0; 
H> 4. 2l;N> 8. OSoC^jHioBrNiOj-HCl {Co v^TOttSLfit : 
C, 54. 93;H. 4. 18;N^8. 36) ;tlc (g^M^^^l-) R f 0 
. 51;^H['H6]-DMSO 11. 47(1H, br s.NH).9. 
19 (IH. 5-H)> 8. 89 (IH. s> 2-H) > 8. 20 (1H> 
d, J9> 7-H)> 7. 90 (IH. d, J9. 8-H) ^ 7. 30-7. 4 
8 (4H> 2' -H. 6* -H^ 4" -H> 6" - H) > 7. 03-7. 1 

3 (2H. m. 5' -H. 3"-H). 6. 99 (IH. t. J8^ 5"-H) 
. 5. 10 (2H> CHz) . 3. 8 2isXU^3. 20 (2X3H. 2Xs 

. 3' -OCHj. 2"-0CH3) ;m/z (%) 467. 4 65 (49.M + 
) . 344, 346 (90), 121 (10 0) o 

^mm 2 0 2 

4 - [3-^Pn-4 - (2-^ h^->-^>'v;t/;t^->) ] T- 9 y ^ y* 'J > 



C208D 10-505600 

2- ^cin-4--hn7iy-;u(3. 50g;20. Ommol)^*^ 
-f^::^ h >; -i- A ( 0 . 5 3 0 g ; 2 2. 0 mm o I ) i3 J: 0=" 3 -i? -f k ;if7 'J A (i . 

0 g) ^^HIME K^^^ 4 0 'Ctc^DV-'-r -f- JU'-t^;wi=s T ^ K (50ml) ^X' d 
. S^mK^'-^-^fCo Z<DX ^ KLX 3 - ^' uu ~ 4: - (2-;>< h^v-^>'v;u 
- h n^>-t->7i^^^^|f'fe@^$:tfetl<l: LT^i<btL;^c (5. 2 4g> 8 9 

%) H,^, 1 0 0 - 1 0 1 1; : (^laiJfiS :c. 57. 2o;h, 4. ii:n. 4 

. 6 7 o Ci. H12 C 1 NO4 Hov^T<?)ft»1iS :C. 57. 24;H. 4. 09 
: N. 4. 7 7) ; t 1 c (S|®ai^;b) R f 0. 6 9o 

3- ^cin-4 - ( 2 v;b:t^->) z:.ND-s>'4f> (i. 9 8 
g;6. 75mmol)$:> ^ HI H iz'i^^^ t: K 7 ->* > ykm^ ( 1 . 0 1 g ; 2 0 
. 2 5mo 1 ) •vm.TcLfCo 3-i^nn-4 - (2-^ h ^ > v JU:t ^ v) 
T-U > ( 1 . 6 3 9 8%) t A. t-m^^com^m t LX'^ibfirz ; t 1 
c (S^S?j[i^;u) R f 0. 5 2o 

4 -•iJ' nn^^ViJ>(o. 099g;0. 60mmol)i3j:a^3-^'nn 
-4 - (2-p{h^i/^>->-;U:t^v) T-'J> (0. 16 Ig, 0. 65mm 
0 1 ) -:/nyNV-;u (4ml) 5 ^mKJi&^'^fzo 

^fiOJ: 9 L-Cfefig!^{±l-*>:^-fey;XAt>ct»®i: L-C#(btL7t: (0. 220 
g , 8 6 %) ill,"^, 2 2 2 - 2 2 4 t: ; :C. 61. 15;H^5. 52 

;N, 8. 49oC22Hi8ClNj02-HCI-i-PrOH-0. 25H2O 
K^^^Xconnm. :C> 60. 91; H. 5. 58;N, S. 52)'; tic ( 
g|®jt:.5=-;u) RfO. 50;^H ['Hs] -DMSO 11. 66 (1H^ br 

s>NH), 8. 92 (2H^m^ 2-H, 8-H). 8. 12 (1H^ t, 
J7. 7-H).. 8. 00 (1H> J8. 5-H) . 7. 93 (IH. s> 
2' -H) . 7. 86 (IH. ts J7. 6-H) . 7. 69 (IH. d. J9 
X 6' -H) . 7. 49 (IH. d> J9> 6" -H) . 7. 29-7. 40 ( 
2 H> 

m> 3" -H, 4" -H) . 7. 10 (1H> d> J9. 5' -H) . 7. 00 
(IH. t. J7. 5"-H)> 5. 23 (2Hx S.CH2). 3. 89 (3 



C209) '^mW- 10-505600 

H^ s . 2" -OC Hi) ; m/z (%) 391 (49^M^-)^ 2-70 (42 
) o 

H jfefflj 2 0 3 

4 - [3-^nn-4 - (2-p< h ^ v ^ ->) ] T-'jy-6, 7- 

4-i^nn^-6, 7-v^^+->:^V*';>(0. 135g;0. 60mmo 
1) ^J;0'3-i5'na-4 - ( 2 h vJb;t ^v) T-'J> (0. 1 

61g. 0. 65mmol)^. B 2-7'^y^v-;^ (4ml) "^fC 

^hiifz (0. 29ig. 99%)ili,i^.237-239*C; (HiflO-ffl: : C ^ 5 8 

. 95;H> 4. 80;N> 8. 42oC2.H2jC1Nj04-HC1 ^COv^TctD 
imYfi :C. 59. Ol:H^ 4. 71;N. 8. 60) :tlc (S^^J^^Jb 
) RfO. 33;(yH ['H«] -DMSO 11. 41 (IH. br s. NH 
)^ 9, 30 (IH. s, 2-H). 8. 37 (IH. s, 8-H)> 7. 89 
(IH, s. 2' -H), 7. 68 (IH, d. J9. 6' -H). 7. 45 ( 
IH, s. 5-H) > 7. 30-7. 41 (3H. m. 3" -H> 4" -H> 6 
"-H) . 7. 09 (IH, d. J9. 5' -H) , 7. 00 (IH^ t> J8 
> 5"-H). 5. 21 (2H. s>CHO> 4. 03i3j:O'4. 00 (2x 
3H> 2Xs. 6-OCH3> 7-OCH3) . 3. 38 (3H> 2" -OC 
Hj) ; my z (%) 451 (37>M4-), 330 (47)o 
2 0 4 

4 - [3-^Pa-4 - (2-^ ^^->•^> v;u^^->) ] T-';y-6, 7- 
-y h ^ -> ^ ^ y > j^ge^ 

4-^nn-^-6. 7 - h ^ -> :h V > ( 0 . 1 5 2 g ; 0 . 6 0 mm o 
1) ^iCf3-;^nn-4 - (2-p«h^->--;:>->';u^^->) T^V^ (0. 1 
61g> 0. 65mmol) ^HlB 2 - -;u (4ml) fpX 

4 o^«s:iS;?H^;^co 'i-T^ct 9 Lx^m.^^ii^i^M'^zfvxL.iji^st Lxmh 

tlfz (0. 277g> 90%) ij>,<S; 252-253t:; (HilBfl : C > 6 0. 2 



C210) 1 0-505600 

6;H^ 5. 14;N> 8. 03oC26H26CINj04-HC1 JCov^TOft^ 
M:C. 60. 47:H> 5. 23;N. 8. 14) ;tic R 
f0.44;<yH['H6]-DMSO 11.30(lHsbr s^NH)^ 
8. 79 (1H^ s> 2-H) . 8. 29 (1H> s. 8-H). 7. 87 (1 
H> s> 2' -H)^ 7. 64 (IH. d, J9. 6' -H)> 7. 46 (IH 
. d> J9, 6"-H). 7. 24-7. 40 (3H. 5-H. 3"-H. 
4"-H)> 6. 93-7. 11 (2H>m. 5' -H. 5"-H), 5. 21 
(2Hs s> CH2) . 4. 2 0 - 4. 3 6 (4 H. m> 2XOCH2) . 3. 8 
7 (3H> s> 2"-0CH0 > 1. 40-1. 52 (6H, m. 2xCHj) 
; m/z (%) 4 7 9 ( 1 6 > M+) o 

nmm 205 

4 - [3-^nn-4 - ( 2 - > h ^ ->-^ > v ;i/;t ^ ->) T-'jy] - 6, 7- 
> ^ v^:hV'; 

4 i5'nn^-6, 7-.?f^l/>v:t^v^-:hV';>'(0. 113g;0. 5 
Ommo 1) ^J:273-i^nn-4 - (2-^ h^i^-^Oi/ * ->) t — U > 
(0. 145g^ 0. 55 mm o I ) #MIB 2 -ya/N'y -;u ( 3 . 

5ml) ^X'S 5 6i-mKJ!t-'-^'^fco X ^ ii LX ^^^Hm^- ^"^m-P^Vi 
LXn^hiifc (0. 225g. 95%) Ife.^C 2 6 0 - 2 6 2 t: (^3ao) ; 
(^M-fit :C^ 58. 28 ;H. 4. ll;N^ 8. YSoC^iHisClNjO-. 
• HC 1 tco(y^-C<30tt#^ :C. 58. 47; H> 4. 02; N, 8. 90) ; 

t I c RfO. 5 0 ; d H CEe] -DMSO 10. 83 (l 

H> br s> NH) > 8. 79 (1H^ s> 2-H) v 8. 24 (1H^ s^ 
8-H) . 7. 90 (IH. s. 2' -H) . 7. 61 (IH. d. J9, 6' 
-H). 7. 48 (IHs d. J 9. 6" -H). 7. 22-7. 40 
m> 5-H> 3''-H. 4"-H). 7. 00-7. 10 (2H, m. 5' -H 
. 5" -H) ,6-38 (2H. s. CHiOi) , 5. 23 (2H. s. C H2 
) > 3. 87 (3H. s, 2" -OCH3) : m/ z (%) 436 (100. M 
+ 1*) o 



C21li ''^mW- 10-505600 



[ 3 - n o - 4 - ( 2 - ^ h ^ > V ^ ->) ] T—0 

& -y'u^- A - ^ uu ^-tV^) y , 146g;0. 60mmol)ioJ: 
Cf3-^nn-4 - > ->' ^ v) T - > ( 0 . 1 6 1 g . 

0 . 6 5 mm o 1 ) ?r> ^MB tc^^v^ 2 - -;u (4ml) ^^TM 0 
SlS^ ^/tio 9 LT^setJfifllv^/till-feT'V XAt^t/Kt LXmhfifz 

(0. 283g, 93%) iii,>5: 224-226t:; (HiliJfiS : C . 5 2. 2 4: 
Hx 3. 69:N> 8. OOoCizHirBrClNjOj-HCl lloi/^T(75ft^ 
fit:C. 52. 07:Hx 3. 55; N> 8. 28) ;tlc (S|®uL^;b) R 
fO. 5i:5H['H6]-DMSO 11.39(1H. br s,NH). 
9. 15 (IH. s> 5-H). 8. 89 (IH. s. 2 - E) . 8. 19 (1 
H, d. J9. 7-H). 7. 36-7. 95 (2H>m. 8-H, 2' -H) 
, 7. ,6 8 (IH, d. J. 9. 6' -H) . 7. 4 6 (IH. d. J 9. 6" - 
H), 7. 29-7. 39 (2H, m> 3"-H. 4"-H). 7. 10 (IH 
s d, J9, 5' -H), 6. 99 (IH. t, J7. S^-H). 5. 32 ( 
2H> s. CH2) . 3. 37 (3H, s. 2" -OCH3) ;m/z (%) 47 

1 (1 

1 > M + ) > 3 5 0 ( 1 5 ) o 

eijicfS'i^T'^;s> c - e t hB- 2<7^mh^p^<7:)m.^^mmmtmmr^o ^<Dy5m 

tCiJi/i-C. AT P:d^^5'^fig^7"^ K't'CO^n vy^^ji-xco'" P-^ft-fby - 'J > 
^J£^^^^r)!4iS-rs. :9-J^?tL;;;^^cotg;t;?riIiJ^t-4o 4 0mMcoHEPE 
S^WtSx pH7. 4 1 0 0 MCOA T P . lOmMcOMnClz, Img 



■M^J 2 0 6 



4 - 
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/m l<75PoIyGluAlaTyr (6:3:l)^^=fc V^mt^^ ( D M S 

iiitL/cfiSi:lttg^SiJSe1-«.o mmrS'\±mt LXWmtAA 3 im^rlKffiLT. [WI 
-(DTy-t^^mi^is^.^xm^LfzEGF-R T K^m^M LX . c-erb 
B - 2 ^:J---fe*<75ia#'^Jti!!-r'S.o 

c-e r bB-2(75gU'J ^K-fkE L I S A T -fe-i' lci5V^T, ^-^-fL-^'t/ i:: 

=^iliJ^t-^ (Kinglet al.^Life Sci . a993)Vo1 . 53^ pp. 1465-1472,?:) ^^jfe^^^ 

> -:?feb: h?LM±B?:aJia^ (HB 4 a C 5 . 2)^'($^1-^o 
\^^X^K^m.®m^'Mm\^tzc, Z.(7imMWL\i2 QmU<r>i:Rl pHS. 0, 1 

3 7 mM<?>N a Cl> 10% (w/v) <?5i>'U-fc:n-;u, i% (w/v) ODNo 
n i d e t P-4 0> 1 mM«30 7 ^ — -^-Jb;^ ;u* :=.;u :7;u:4- 7^ K> 2 0 
M gym 1 cOT^a^^vis i i mUco^^i-'JyWi^ h U 'i' A ^-^;i-t-^o tn: 
e r b B - 2 fn,i^X- ^ - -f 4 > ^ L/c 9 6 ^ ;K75 E LISAT'l'-htc^-l'-tf 
- h=$r#t, ^v>-e3 ;L'^ v§?S-C7'n -y i^i-^o 3 ? t:t^^v^-C6 o^m 

n -> > in:-^/® fi^ 7 ^ e ^ ^ -> - -if ^-g-in; e ^ ^ > feL#^ ^mmLX. m 
^fz y ^ - ±(D^ :^ u -y y ^^ti!,T ^ o E G F Rgfij'; ^^-fbT y 
•t4 im-<Dyimi:itmL. A4 3 laaaisJrC/tjLEG FRiit-ISrr-X'f > ^* E 
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SI 

E GFR c - e r b B-2 EGFR c-erbB-2 



3 


> 5 0 


0. 


9 4 


3 1 


1. 3 


6 


> 5 0 


1 0 




> 5 0 


2. 2 


7 


> 5 0 


1. 


6 


> 5 0 


3. 1 


9 


5 0 


1, 


7 


> 5 0 


9. 8 


1 2 


> 5 0 


1. 


6 


> 5 0 


2. 5 


2 3 


8 


0. 


0 2 1 


c 3 0 


0.2 8 


2 4 


> 5 0 


8. 


4 


c 5 0 


2 i 


2 5 


4 5 


0. 
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0.19 


2 6. 


5 


0. 


0 5 7 


c 5 0 
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YUM (CHO W, txtfiW (^^-eWliO, S (0) ,-^^,19. Cl^-emfi 

»T;unJr N - C i--. r ;i/:*r ^u/n'^h' N, N-v- [Ci- 

. tfn «;->->- 1 ii^'j-yy. ^ju.i^'jy. t:'-<7->'>-i — r 4 

/>n<5r'y - Ci-4 7';v^;u> t: K a ^ v - C 1-4 T ;i/ + ;u , Cz-^TJi-^y^ 
->- Ci-4 t;1/^;u. C1-4 tju + C1-4 T>iI/*;1/, jI/.-K^ Ci 




(I) 



C216) 10-505600 

-*TJ^^JU^ Ci-*T ^-y:^ Ji'^—ju- Ci-*T 757 ;^/^'^^ Ci- 

4T;^^;^^ N- Ci-4 t;u^ju* ;u- Ci-* T^v^^u. N, N-v- [ 

Ci-4T;i^^;u] *;u/N'^-f Ci-4 T;^^-'^^ T 5 y -Ci-4 Ci-<. 

T)\^^)UT < y -Ci-^T i/ [Ci-4T^U^JU] T ^ 7 - C i - 4 T ^L-^ 

. t:^ U ->V - Ci-4 t;i/^;u. 'J y -Ci-4 t;i/^;|/. t: 7 ->'> - i - 

^i/ - Cx-4 T>'U'^;u, 4 - Ci-4 TJU^;^ V > - 1-^ )i'-Ci-4T)\^^ 
ju. t: Kn ^ v-Cj-4 t;U3^v- Ci-4 t;i/^;u^ C 1-4 t ^ -> - Cz- 4 t 
Ci-4 TJU^JU. k: Kn^->-C2-4 T-'U^;UT^ y - C i- 4 T Ji- 
> Ci-4 T;u=r ^ C2-4 t;u^ ^ y - Ci-4 T Ci-aT 
-Ci-4 t;i/^ju. Kn^->- C2-4 t;i/^ju^^- Ci-4 r Ci-4Tju 
=3^->-C2-4T;u^;u>f-:t-Ci-4T;u^ju. "7 i y ^ v- Ci-4 tjw^ ju. T 
-'J y - Ci-4 t;u^;i>, 7i-;v^;t--Ci-4 T;i/^;b. vr y - C1-4 

y^^<ry - Ci-4 T;V=r^->, t: K n ^ C z-4 T Jl^n 4^ C2-4T.»U'* 
y^;JU:^^>'-C.-4TJl'rT^->, Ci-4T>'U=J*->- C2-4 TJUn^v, ^ 
+ >'-Ci-4T;U3^->, Ci-4T;H3^->*;ujK^;u-Ci-4 TJUn^i/, t!; ;b 
/N'^-Y ;u- Ci-4 rjwrr^ N - C 1-4 T Ji'^ JU/n'^^T ;b- Ci-4 T Jl'n ^ 

N, N-->'- [Ci-4 TJU^;l'] ;u- Ci-4 T^br: :^->, T^y- 

Ca-4 T-'U=r^->, Ci-4 r JU^JU-T ^ y - Cj-4 T.'L'=r^->> -y- [Ci-47';i/^ 
Jl'] y -C2-4T;U=r4-->, C2-4 T;b* y ;L'::^^->. k:Fn#->-C2-4 
T>'^:^7 y C1-4 T^i^=r^>'-C2-4 T^w* y '< "7^:. — JU- 

Ci-4 T;Urr*->, 7 iy ^ C2-4 T;Ur7^->, T- y -C2-4 T^un^v' 

. 7 ji^;u5^:t-C2-4T;i'=J^v, ti^'j ->V -C2-4 T>'t'=i^->> ^;i'/-}^';y 
- C 2 - 4 T ::3 ^ 7 V > - 1 - -< ^l' - C 2 - 4 r ;u =1 ^ -> . 

4-Ci-4T;u^;ut:^viy> - l--<;u-C2-4T>iu=r^v'. /^n^y-C2-4 

TJi/^^i/T^y. t Kn^v-C2-4TJU^;uT5 y , €2-4 t;U/{7 y -f ^ -> 
-C2-4 r ;i/^;^r ^ y . Ci-4t;u'::i^v'-C2-4t;u^>'ut^ y . ^^ju^i^'^v- 
-Cx-*T )i'T < y. Ci-4 T Ji^::? ;i/d^*^;u- Cx-4 t;i/^;vt 5 y X 
* - C1-4 T;i/^;bT 3 y . N- Ci-4 tji/^ - Cx-4 



C217D I^^W- 10-505600 

T )i^T < y . N, N-->'- [Ci-« r;p^;u] tj ji-/^^^ )u- Ci-aT ji^^ )v 
T<y. T < y -C2-4T ju^;u'T ^ y . C1-4 t;i^^>'ut 5 y - C2-4 r-iu^ ;v 
T^y^ ->'- [Ci-47'^v^;i^T^y-C2-4T;u^;i-T5y. yizi-^u-Ci-* 
TJU^ji'T^y. -yx-y ^->-C2-4t;u#>iut^ y > t— 'j y - C2-4 tju^;^ 
T<y. "7 - C2-4 TJW^^UT ^ y . C 2 - 4 7 ;u:* y ;UT ^ y . Ci- 

4T;u=r^ v;)!7;^:^^*^;^T 5 y , Ci-4 t>'I'^;U'J^;U'1^-;ut < y . -^^Xr^ K 
^ ^y-ify 7.)i^yt^y T ^ h\ 3-y^—)i^'yu4h\ 2 -^^v fn ';->->- i 
--r;i/. 2, 5 -v^^vtin «; v>- 1 /Nory -C2-4T;^*y-i' 
;uT^y> tKn^v-C2-4T;v;^y-f;^T^y. Ci-4T;brr^s/-C2-4T 
;u*y-<;uT5y^ * Ji/**^ v - C2-4 t;u * y jut ? y . Ci-4 T;i'n4=- 
;u;}€j=.;u - C2-4 T;i':^ry^;uT5y, :tj ;u-C2-4T;u*y-<;uT5y 
. N- Ci-4 T>'u^;i'^T;i'>'N'*-r C2-4 TJUx? y ^ ;ur ^ y . N, N-v- [ 
Ci-4t;u^;u] *;u-/n'^-i' ;u- C2-4 t;u* y -< ju-t 5 y . t^j-Ci-*T)\^ 
^y-fjuT^y. Ci-«T;i'^;bT^ y-C2-4T>'U:«7y-r;i/T^ yi3J:y^->'- [ 

o-tt^cOT-'J y. :7iy ^->S - DT 1 f 7t:{i2 00 

-4TJU^;uT^y. ->•- CCi-4 t;u-^;u] r^y. C1-4 t^u^ju^;!-. Ci-4 
t;u-^;ux ;i/-7 f C1-4 T;u + jwy;;u4^^;u, c 1-4 T .'U* ^u^i^*^;!/. 
Oi.-*T jvf] )V ^ 'J- [Ci-4 T ju^;!/] ;^ ;u/N'-t-f ju, 77;^'/^'^'f 

JU. Ci-4 T;m^v:^JU3K:=.ju. vTy. - h niSctO^ N >; 7;u:tny 

R'<±7^c^. /^n^jr-y, h 'j 7;u^ny C1-4 T;u^;u$ ;t:{±Ci-4 T;v 



C218) mmW- 10-505600 

pfiO^ 1 ifzitZX'^^ . "tLXZimv (CHz) > V (CFO . (CH^ 
) V, (CF.) VifziiV^m\^. i^T'VfiO. I tfzii2m(DjKmW.^^ 
-g-^-r^ii Kn:^7JUt;;u^. :^7;i/3K-;b. CH (OH) > :;^;u.-h>T< h\ 

0^ S (0) mt/zliNR''X$}y) . ^ ^XR" ii^mx^^ ifzitR' 

^TbK tfzii 

RUi&ZR" X$>y) . ^C-CZ (iNR'-e$,i9> LTNR'^S iCFR' (±-M 
Ji'Sro-Cli^^tLTi/^T'b iv^ 5 . 6, 7, 8. 9 t /z 1 0 M (DW-M^^M^ 

^zfzLTU<D^t^^^^< : 

4- (4 --^>v;b^^->T-'J y ) ^^hv;:/; 

4- [4- ( 3 -p<^;P:7iy ^->) r^'jy] 

4- [4- (4 -^^ju-7^y ^v) T-Vy] #:^y*U>; 
4 - [4 - (2-yh4r->:7iy^-» r-Vy] ^:^v'';>; 

(a) X7{)^'C H-C*;i> i: # . R ' fi C 1 ^ ^ <t S ^5: ; 

(b) X-^^C KX-$)^ t R' {±y tTS^'-CS ^>/^ ; 

(c) X;i>^'C H-e^^ t Y ^imm^^'rc t-^'X^m^^^ ; 

(d) Xi^^'C HT-^.;?) t ^ ^ R'{iC3-«->^ cr7'>'U'^;u-Cx-3T^V3^->^ 

(e) Xi}'CEX$>^ t^. 1 ^R**fiOH$-SL. -eLT'£-^iCtSDXfi& "\ 
NH-e^ ^ . r' i±-y^ cj'N^ v-ji/^g-f c: ti)^x^ t^^^ ; 



C21S) nmW- 10-505600 

(f) X;6^-C (?7}^oZ75-'C <t §^ R' itS . SO. SO2. NH 

(g) X-^'CHX-^)^ . Y^^'NHT-^»9. R ' tS-'OH "C^) I9 , R'/^?^V^□r>f 

2. R\ R' isXZfR'co^^i}^T 3. y , yNn>r>, t: Kn^Srv. ^ 
Ci-» T;i'^ji'. Ci-» r Ci-» T;i/^;v^;t v Ci-*t )\^^ )ut 

? *LT>/»T t J: i/^-gJ^> ^ V > V ^ ^ V i }±ai-f- U > v ^ ^f^5E L 

. R'' :6^'7K^-e* i9 . R*:d^7kM. t:Kn^->, yNO^V, Ci-.T;^^;^, Ci 
-4TJU34r->. V- [Ci-4T;u4r;U] T ? 7 ^ h □ $ f± h 'J ^ n ^ ^ ;i/ 

S 

:«^'MI^?tL-Cu^-C=t J:w^5, 6, 7, 8, 9 ^ ti 1 0 M<?>^^^5tS Tt: 

3. R\ R'iJ J:CfR'<75#^:;*^t; Kn^->, Ci-^TJl^^JV, Ci-aTJUzi 

O 

5. (R') rit^x\zm\^x ^^<r)\ttzst2^x±.<Tym.-^'&^^-t. mi^ 

6. :7i-;u, ^>vju, ^7^ju^;^-{i5^ 5^ 7^ 8, 9S;t:}iiofl 



C220) ^mW- 10-505600 

8. Y7:)^-NR\ NR" (CHa) , ifcit (CH2) NR'-e^-^. 1 

1 0. Z;^)>'CH.. NR\ NR" (CH.) . (CHO NR\ 0. 0 (CH 
2) > 0 (CF2) . (CH2) 0, (C Fa) 0> S (C H2) , J /cfi;!;;^*-^ 

1 1. Z:*^'NR'' S /cfiO-e*^. M^ig 1 0 t^|5^<7>-fk^i^o 

12. 5, 6, 7, 8. 9 tfziil 0 R<Dmm^^U5i-i^y^y. V^^V 

ti';^->'>, ■^jb*";^, ^^v*:?^^, ^^K-^b. -Tv-r^ 

1-11 oi/^-f tL>i>— :Si-l5Sco-ft:'&!feo 

13. 5. 6, 7, 8, 9 ^ 1 0M<^^^^5tg|5^^^'^^-;L'. ^ >7=' 

14. "R-'-h^^-^y ^ Y^^yx^^mi^^l 2\^tiM.<D. ttzStR^t^y 
i y ^ V ^ -> i -> ^' a * -> > h ^ vt-$) 1 3 IS 

15. #R'7i^7R^T-^)S. S^JS 1 ~ 1 4 ^v>-f tiTi^— :gtc|e®<7)'fk'^^ 

o 

17. 4- (4 -•7x.y ^ >; y ) 
4- ( 4 --^^ V ju:t ^ vT— 9 y ) 



C2213 mmW- 10-505600 

4 - ( 4 -'^^ v;U;t ^->T- y ) - 6 / 7 -v^ h ^ y V > ; 
5_^nn-2- [4- (6, 7-v^h^->-4-^y';;i^r^y) - 2- 
>< 5^ ;u 7 i -f V >- K- ;u - 1 , 3 - ->*;^- >■ ; 

4 - ( 4 --^ > ;u;t ^ V 7 i y ^ ->) ^ ^ y* >; > ; 
6, 7 h^->-4 - (4 -7jcy ^vT^'; y) ^:hv''; > ; 

4- ( 3 --^^ V ju:t^>'7'- y ) ^f-v*';>; 

4- ( 4 v;u^^->r^ y ) -6, 7 -->'y h^->^:f-y'; > ; 

4- ( 4 v;U:t#->T- 'j y ) -6, 7 - V ^ 5^ ;i/ ^ :h V U > ; 

4- ( 4 -^>->';b^^->T- y ) - 5 -y h ^ v*'j > ; 

4- ( 4 >->'JU:4-^ ^/T^ y ) - 6 -y N^->^^ V*'J > ; 
4 - ( 4 vJU:t* vT- u y ) - 7 -y h^i/^i-VV > ; 

4- ( 4 > V Jl/:t ^ vT— y ) - 7 - ^ a u ^^y'^) y ; 

4 - , (4 --^>->'jb:t^>'T- y ) - 6 - > ; 

6-^hn-4 - (4--7iy^->T — uy) ^:hV*'J>; 

4 - (4 - T^'j y T- V y) - 6 . ■ 7 - ->*y h^-> + :h V'j > ; 

4- (4 3 -y h4^->T-';y) - 6, 7-->'yh^v'^ 

4 - [4 - (2 -^i^;uy h^->) T- V y] ^^hv'V > ; i3 J: 

18. 4- (4 --N'>->';u^^->r- y) -6, 7 - vy h^v^^hv'v 

19. 1 Jc|eit«?5 1 f 2 J^±^i^ ( r ) co-fk-^i^. tfziiltfc 

20. 70-700 m g<75«co^3^:S 1 ms^^it ( I ) (D^t^^^tfzii^ 



C222) 



mmW- 10-505600 




(D^t^^'t. ^ (I I I) : 



YH 




2:2. ^ (I) (Dit^m^^ (I) (7)m<7)^t^^izm^-r;hjim^^tf. m 

2 3. ^I^X^lTi^ 7';i-^;u4/^{±T 'J -Jb^ ^ ^^^0A;^:7 ^ ^;u^ 

2 4. r^^tiisttSM^^ 1 t^lE^cT)?^ (I) o-fk-^t;, i7t:(±^^^^± 

2 5. ^j: ^ ^ y ^ i- - -xf^m^X^ Miff ^fi^mMcor^m<D fob <7ym 




(I) 



(it 4^. 



C223-) ^mW- 10-505600 

Yii&W (CHz) . (CH2) W. fTtzfiW (^C-CW{±0. S (O) ™T~* 

T;un^v, Ci.s-y xj T }Uzr C ^-s T ;u->^ n r ;u =1 ^ -> . Ci- 

»T;u=i^->*;1/.-Kj=.;1/, N - C 1-4 T ;i//N*^^ N. N-v- [Ci- 

♦ TJi'^ju] *;i//N'^-f t:Kn^i/T5y. Ci-4 T ^urr ^ v r ^ y . C2-4 
t;^:^ y ^ ^vT A y . d.* T;b^;pr 5 y . v [c 1-4 r r^y 
. t: n i; 1 ju, tf^UvV, ■*;b*>;y, ^ - l - ;u . 4 
-Ci-4 T;b^;vt:'-?^->'>- 1 C 1-. T >iu>^:t > T';->'b^5r, C 

1..4 7';V4^>>U;z>;i/7-i' — Ci-*T }\y7.)l'-!i^=.)V^ T ^) — }V }V )\^ , y\ 

-Ci-«t;u^;u, 1:^ kct^v- Ci-4 TJb^ju. C2-4 T;b* y ^ 
Ci-« T^u^ ju, Ci-4 T;un ^f/-Ci-47';i'^ju, * Ci-4 T-'U 

^;i'> Ci.-4TJl'3^->*Jb3}x'r:.;V-Ci-4 r ij )U - C x- * T }\^ 

N- Ci-4 7';i/ + ;V;?r;i/>'<^-< ;i'-Ci-4 N, N-->'- [Ci-4 

T)\^^)\^] ;?7JU/N'^^ ju-Cx-4TJU^;u, y - Ci-4 T-'U^;u. Ci-4T;i^ 

^lUT S. y -Ci.*T [ C 1 - 4 T r ^ y - C i - 4 T + t; 

-^U -x'y - Ci-4 'J y - Ci-* T;^*;^^ t; v > - 1 --r ;p 

- C1.-4 t;L'^;1'. 4 -Ci-4 7';u^;k::^7->'>- l - ;^ - C 1-4 t ju-. 
t Kn^->-C2-4T;w3i^v-Ci-4r;w*-;u. C x-4 T ;w =1 ^v- - c 2- 4 r ;u n 
^->-Ci-4t;u*;p^ fc: Kn-ir->-C2-4r;u^;i/r<y-Ci-4T 

>'|^^>'U, Ci-4T;ni + v-C2-4r;u^;uT< y-Ci-4T;u^ju. Ci-4t;u^ 
;t^-f^^-C 1-4 T>'U^;u. t Kn ^rv'- C2-4 TJ^^;u^;^-- Ci-4 t;i/^;u. Ci 
-4 r^i/n^ - C2-4 T-ii'^;i/-f-:t- Ci-4 t;1'^;u> y ^^y - Ci-4 t;u^ 
V y - Ci-4 t;1' + ;u. y ji. — ju^^- Ci.*t lu^ ->Ty-Ci-4 



C224) l^mW- 10-505600 

TJl^-^ y ;U;t ^ -> - C:-4 T;u::r^i/, C i-4 T ^ -> - C2 - 4 T ;u ^ -> . 
* ;p5K^->'-Ci-4 r-'wrr-^ v^ Ci-4 T;ur7^->;^7;U'i?-;u-Ci-4 T^w-n^v 
. 77;i//N'^'i';u-Ci-4T;urr^->, N - Ci-4 r ;u* ^u/n'^^ ;u- C 1-4 r 
jl/=r^->. N, N--y- [Ci-4 TJl^^;u] *;i/^N'^-f Jl/- Ci-4 T^un^v. T 
^ y -Ca-47-JUrr4r->. Ci-4 T^U-^-ll/T ^ y -C2-4 TJUr? ^ V, - [Ci-4 
T;i'^>'l'] T 5 y - C2-4 TJUrr^v, C 2 T 7 ^ -> , K n ^ V - 

C2-4 t;u:* y ^v, Ci-4 r ;ni ^ v - c 2-4 t;v* y ^ 7^ 
— >u-Ci-4 Tjun^ V, 7iy ^i/- C2-4 t;!^^^^/, t:=-U y -C2-4 

=r:^v, 7 ji-;U^:t-C2-4T;U=r^->. 'J v'y - C 2-4 T Jl^ n ^ip v. ^ Jb 

*'J y-C2-4T;i/r7^->, ii°^^->'>- 1 --f ;u-C2-4T;u=r^v. 4-Ci- 
4TJb^;ut:^7->*>'- 1 --r >'U-C2-4 T;un:^^5/, - C2-4 T-lb^^ 

T^y, ?i Kn^->-C2-4TJu^;uT^ y . C2-4T;Uyt;y ^';u^^->-C2-4 
TJU^juT^y, Ci-4T;un^->-C2-4 TJU^JUT^ y . Ci-4 

Jb-Ci-4 t;1/4=-;1/T5 y , N-Cl-4T;^^;l'7^7;^/^'^^' ;b- Ci-4 rji^^ ;i' 
T^y. N, N-->'- [Ci-4 r * JU/N'^-f Cx-4 r ;b^;bT ^ y , 

T ? y -C2-4 t;u^;ut ^y. 01-47- ;b^jur^y-C2-4T;b^;i'r5y, 
~>'- [Ci-4T;1'^;wt^ y -C2-4T;u4^>'UT5 y . 7 i — ;u- C1-4 t;1'4^;v 
T?y. :7 ^y ^v-- C2-4 T>'u^juT ^ y . r -V y - c z-^t )\^t < y , 
y ^-)\^^9!r-0i.^T)yy^)^T\ y . C 2 -4 r;!^?? y ^ ^ y , 

Ci-4 T.'i'n ^ v 7!7 ;U7' ^ y . C1-4 T;i'^;i'7>;u4^^jbT ^ y ^ -^>Xr 
^ K> ^>'-tf>7;;u.-}^>r^ K. 3 - — JU-t? V-f 2 - ^ V tf n >; v > 
-l-^y^. 2. 5 -v;t^venv 1 --f /Nnry -C2-47^;u;?7 

y^;uT<y. Kn * C2-4 ;!7 y ^ ;ut ^ y , Q,x..t ivzi^-y ~ Ci- 
*T )U7j y )\^T ^ y . ts )\y^^\/-Q2.,T )\yt! y }\yT ^ y . Cx-4T;un^ 
v-77 ;w*'z:.;b - C2-4 y -f ;UT ^ y , 77 ;uy<^-r - C2-4 r;!/;;!; y -< 

^y> N - Ci-4 t;u + ;i/x7 ji/zN'^-r ;i/ - C2-4 r ;i/ A y ^ ;i/T ^ y , n, N-->* 



C225) '^mW-l 0-50560 0- 

T)U77 y ^ )VT ^ J . C I- A T )l' ^ }l'T ^ y - <Z I - * T )\y ti J )V T ^ y a Xf-y 

^±<7)ffi^cOT-'j y ^ y x.y ^ t tz'.ty - )\^^i,t'Z^^KjZ^\ZX i ^fz\t 2 

R'i5c}:U='R\ R'^J:0'R\ S (i R' is J: U^R' ' (±-^ttC7t oTSI^^ ti 

-4 T;i/^;ur ^ y . v- [d-* tju^ ju] r^y. Ci-4 7;u^;u^:t. Ci-4 
T -i Ci.-*T }\^^)\^7.)V^=.)]^^ C i - 4 T ;u * ;u ;u , 

Ci-4 t;u^;u* jb, -j- [Ci-4 r :^ ju/n'^-T *;Pv'^^-f 

Ci-4 TJUn ^->:^7;V5K:^;u. -yT y . — h n is i: 'J 7 ;i^:t n ^ ju^^ 

R' {±7iC^, ^^ n.ir'V', h V )V ± u'y ^ )ly ^ Ci.*T }Uitzi±Cx.*T 
R'l±*ZR'-e^, 19. i^-eZfiR'i: (CH2) p ^^^^ LT|S-^L. i i 

pfiO, 1 tfcit2X'^^ . ^LXZii^W (CHO , V (CFz) . (C Ha 
) V. iCFz) VtfcitV^mL. ^^X'ViiO. 1 tfcli2m<DjkmW.l^'^ 

Kn;Z7;i'fc:;uS, CH (OH) ^ J:^;u*>T^ 

K> 0. S (0) /cfiNR'T-* *9 ^ C ^T-R" (i^lc^T-^^^i^ i;t:fiR'' 

i/^-C=bct</^ 5, 6, 7. 8, 9 S 7t:{± 1 0M<75^^^5t4;t:{i1^^mi^^^T-* 

R'{i*Z R'-C^ "9 . Z fiNR'-C-S) (9 . ^ LTN R'ii J: r' fi-^ 

iZfi^-cm^^flX^^XhX^^S, 6. 7. 8. 9 i/cti 1 OM^^^i^jtiflS^ 



C226D If a¥ 10-505600 

2 6. m-\±mmj^mmmM<7^^i&Kisif i>m^m 2 5tcis«ojt (i) co<b 
5Kmm<D^ (i) (oit^^<D^mo 

2 8. ^?i»<75^^:g 2 5 tcie^cT^it (I) (TXb-^tJ^ i 7t:(i^(75iS^±fF 



C227) 



mmW- 10-505600 



INTERNATIONAL SEARCH REPORT 
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